Abstract of JP2003313126 

Title: MEDICINE COMPRISING IMIDAZOPYRIDINE DERIVATIVE AS 
ACTIVE INGREDIENT 



PROBLEM TO BE SOLVED: To obtain a medicine which comprises a new 
imidazopyridine having excellent antitumor activity as an active 
ingredient. 

SOLUTION: This medicine comprises a compound represented by the 
formula 




[R 1 is a substituted phenyl, a substituted heterocyclic group, or the like; R 2 
is a hydrogen atom, an aliphatic acyl, or the like; R 3 , R 4 , R 5 , R 6 , R 7 and R 8 
are each hydrogen, an alkyl group, a halogen atom, or the like; X 1 is 0, S or 
the like] as an active ingredient. 
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in** 1 1 -«w 



B 1 




R\&tfR 2 l3:, ^-Xfil^ot, l£R 9 -X 2 

-S (a:*, R 9 Ht. 4K*KlA£6fl0>r 
^^S, TEa#a>&»ft$ft5fiifc£-Cl7553fi 
**tt^*»175FS6fiOT/W^/wX, 3 7558M<£> 
^^ar;^S, TE/31¥j&>e>S&Sft*filfc£"Cl 

»6»Il4i©r»-;vS, TB»»36»b»«S*x5 
g^S-C 1 755 5 B» $ ftfcjRitf* 6 755 1 4 m<DT ]) 

755 5g&£ftfc«iffg£, M8:7Ml5fi(DT7 

/v^S, TEj8S^feSiR£ft*fiifegT?l7555B 
&£ft;Tc^iif$:7 7551 5ffl077/V^S, £Hf»8 

MHitory^w^ TE/J#d»bawi 

**tS««*-Cl»S5B*S*tfc«**87SSl 6 IB 
U X 2 tt. 1M8^ *a*sa* (-C (=0) 

-) , ^^^/v^/pg (-oc (=o) -) , 

(-nhc (=o) -) xte^^-A- 

£ (-S0 2 -) £r^-f e ) Sr^U R 3 , R\ R 5 , R 
VT/S, =bnX, ^R 10 -X 3 S R 10 f*. 

bMiRZtizm&m-? 1 755 3 w&&titim& 1 755 

iS/ma>baiR£ft5B&£^1755 3B&£ftfc375 

S8I<d^^p7;^;vS, Mf6Mi 4l@cor y 

-/Hi, Ti2/3p^a^£ft*B&^?l7555e& 

nmfrt>m$i£th% m&m-? 1 755 5 g& £ ftfc»* 
mm. 7 7551 5iB©7 7^^n, tea*** 
ka&£ftSB&£-e i 755 5 b&£ n^AHHk 7 755 

1 5 <@tf)T 7/1^/1^ MiKft 8 7551 6®(DT])—/^ 

T/^^m. Xte, TE/3»jft>feSfti?ft*B*ST* 
1755 5g&£ftfc^ifi$c8 755l 6ft(0TP-^T^ 

4r=^**«u x 3 »i, mmm* (-o 

-) , StUJB^ (-S-) % #,0^— /vg (-c (= 

O) -) , **isjj;istf^/um (-OC (=0) -) , 



(-c (=o) o-) , t^/djv 

#:=/i/S (—NHC (=0) -) Xtt^^*=^S (- 
S0 2 -) ) , Xtt, ^R X1 R 12 N-^ « 

R^&tfR 12 ^ H-Xtt*ftot, !£r 13 -x 4 
S (3;*, R 13 tt, **MSW\ J£*»175£6«0>TA' 
TEapa>k3fR£ft£«*g''C17553Bi0l 
Sflfc«**l»56«©T/>^*, 3 7558MtfV> 
^7;^;H, TE/5»^6»^SJi5*lftS-ei» 

1 3 1 3 bi 8 i^i/^ n 7/^;vs, mmm 

&S^17555g&£ftfc^S6 755l 4»7y- 
^S, TE/5»^fea«Six5«|ftS'Cl75 
55fi&$ftfc1tog»^ KiSf*7 755l 5ffl©T5/l/ 
TE/ma>b3SR$ftSB*£^1755 5B& 
*ftfc««» 7 7151 5fi©77^S, ft*ft8 7* 

a& £ ft 3 gmg-C 1 755 5 g& $ ftfcRSfjft 8 755 1 

%;\,7$^;um (-C (=0) -) , 
(-OC (=0) -) x /U^rt^/um (—NHC 
(=0) -) XltX^fr-^m (-S0 2 -) Sr^ 

-To ) Sr^-fo ) £^-fa\ R 3 , R 4 , R 7 RtfR 8 W:[ai 

R 3 , R 4 , R 5 WR 8 H^Si-C^ot, R 6 & 

u?r 7 1 zti^ti&ts&'t z>i%mt ft o rams 

3 , R 4 , R 5 ^R 6 ^[Dlc^-Cfeor > R 7 &tfR 8 <^ 

Xtt, SNHSSr/Tto (au R\ R 2 , R 3 , 
R 5 , R 6 , R^U^R 8 ^^^*^*) 9 , R 4 dS^^ 

api/Na^VJS^ V77S, ^hnS. tf-*ys>* 

TEv*^e>a«Sfts«ift*-ei»53B»Sft 

fcK*Scl755 2 Of@cDT^^S, 3 7!;5 8M^^^ 

a7/^/vg, TE6*a>&WlSft5fi»S-ei755 
3B«l*ftfc3 7558A^i/^nr/^wS, 
7551 4<®cor y-/wS, TE6»d^a«*ft5filfe 
ST* 1 755 5 ftfc^^S 6 755 1 4 {@CDT y -/i/ 

m, mmmm, Tmsm^mtRtstizmmmxiibm 

3Btfe$ftfc1S*SIS. K*»7 7551 5fflOT9/^ 
/i^S, TE6»^batRSft*filfta-C17!r55filftS 
ftfc^»77551 5<@^T7^^S, ^*»8 755 
16fl07!l-/V7;^/i'S 1 Xtt, TE6**»ba 
^^ft^gmS-ei7555Bm^ftfc^m»8755l 6 



-2- 



(-o-) , «jfjg^ (-s-) , 

(-C (=o) -) % ^i/JA^AX (-OC (= 

o) -) , ^/v^^t^^S (-c (=o) o-) , 

7 $ #A'#~A'S (-NHC (=0) -) Xti*^* 
(-S0 2 -) S:^-t- 0 ) , Xtf, aR 16 R 17 N 
-S R 16 &tfR 17 fi, H-XIUWot, 

18 -x 6 s wt, r 18 hu jMmhk R»ms2 

B&g-C 1 7bm 3 fi& £ ftfc 3 jm 8 A<0 ^ n T /u* 

a«, s*»6Mi4fiory-/H, TE6»a»& 

WIS ftSg&S-? 1 75M 5 g& S nfc**« 6 Jbm 1 

5i©77^J6, TE6#*>feaftSti,S«**-C 

JS, TE6#a»feaft£jh,*Bife£Ti;irS5fitfeSft 
ft:K**87!rSl 6<@<DT y -A'TA^-A-SSr^U 

x 6 «, (-c (=o) -) , * 

^i/^/M^/vg (-OC ( = 0) -) , T^SX/Utf 
-Ag (-NHC ( = 0) -) XHt;*A'*^A'£ (-S 
0 2 -) ^^-fo ) *T»+*\ fcSl^tt, R 16 ^R 17 fi 

#d» & »R S ft 5 «MI"e i 7$m 5 g& £ ftfcamsg 

Sr^+o fit, 5tR 14 -x 5 tt, ft*ftlM6a^r 
A^vgSr^Sfei^ ) o 

/3W:^oy^^ v^7;S, ^hoS, ^R 18 -X 
7 g (at, R 18 iS, **JR-?\ tt*ftlft£6flft>7 

A-*A-g, TEy»*»feWl4ixa«JMJ'Cl»S3« 

*SnfcR*»l»M6ffl^T/i/^S, 3 75M8MC> 
i/^nm/H, TBd*a»&*ft3*ia«*S"Cl 

*6»S14B07!I-/H, TE6#a>&aftSJta 

g«s-ci»S5iiifesn]t«*»6 75si 4®<dt y 

-/vg, ***** TE5*a>b»ftSih,aB**-Cl 
ft£5B*£*Lfc***S* KJ»7»11 5^coT7 
A-*^g, TE6»a>b*ft£;h,*B*X-Ci;5£5B 

*Sftfc***7 7M5i 5a©r?^M, NHHK8 
1 6flory— /i/r^^nssr^u x 7 wu 

(-0-) , mnm* (-s-) , 

n/vg (-C (=0) -) , **ci/*;i>rt~/i>m (-0 

C (=0) -) , XArts-JUtti/E (-C ( = 0) O 
-) , 7;/i/;^^S (-NHC (=0) -) Xtt 

^a^aX (-so 2 -) £^-f 0 ) . RTA aR 19 

R 20 N-g (at, R 19 &tfR 20 te, BI-XttRfco 



T, aR 21 -X 8 S (at, R 21 te, ft** 
l»I6i©7^*yH, TEy*W»b*ft**iS** 
ST 1 7!;^ 3 B*S*i^:jK*» 1 7!?M 6 ffltPTA^A' 
g, 3M8l£0^nT;^;H, TE6««»e>»ft 
*ixSfilftS-C17!rS3B**ixfc3 75S8A05/^n 

s*a> baft s ft* B&s-c iM5 m&£titc]%m& e 
75^1 4^cor y-Ag, «**g, TE«*w»&*ft 

**t5fi**-ei»S5B»*^fc**«S, «**7 
5807 7/^1, TE6»^e>aftS*ti* 
**^175£5B*£iXfcK**7 7!r£l 5i(D7?^ 
^Wg, W9Rft8A£l 6<@<Z5T y-A'TA'^-A'g, 
Xf*, TE6«a»fc*R£;h,3fi*g^l7bM5fi*£ 

*ufc«**8»si 6a©7y-/>7/^/ust/7 

U X 8 tt, #/v#^,vg (-C (=0) 

-) , ^^/w^^/us (-oc (=o) -) , r ^ 

Ji3)Vifsz=.)Vm (-NHC (=0) -) XH^/^^ 

m (-so 2 -> ^-fo ) sr^i-o ) o ym.rn.mw 
mi6i©7;^n, *ses^Bife*^^^*i 

/^/ws-cglftstifc^yxtt^r/^wr ^/s, « 

TE«#*»e>aft*itSflHftS-ei75S5Blft 
Sttfc^SS, CH 3 0 (CH 2 CH 2 0) n s (at> 
nttlM6<OiS-C*5) , Jttf, APy^o 
6S:fi*SlM6i©7/V^i, «*»17SS6 
■07^3*5/Jt, ^D^yg^, T^/S, fttf, 1 
Xft 2 fflO^^IS 1 75M 6 <B^T^^r/uS^ L < \tmm 
ft 1 75M 6 fior^/u^/i/*=:/uX-CBJfcSixfcr $ 
y S, ^^ft 1 7!>S 6 ^(7)T;v^^/^^^S-Cgm 
$ MtSOIOk 1 7!r^ 6 fB^T/v^/PS 0 

y^S, *>5v^ S**lM6i©7M;uS, 

1 7Sm 3 g^ $ tifcjR** 1 7!;^ 6 i07/v^;^S > 

*5/*/u*^*Xtt*W|-e l 75^ 3 B»S 

[»*3S3] R 1 3&s«**17!rS6fiOT/i'^S, 0t 

175iE3B**ttfc«*»175S6fflor/i/^S, ^ 
it 1 6 it07;>^;i/-;(;;i/^^;i'S, />Dyyi 
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•C 1 3 B*S*tfc£** 1 7bm 6 fi(OT/u*/u-* 
yvtf-ypg, £SMt6ft£l 4<Bcory— /V-j&yl'Tffn 

7!^ 6 ior;V^ST 2B&£;ft/fcT ^ / tf/V^A' 

71^2 0®(Z)r^^-*/w^^wr ^ /-^^17!; 

r^^-^^-A't^V- ^Xft 1 7^6H<£>TyV 
*yl^-#yV#~yVg, Xft. jR**175S6fflOT^ 

;vST i*L< tt 2B&£*ufcT ^ y -ft^ft l nme 
[»**6l R 2 36S7k*JR J P, y ^ywtfy^-yvS, 3i 

^yl^yl'tf-yt'g, Vfu }f;V^;Vif^;V^ s h U 7 
-y Yi/^y^.^^fJjv^;V^ y Y^^;Vifs^;V 

yto^^yV/tf-yi'g, y h ^->y fvi^yl'^ywg, 

[11**7 1 R 2 ****!^ 31 
^/U^/W/K-^S, V/d tfyl^y^zK—yl'S, y 
S/^yM^yl/g, f"/PT ^ y^/Wtf-yVX, T ^ / 
y^vKfryl^-/!^ 2-y fvK/nfcVW^i^yVtf 
^/^Ss y h*^*-^^^ A'g, Tir^vvr^y 
y^vl^ywK-yvS^ Tir h^ri/y fuy^/^^ 

;VT ^ J y #y>#~y^g-C£> StS** 1 75S 4 <D 
[ft** 8 J KH^imWf-. r 



fvUT ^ U V#A^=yV£-efc5»*E 1 75^4 

*/i>mx\*$im&67bmi 4fl<ory-/wx-e*>5i»* 

3S 1 71^ 8 O^-ftL^ 1 «(C|H®(0^^XH^^^ 
[»*qil0] R 3 ^7K^^Xf^^l7!;^4^cD 

11] R 3 ^7K^S^XH^^S-t?^5M* 
* 1 8 wrtiit* 1 3Bi!ilB*o^«jXtt-to||ia 

[f»#*12] R 4 36SJS**17!rS6ffl<Dr/^/vS, 

3fi«isixfcK**i»M6ffl©r^/wx, j%mmi 

[»#B13] R 4 /&M^/WS, 3i^S, 

1 - y ^yv^i^/vg, l - y ^yi— n ~7u tfyu 

y^r^y^yw^y^ ^y^ywr^y^y^ 

— yi'g;m#yv#^>yi'g-C&5H*JS l Ml l cdv^ 
-Tint* l *^B«^fc;^*Xtt*o|6a±ffF*Six5*t[ 

[i»**i4i R^&fcm&iTsm 4 ffl^r/u^s. 
Anyygf-c 1 7^M 3 1 75^ 4 i@tf> 

Ty^^ry^SXfiT ^ 7 tfy^^yi'g'Cfc^ff *f 1 75M 

i i <Di vf i *^iB«oft^ftxtt*oaia±ffiF* 

1 5 ] r 4 ^m ^/um. i - ^ ^/Wai^^S, 
b y ^y^n y ^sx»7 ^ y *yw^^S-e^>5ft 

[»*3Si6i R 4 ^y^s> xn> hy^y^ny 

yv^fyv-S, 75M6 fflOTy^y^^^S, tK^ 
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S*PCo 

1 Jb^. 4 fflor ^71/-*/^=/^ ^ / S"C 
fc*f8#9 1 75^ i 6 ©vvfjh^ 1 «icfS®<D{fr&&;X 

>\>r % j m-?hz>m#m imi6 m^ti^ i ^icie 

[11*92 0] R 5 ****!^ *?vl^ 

[M**2 1] R 6 #**JR^ jK*»175S6«©r 

[ft*52 2] R 6 ^7Mmgi\ ^^sx^^jbt- 

■C 1M20 ©I vf tit* 1 JSfciE*<^fr&«J 

[11*923] R*&frmm+x\**^m~?hz>sii#: 

[fft$42 4] R 6 ^7k^^-cfc^i»*Jll^2 o 

1 6 lor/v^ixnr s y 

511*9 1 73?^ 2 4 ©V vffta* 1 «fc|B«©{b^*XM: 
[11*92 6] R 7 #**IR^ J6*JSHF\ 

T?*>Sf»*I 1 75^ 2 4 <z>v vf l m^fSMoit^m 
BJK. 

2 8 ] R 8 ^7K^J®^X^^iC 1^6 m<0 



■cmptse*. 

[ft*3!2 9] R 8 ^^js^x^^^s-e$>^fj|* 

m±Xf&iStiZtt:lrto&&k It^ttSglo 
l»*«3 0] R 8 ^ 7 K^ J f-efe§if*«1^2 7 

[ts*^3 2] x 1 tmfm*-ebz>tt&%i7bmzo 
<o v ^ tit* i « ice* o<k&mx r±* co«a±fF * $ n 

W*fl3 3] iS*3Sl^3 2COV^^l^C|a« 
[»*S 3 4 ] ft#9 1 3 2 <D V 1 «^|B« 

[0 0 0 1] 

[0 0 0 2] 

[0 0 0 3] 
[^2] 

v — N 

[0 0 0 4] js*B£<fi^N3 tiHk&toiK M&tgffi 

[0 0 0 5] 

[0 0 0 6] 
[0 0 0 7] 

[^b3] 
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R 1 




[0008] tst, r^jwr 2 ^ m-x\zmt£i 
t\ ^r 9 -x 2 -s o£<k r 9 h, mmw 

g-e l 7bm 3 g&£ ftfc^iii$: 1 7!>S 6 m<DT ;v*;v 

£*iSg&g-C 1 3 m&£tltc 3 M8R(D^ u 
T/^A-g, ^^6 7^M1 4{@CDT y-A-g, TEJ3 

<b £ ft S B&g"C 1 7bm 5 £ *bfcK*« 6 

jbmi 4m<DT v-/um, «§5§gg, Tft&mfrbmvi 

^g, i^^S: 8 nm 1 6 f@OT y — ;\sT;vtr~;vm^ 

C (=o) -) , (-OC (=0) 

-) , 7^/#A'#~/l'g (-NHC (=0) -) Xtt 
^^n/WS (-S0 2 -) Sr*1% ) *rSU R 3 , R 
4 , R 5 , R 6 , R 7 &tfR 8 tt N H— XttSfcoT* 

^ry«, -hng, SR 10 -X 3 S (5* 

g, TIBo*^&a^Sii5BKlS"Cl75S3«lft*ix 

T^/v*, TE/J»a*WIft£;h,a**£-Cl73r£3 

"C 1 ttS 5 B& S ftfcKSHft 6M14 1@(DT y 

g> ISifigg, TIEfl»^fe»«Six5«SlX"tfl75S 

1 6i@ory-/wr/^^s, xtt, Tt&pm*bm 

(BOT!J-/vr/^^SSr/TU X 3 f2, it 
(-O-) , (-S-) , *A^#n/US 

(-C (=0) -) , **is$;m~sum (-OC (= 
O) -) , fl/l^^/l^^S (-C ( = 0) O-) , 

; jj/vtf^/isg; (-nhc (=o) -) xnx^ft 

~/i>m (-SO z -) ) > SR n R 12 N 



-s (*;*> R xl xt;R 12 tt, ra-xwtjwro-c, ^r 

13 -X 4 g (5**, R 13 te, «**1»S6 

8M^^^nr^;H, TE0#a»fc»«$*uS«* 
g*C 1 Tbm. 3 B&£ftfc 3 7!^ 8 ftco n TA^u 
g> K*»6M14ft(07!)^i/S, TE0«W>6>» 

{Scory-A-g, $«flt£* TEfl*^e>a«six5« 
B©77;^/n, TE/5»^baRsns««iS"ei 

73rS5fi*SiLfcft*»7 75Sl 5fl^77WS, 
MMft8A£l 6fficDT y -/WT/Wr-^g, Xft, T 
E 3 tto> *>m$l £ it* g&g-? 1 5 fi& £ ftfc^fli 

»8 75si 6fiory— /vr/^=.^asr^u x 

4 ft, Iffi*, ^A-rf^A-g (-C (=0) -) , 

^/p*^/wS (-oc (=o) -) , r^yx/istf- 

/VS ( — NHC (=0) -) Xf±^^*=/^S (-SO 

2 -) £r^-fo ) ^r^-To ) R 3 , R 4 , R 7 ^ 

xtR 8 \mnm-?h^x, R 5 ^R 6 ^^tim^s-& 

^v«*^i-35\ R 3 , R 4 , R 6 »WR8f4HSc«"C*>o 

v-^r±, r 3 , r 4 , R 5 Rx^R 6 \tmMmx-h-DX, r 7 r 
[0009] xMi, ^mj®^-. fldiJR^ xw:, 

HS^-To fib, R\ r 2 , r 3 , r 5 , R 6 , R 7 &tf 

R B &fcmmT-?h*) , R 4 ^^^ST*fc«9 N x x « 

[0 0 10] afi:^ayyS^ i/TSm, ^hn 

t^y^^y^/Mf/^ sr 14 -x 5 s 

R 14 H. 7^1, ««S1M2 

0107^^1, TE7W^fea«SH5K**-Cl 
^3gm$ttfc^m»17!r^2 01©7;^;H, 3 
fli8l©^o7M/H, TESPA^aRSiiS 

SI^S*C 1M3 g^^ixfc 3 8 ft CO n T/U^r 
ft*»6Ml4fl©7y-;H, TE8»^fo 
^ $ *L S gmS-C 1 5 B& $ ttfc«*« 6 1 

4|@cory-/wS N ^SS, TE6»^fea«Six« 

5fl©77/^I, TE6#d>?>atR*tl/*«lftS"C 
175S5«**nfe«**7^1 5fi©77^;v 

fcRSt* 8 ism i 6 <@cor y -^ta^^sst^ 

X 8 tt, (-o-) , (-s 

-) % X/Utf-SUm (-C ( = 0) -) , **S/*/U* 
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(-OC ( = 0) -) , jJJUtf^/Uttism (- 

c (=0) o-) , r^/^/^^S (-NHC (= 
O) -) Xt2*/i'*~/i'£ (-so 2 -) fc^f. ) , 

:£R 16 R 17 N-£ R 16 &tfR 17 ti\ h- 

XH*4ot, :£R 18 -X 6 g «+ x R 18 tt, tK^J® 

K*Sf[lM2 0fl©r^S, TEv*W»MI 
iR£ft£B&X-? 1 75M 3 m&£il1zfc%& 1M20 
IB^T^^S, 3M8l©^ PT/V^r/l/S, TIE 
6 B*>bBKSftSB&S'? 1 Jim 3 g&£ftfc 3 75M 

TE«l¥a>fc»ftSft*BiftS-ei75M5B*S 

*ifcR*ft6»^i 4fi^ry-/ws, mmst^ tie 

6 »d» fe 3WI S ft S B&£-C l Jbm 5 B& £ ft itmmm 
S> «*»7Ml 5a©T7/^vS, T8S6Bd»fe 
■ft* ft£B&S"C 1 5 m£ ftfcftXft 7 7J£ 1 

A^~A-£, Xtt, TB 6 ft* B££-01 

^g£^U x 6 tt, *IM$3\ (-C 
(=0) -) , ^v^/W^^S (-OC (=0) 
-) , T ^ y (-NHC (=0) -) X\t 

(-so 2 -) £r^-f 0 ) 
VH±, R 16 £ R 17 ttl*^-*-sa[*JK-T-i:-lttfto"C, 

a^ssx^Tia 6 #a» <bii#i£ ft sa&s-e 1 75 s 5 

[0 0 11] j3»:/NP^l|f, ^>7;S, ^hn 

^r 18 -x 7 s (at, r 18 h. &sgt 

XV 1 »S 3 g& SftfcjR** 1 75^ 6 1©7^ 

3 7558flOV^aT/w^X. TE6»J&»e>»ft 
Sft5«ft*-Cl 75S3«*Sft/t3 75 S8*©^^n 

T/i^/i'S, &fffSc6 7IrSl 4fl©7!l-;vS, TIES 

e, mm £ ft s « 1 75s 5 am s titzmm e 

SftSBSlST175^5Blft$ftfeS^SIS> 01*8:7 
5iwr7/^S, TB6««>e>8R$ftSfi 
17^5g&£ftfc^i»77I^l 5fi075;w 

u x 7 n. mmm* (-0-) , mnm* 

(-S-) , vfrA^-A'S (-C ( = 0) -) , 

(-OC ( = 0) -) % % 
m (-C (=0) O-) , T ^ J (-NH 
C (=0) -) Xtt^/u*s^J (-S0 2 -) £^ 

r. ) > at* ^r 19 r 20 n-s (at, R^xtfR 20 

fl> n-Xtt»fto"C, 5£R 21 -x 8 g (St>K R 
21 fi, «|«l»l6il©7^/H, TIE 

* «a» & wr s ft s ems-e 1 »s 3 $ ft / ts*** 



l^I6M07;^S, 3J5I8I^d7/^/V 
X, TB6#*»&a«*ft5B»S-C175S3IBft*ft 
fc3M8ft<0^n7/^/VX, 0t*»6 75£14fi 
<ory-^£, TE6#a>k8ft£ftSBift£Tl7!rM 

5B*Sftfc«*«6»Ml 4fi(DTU-/uS, 

TE6*a»feS«£ft3B*£^l»S5B*£ft 

tzmm&m, s»*7mi5S©75^s, tie 

6 »*>6»«*ft 5B«ST? 1 5 B*Sftfc«*ft 

7 75^1 5i^77/v^S, JKXK8 7!rSl 6iOT 

y -^t/Ht^ax, xtt, TB6#a>e>MRSft*B 
*x-ci»S5Bl*Sftfc«*«8»si 6f@^r y- 

(-C (=0) -) , t^V^/^^/H (-OC (= 

o) -) , T$;%;i<tf~ji'& (-nhc (=0) -) 
X\t7s/^=L/vm (-S0 2 -) *r*1% ) Sr^ 
-To ) o v»:S**lM6(Bo7;^;H, tKS£S 
1«ll*Jifc*il»l M6i07^*;Hi, 

K^fc 1 75^ 6 ffl^T/w^X^BiftS ftfc* y Xtii? 

T^/ur^ys, mmmm, TE6*d»e>a*RSft* 

B«IST*l7if^5B*Sftfcfi*Sa, CH3O (CH 2 
CH 2 0) n g (SC*, nttl^rS6©»»c-C*5) , R 
^nyyl^o 5#:**lklBI6i©7^*/u 

7^71, 13^tt2ffl^^»:17!fM6fflcor7V' 

*ywX« t < ttjRiWS 1 Jbm 6 fi07;v^;^=;u 
S-Cg^^ftfcT^ 7S, R$ftlM6i©7/^ 
*/i/*nyuX-CB**ftfcK*» 1 75M 6 fi07/v^ 

[0 0 12] ±IER 9 ^0 r«*ftl»S2 0<@^T/W 

tt^ ffilitf, ^^/K n-^nbVK ^V^n 

tf/K n-7^vK >fy^/K s-^/K tert-^ 

n-'O'^/K ^y^^/K 
/K l-^^T'ntVK n-^^ri/ 

^^•/K 2 ^•A^^A', 1 ^/^^^, 

3, 3-y^^W^/K 2, 2 — 5** TvK/^/K 

1, 1, 2-v^^^^^K 

1, 3-i/^^/uy^/K 2, 3-v^^^/U^/K 2 

A\ ^^-r^^/K K-r^^K hU^^/K tF7 

r|»i|{»i»S6fioT^/Hj 

[0 0 13] ±IBR 9 §W r3 75S8A©i^^ory^ 
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[0014] ±I2R 9 §^ r$*»6 7&Mi 4ffl©ry 

[0015] ±isr 9 ^^ m^mm* 

mmmmxh*), yy/K fny 
a% T-tft^/K tr^yy/K -Ys^vy/K 
y/K ^y^f*^/y/K fr^/y/K -fy^ryy/K 
l, 2, 3-tf-#*s*r:/y/K MJrs/y/K^b? 
✓ y/K f-r^r^y/K tf^-/^ eys*/K t°y^ 

t°y ^ vyv-w&of^mmm 
tf^yy^/K if^^y^K txysM', tf^y^ 

3S5cS!oS**Jf5rt^T?S, ±E r 5 7!?^ 7 

/K 7xy^rWn/K -rvKy^/K ^ y-f V K 

y/K >f^^/y/K :/y~/K ^;y^ 

y^/K ^/^rf-y^/K ^^y^/K #/w*;/y 
/k # y r * y -< v >f >- k y 

&mia±, trysts (Wi^ trj^v-3->f^ 

[0 0 16] ±I5R 9 ^0 r«*R7 75Sl 5fi(^77 

/v^f/uSj turn, ^o-v^/k a —ry^jv 

^-y^U-;w^^ x 7yh7t^Mf;K i/7x- 
/WfvK h J7x^f^ l-73i^^/K 2- 
y^^vK 1 -^fvl^fvK 2-^-^^/V^^ 
A\ l-7i tf/K 2-7x ^/K/n tf/V\ 3 

-7x.~;v7u\f;V, l-^yfvv;/PfcVK 2-*^7 
^/UT'otf/K 3-t7f/V/Pf/K 1-7x^7' 
fvK 2-7x^;vyf;K 3 -^^/K/fvK 4- 

^/K 3— J-^^TK/^TK 1- 
7x=/^yf;K 2-7x^yf;K 3-7^^ 
;V<yfvK 4-7x^MVf;K 5 -^x^/W^V 
fvK 1 --^fvv^fvK 2 -^yfvw<yfvK 
3-^-7^/W^<V^K 4 -^yfvW^V^/K 5--^ 
7 ^/W* V^vK 1 - 7 1 ^/u^3r % >/K 2 - 7 * 
^3rVA\ 3— 7 * =VW^P- *>7K 4-7ai^/^^r^ 
A\ 5-7x^/i/^^i/yK 6-7x^/V^i/;K 1 



6-i-7f-j^^/i^^mf bin, 
[0017] ±er 9 ^ tmmsjsmi efflory 

[0 0 18] _LER 3 ^<£> rAD^ygfj il/Ttt, 

[0019] ±|2ap(o r^y^^y 

gj £ LTf4> maais (5-7x^-2-^y- 

1, 3-myuv-4-^/V) ^5vt\ [5- (4 
-j?tf;U7xn;v) - 2 -^y- 1 , 3-^yi/ 
V-A-> <>V\ [5- (4-^h^>7xx 

yw) -2-t^y-i, 3-^t^yuy-4-^;v] 

^^/K [5- (4-7;vtn7x^;V) -2-^y 

-l, 3-^y^y-4-^;v] [5- 

(4-^nn7xx/V) -2-^^y-l, 3-^^f 

yi/y-4->{/H ^^/k (2-^y-i, 3-v 5 

^y U^-4— t/v) ^^/K (5-^^/v-2-^ 

^•y-i, 3-^yu>'-4 — tM (5 

2 -^-^r-y- 1 , 3 -i^^y UV-4 — Y 
yw) ^^/K tf/W-2-^y- 1, 3-v> 

t^yuy-4-^^) ^^/k (s—fyy'nh 0 /!/- 
2-^y-i, 3-^t*y^-4-Y^) 

(5-y^-2-^-^y-i, 3 -^yi/y 

y^^^ff>H, #3S^tt. (5- 

y^-2-^^y-i, 3-^dry u-^-4 — r 

[0 0 2 0] R 5 ^R 6 ^^tLm^^i-5^<h- 
l»S3B*$4xfc«**l»S6fi^r^>r^ 3 

H^S"C 1 75^ 3 £ flit 3 8 M(£> i/ ^ n r ^ 

/us, ^i6Mi 4«cory-/ws, TE/s»^?> 
* *r,a b^st* i ibm 5 am $ tifc^^ 6 1 
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8, m^STbmi 6(B©ry-;v7;^/H, X 

x 3 », **s-a\ mmm^ (-o-) % at*^ (-s 

-) , tfyi^-y^g (-C ( = 0) -) , **i/%;i<tf 
-yvg (-OC (=0) -) „ *yv*^yw**S/JS (- 
c (=o) O-) N T^y^/V/^y^S (-NHC (= 
O) -) Xtt*/U*=^l'* (-S0 2 -) S:^-f 0 ) , 
Xtt, 5*R ll R 12 N-£ R ll Xt/R ia tt, Bl- 

XWftot, 5£R 13 -X 4 S R 13 «, *»jg( 

$*i£g&S-C 1 75£ 3 BlfcSttfc«*» 1 75^ 6 <@<D 

^6»RSil8«**^l»S3|liftSiifc3 75S8* 
OS/* n TATA'S. ^Htft 6 7!>M 1 4 ior y — yv 

fc«*»6»ii4a©ry-/n, ffl^ms, tie/3 

»d» S ix5 H&g-C 1 7!>M 5 @& £ ttfc**« 

■KSilSWUTC 1 7!r£ 5 S»Stlfc^*a 7 1 
5i<7)77/^;VS, WXft 8 1 6 m<DT ]) ->VT 
yUrnyvS, x\*. TK0#a> MIST? l 

-A-S£^U X 4 W\ (-C 
(=0) -) s ;Vi£~;V& (-OC (=0) 

-) , 7;y*/^;VS (-NHC (=0) -) Xf* 
*yw*xvi/g (-so 2 -) Sr^-fo ) «ra*1% ) "Cfo 

[0 0 2 1] 6#^O^ftr75M6fi<DT^yva-e 

^yvr^y, ^y^yf/v7^y, 2 - y ^yi^^r 

S / . -^^V^/W ^ y , 1 -xf/V^q tW7 * 

y, n-^w^y, ^y^v;v7^y, 4-y 

1 ?;i"<>"f-;i'T $ / * 3-y^vw^^vWT^ y, 2- 

* fvvo^yur s y , i -^/w^fvvr ^y> 
3, 3-^y^/w^/ur^y, 2, 2-^y^y^ 1 
/vr^y> 1, 1 -^y^vi^fvw * y, 1, 2-^ 
y^y^/vr^y. 1, 3-^f/u^7^/ > 

2, 3-^f;^f;v7^/, l-x-^Asf+frTX 
/^mfbti, ^^7^;s-cfe5, 

[0 0 2 2] 6»#fO^»17!rM6fflcor/w^S-e 

fwr s y , xwf/ur^y, ^xf ;vr > y , y 
^ntf/wr^y, 9 Mvf*W7KJ * y^7 5 

(tert-^/u) r^y, v^o^/vr $ ; , i^fy^ 
yw^z, y ( 2 - y ^yK/^) r^y, 



'^fvl'TSA ( 1 -xf/^n f ;U) rsy, ^ 

^^^7 s y , y^^ri/^r ^ y , y 
yi/'O'^yw) r^y, o-^fvwO'fvi') r ^ 
y, y ( 2 - y fvi^o-^/u) r^y. v 5 (l-y^ 
'O^-aO r^y, (3, 3-^y^y^) T ^ 
y, v> (2, 2-*j**A''7*ji>) tsa s> (1, 1 
-^y^vuT^vu) r^y, ^ (1, 2-^y^vKy^ 
/v) r^y, ^ (i, 3-^^/w^/w) r^y, v> 
(2, 3-^y^/uy^) r^y, ^ (2-^^/^ 

[0 0 2 3] *&m<DG%uit&T*$>zi\:etm<o Oh, ft 

afttoiLttt, (i) r 1 ^ *m&<oy~-fr 

/Npy^jjg^-Cl^3g»$ixfc^Sci^6 

tK^S. ^nyygf, - hug, ^ryg, 
r^y^/w^/i-S, K*»i75S6floT/^/w*-c 

3«*$ttfcjRlR« 1 »l4|07/WS"e 1 
Ixfc. ^ai^vxxtttry ^STfol9, (2) R 1 ^ 

R»»lM6fl07;i/^H, K**lM6fi©7 

6ffl©r^^/us^ 1 ggi^Hfcr ^ y 

(3) R^yifyt^ yh^ri/S, h y 7/Utn 

tr y ^x-e*, sflrfr*, ( 4 - 1 ) r 2 ^**^, 
m*xft/&xfT ^;ys-eiM3 «KiSixfc«*»: 1 

M6i©7/V^-*;V*^a, ft*»6 75Ml4 

^t^^i-efjfes hfc«ss 6 »i 1 4iwy- 

$nfcT^y^y^-y^S, ft**17!rS6fiOT^ 
/^^^S-ejatft* tbfc^iR» 1 7^^ 6 m<DT;v*;v- 

&tm& l M2 OfflcOTyw^yw-^y^ 
-yVT ^ y -fit*» 1 75^ 6 m<OT/\'*/i'-j)/i'tf=./i' 

m^inme m (dtj^/us-c i ^ u < n 2 

T ^ y 1 7!?M 6 fliOTyw^ryw-^y^^-ywS^ 

hZfc&hs (4-2) R 2 ^^175^6^C0Ty^ 
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fcR*ft 6 BI 1 4 i©7 !J -;v-*/i/#^S, 

75S2 Ofl(OT/v^-*/^=/WT5y-^*«17!r 
TA'^-*^#=A'**i/-ft*||[ 1 75S 6 ^COT/W 

ywg-? 1 m t < He 2 H&S tvfcT S y l ism 6 

i(07;i'^-^;^/uS , t l fc^fb^, (5 - l ) 

yl"g> W y T'n fyl^yl^-yUS, V y 7/P*o y fvV 
#yv#:^g, 7x=/V*;^^S, 4 -y hV*37 

^r^/v^/^ ^f;V7^;/i;M^S, Tx 
y y ^yv#yw#3.yug x 2 - y f;P^p tV^^rv^*^ 
tf-yv-g, y b^y^yio&yi^^yi^ T-fcTvV'TS 
y y ^vi^yi^— ywg, T ± h i/y^/^^/v 

g s ^f^7Syyfi/y#A*sM % xtt, s^f- 

;v7^y^f i/y^;^^StfcSft^ (5- 
2) R 2 ^^f;i/)(7;^-/i/S, J^yl^yl^-yVg, 
^ y ;/ n tV^yutf -y^S, h y ^yi^n y fvi^ywtf 

4-y hi/^^^^/v 
#ywtf~yvg s y h^i/^yWtf^y]^ t-^h^r^ 

yv^yvg, ^y ^ywr^y^yi^-y^s, r^/^f 

yi^yi/tf^yi^ 7th^r^f y 
/^f l/y^;^^STfe6ft^, (6-1) R 2 

3->y fvi^/wtf-yi'S, 7*^7 ^ y y ^v^w* 
n/ps, r-t h^rv/y^-w^/^^/ws> *?*vt% 

(6-2) R 2 3*y^ 

tf-yi-s, y F ^r^/w^^^s, i^y ^yvr ^ y #yp 

#~yi^ 7^;>f;^;^;vS, 2-y^/V7 p u 

fcVV^v'^yPtf-yl'g, y h^r->y ^/^/U/K^iyu 

r-fe^r^ y y^u^/WTK— /us, r^h^y 
f-u-v#ywtf~ywg, ^f;!/7^^fuy*;^/i/ 



ffc^tt. (6-3) R 2 #7k*KHF\ y^/^/^^/u 

T ^ y y f-y^/^^/uS, 2-y^ L /U7 p nl:V^ 
*i/;fryi^~yug, y h^ri/y^y^y^^y^S. 7± 

^7^y^^^/^=-^m, Tir h^fi/y fuy* 

;i/#^;vS, y ^yur ^ y y^-uv^y^^yuS, X 
tts f ;v7 5 y ^ f i/y*;v#^;Ht?fcSft^ft 

(6-4) R 2 ^ y^y^y^^y^S, 7^yy5vU# 
yi^^yug, 2 -y ^-yw^n bVu^-^r^^yv^^yv-S, 
y h*^y ^y^y^^y^S. 7t^7^/yf;^ 
yl^3.yUg, Ti? h^r^y ^U^*yl^*n/^ y 

(8) R 3 ^^^xf^^l^4<@ory^yu 

s-c&afta** O) R 3 ^7K^n^x^y^s-c 
fca^-a*, do) R 4 ds«*sci»£6fl©r/^ 

y^S> 3 71^8^^ nTyi^yi'g, ^n^yBf-c 

»ft 1 75M 6 m <r>7 yv a * ism-vmik £ 1 75 

I6i07;^;vi, 7>;/^;^^S, jR*»17Jr 
^ 6 ^OTyu^fy^S-e 1 BiftS tlfcT ^ y ^yu^^yu 
175^ 6 m<07;v*;vm-Z 2 m&£titc7 $ 

D R 4 asy^/i^ ^/vm. ^ntvws, i-y^ 

yl/oc^yWS> 1 - y ^yV- i/^ n zfn t°yl/g. n ^ 

h»7;^o> ^y^S. y h ^v^y ^y^S^ y 
h^^yu^^ywS, T ^ y ^y^^^y^S, y^vKTS 
y ^yv^^iyvS, >?y ^y^T ^ y ^yW^^y^S^ft^y^ 
^^^yUST*fc6ft^, (12) R 4 #ft*« 1 
4<B<DTyU^S, ^ny^^i7!;M3B^$^fc 
1 75M4 i©7^*;HX»7 ^ y ^yw^nypg 
-CS>3ffc&«, (13) R 4 ^y^S, 1-y^yu^ 

h y 7/^n y ^/i/Sxii7 ^ 
-CfeS^ife, (13-2) R 4 ^y^S. Xft, h 
!)7;vtnyf/H"C*)Sft^ (14-1) R 5 ^ 

^nyvift i 7^m 3 w&zhitsmw ubmsm<D 

7;^^-^;v^=l;v7 * ;S-C^>5ft^i, (14- 
2) R 5 *SjR*«l»26fflOT/^/^ «*jRl» 

^6fi<DTyw^fy^^r^Ss ykm&s 

^P^ygft* 1 75^ 3 1 75^ 6 <®co 

Ty^^yu-^y^^yUT^ /SrfcSft^^ (15- 
1) R 5 frfcmm*. «*»175S4fflor/^yuS, 
ft**l75S4fl<z>T/^/i/^^ tK^S, r^y 

75^ 4 fiOTy^yl'- ^y^/K^yvr ^ y S^fe-Mt^ 
(15-2) R B dS«lR» 1 JSm 4 {@(OTyU^yU 

«»*i»S4«(Z)ry^/i'^^a, *S£S, r 
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$tl7b^.4 ioT;^-^^^^7 ^ J g-e& 5ft 

(16-1) R 5 t^mm^, ^/^g, 
-/UT^/m^hZft&Vo, (16-2) R^MfyV 
^vl^/l^-yWT ^ /g^fc£ft£^ (17-1) R 

/stfcsft^, d7-2) R 5 &*mm^ 
(18-D R^jkmm*. j%m&i7bm6m<DT^ 

*/\'&X\±^v?>'mi'-?hZ>ik&V0, (18-2) R 
6 aS£*» 1 #M 6 ffl^T/P^SX^n^yjR^-C 
*>»ft-a*, (19-1) R^MciWK^ 
tt**IR^ifc5fc£«K (19-2) R 6 *M 
Xtt**JH^-C*aft-&*, (2 0-1) R 6 ^7k^il 
?Xtt* l ?/l'&T*bZfc&fo* (2 0-2) R 6 £M^ 
A^fcafc-a*. (2 1) R 6 ^7KlifjI^T*fcSft£ 
«k (2 2-1) R 7 ^**^, «*»175M6fl<& 

1 6 (B07;V^liXtt7 ^S"C 
*>S{frg«, (2 2-2) R 7 ^^*l^M6fficoT 
yi/^S, Anyygf, ^n^>1I^-T*17?;S3ff& 

i ^ 6 S(D7 /w^xxttr s / m-?h 

Z>fc&V0. (23-1) R 7 ^**^, * fv>*, & 
■CfcSft**, (2 3-2) R 7 tfM3vl^ SMUK 

sftim (24-D r 7 j&s**jr^ t^mxft 
mmmT-zihZQc&m. (24-2) R 7 #*r/umx 
\mMWft-zb*i\&m. (25-1) r 8 ^*3Ujr^ 
xt**** 1 Jbm 6 ficor/w^x -e* z>\k&m, ( 2 

5-2) R 8 ^^l^6ficDT/U^S-Cfc5{b 
(2 6-1) R 8 ^^^X^^^VS-Cfea 
ft-g^, (2 6-2) R 8 riM ^/V&ZhZft&m^ 
(2 7) R 8 3557k*iR^t?*)S^«. (2 8) X l j&5» 

mj%*ximnm*-?h%ik&®. (29) x^swt 

[0 0 2 4] £fc, R^iE (1) (3) frt>m 

RU R 2 £±f5 (4) (6) a>fc»tRU R 3 £± 
E (7) 75£ (9) ^blRU R 4 £±15 (1 0) Jb 
S (1 3) a>b*«U R 5 £r±i2 (14) (1 

7) *>6>3kru R 6 ^±ie (is) ism (21) a>e> 

WU R 7 Sr±E (2 2) 7bm (2 4) a>fc»RU 
R 8 £±IS (2 5) (2 7) d»63WlU X 1 $r±IS 
(2 8) 7bm (2 9) frbmRLX, fflRKl»«LT» 

0Ux.tf, (1) , 

(4) , (7) , (10), (1 4) , (18), (2 
2) , (2 5) RXf (2 8) Oft^, (2) , 

(5) , (8) , (11), (15), (1 9) , (2 



3) RXf (2 6) RTfi (2 8) <Dt&^±, (3) , 
(6) , (9) , (13), (1 7) , (2 1), (2 

4) , (2 7) Rxf (29) <Dm&ttmmmvbz> 0 

[0 0 2 5] *&fR<DGtof&&Vh&ik^<DUftffi& 

[0 0 2 6] 
[ft 4] 




[0027] "e**^a»-&©#iB*ft^«in, (3 
o) R 2 ^7kmm*-?hz>4k&vo, (3D r 23 ^tk^ 

Jj^^fcSft£*>, (3 2) R 24 a>*§iim^fcsft^ 

«K (3 3) R 25 ^7K^M^$>5ft^, 

[0 0 2 8] 
[ft 5] 



R 29 R 3 




[0 0 2 9] "C*S^5»«fo<faft^»ii, ( 3 
4) R 2 *#jk#BfrT!*>Hk&h. (3 5) R 27 **** 

s^&sfb&ft, (3 6) R 28 tfjkmm?vhz>it& 

m, (3 7) R M #*3WS^Tfcaft£*. *»W<D* 

[0 0 3 0] 
[ft 6] 



R 8 




R 31 

[0 0 3 1] "C«Stta®^^»JS*ft^fetl, (3 
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4 



m 



8) R 30 ***^^*)*^**, (3 9) R 31 *5** 

ffi*-?hZik-£®, (4 0) R 32 &7kmmi-x-hz>{b& 
*. Ui) R M #**w*-e*sfk*», #*if&*t 

[0032] r^sga±ff*stLS*j fcn, *»w 

©*J*rtd"C*6ft-&4fc (1) tt, 
%<0&Wm& ; * * fXAs*>m&, b y SM^n * * 

mm, mw&. * v4 ^mmo^wsm ; &x** r y 

[0 0 3 3]^ *»W©*r»*»T?*>5^« (1) 



(l) tt, feefc&SoMKtrftftU mtita*bt£& 
[0 0 3 5] *»w^*r8b^-efcs^ft (i) t-*s 

R\ R 2 , R'&tfX^frfrttOfflfc* St IK, 
R 4 , R 5 , R 6 , R 7 &tfR 8 <Dj|a^<^£, ^2(C^ 

-To 

[0 0 3 6] ^l&U^lC&^T, Mett^f/H 
E t tt^f-yl**, P r fi^D tfA-gfc, B u te;/ 
fv^XSr, tBulit -^A-SSr, cPr n;/ 
nf/uSSr, c Bullion cHxfl^ 
p^i^g*, Naphfit7^M, Phfl7x 

P y r tefy vv^SS;, F u r 13 7 y /P£ 
^ Th i ttf-ai^/l'S*, Mo rli^UySte 

[0 0 3 7] £fc> ^ 1 K^T, ( a ) M3, 4, 5-tri 
(CH 3 0) PhCH 2 0CH 2 C (=0) & ( b ) tt (CH 3 ) C (=0) 0CH (CH 3 ) 
C(=0)S, (c) ftThi-2-(CH 2 ) 2 NHCH 2 C(=0)S, (d) 

(CH 3 ) C (=0) N (CH 3 ) CH 2 C (=0) ( e ) teCH 3 0 (CH 2 ) 2 0C 
(=0) NHCH 2 C (=0) ( f ) ttC 16 H 31 C (=0) N (CH 3 ) CH 2 C (= 
0)m, (g) H2-Fur-C(=0)N(CH 3 )CH 2 C(=0)S, (h) 
fl4-CH 3 -PhS0 2 N(CH 3 )CH 2 C(=0)S, (i) te2~Thi-S0 2 N 
(CH 3 ) CH 2 C (=0) & ( j ) te3, 4, 5-tr i-Me-PhC (=0) NHCH 2 
C(=0)S, (k) H(CH 3 ) 2 CHCH 2 C(=0)NHCH 2 C(=0)S, 

(1) ft. MeO(CH 2 ) 2 OCH 2 C(=0)NHCH 2 C(=0)S, (ra) \* 
HOC(=0)(CH 2 ) 2 C(=0)NHCH 2 C(=0)g > (n) teMe0[(CH 2 ) 2 
0] 4 CH 2 C (=0) NHCH 2 C (=0) £ £r 

[0 0 3 8] 

[ft 7] 




[0 0 3 9] 



No. R 1 R 2 R 3 X 1 



1 


Ph 


H 


H 


S 


2 


2-Me-Ph 


H 


H 


S 


3 


4-Me-Ph 


H 


H 


S 


4 


4-Et-Ph 


H 


H 


S 


5 


4-Pr-Ph 


H 


H 


S 


6 


4-(CH 3 ) 2 CH-Ph 


H 


H 


S 


7 


4-(CH 3 ) 2 C(0H)-Ph 


H 


H 


S 


8 


4-tBu-Ph 


H 


H 


S 


9 


3-H0-Ph 


H 


H 


S 


10 


4-H0-Ph 


H 


H 


S 
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11 


2-F-Ph 


H 


H 


S 


12 


4-F-Ph 


H 


H 


S 


13 


2-Cl-Ph 


H 


H 


S 


14 


4-Cl-Ph 


H 


H 


S 


15 


3-F 3 C-Ph 


H 


H 


S 


16 


4-F 3 C-Ph 


H 


H 


S 


17 


2-MeO-Ph 


H 


H 


S 


18 


4-MeO-Ph 


H 


H 


S 


19 


4-EtO-Ph 


H 


H 


S 


20 


4-BuO-Ph 


H 


H 


S 


21 


4-PhO-Ph 


H 


H 


S 


22 


4-(CH 3 ) 2 CHO-Ph 


H 


H 


S 


23 


4-(cHx)-Ph 


H 


H 


S 


24 


4-NC-Ph 


H 


H 


S 


25 


4-HOOC-Ph 


H 


H 


S 


26 


4-0 2 N-Ph 


H 


H 


S 


27 


4-CH 3 C (=0) -Ph 


H 


H 


S 


28 


4-NH 2 C (=0) -Ph 


H 


H 


S 


29 


4-MeNHC(=0)-Ph 


H 


H 


S 


30 


4-EtNHC(=0)-Ph 


H 


H 


S 


31 


4-(CH 3 ) 2 NC(=0)-Ph 


H 


H 


S 


32 


4-(CH 3 ) (CH 3 0)NC(=0) 


H 


H 


s 


33 


4-EtOC(=0)-Ph 


H 


H 


s 


34 


4-MeOC(=0)-Ph 


H 


H 


s 


35 


4-CH 3 C(=0)NH-Ph 


H 


H 


s 


36 


2, 4-di-Me-Ph 


H 


H 


s 


37 


2, 6-di-Me-Ph 


H 


H 


s 


38 


3, 4-di-Me-Ph 


H 


H 


s 


39 


3, 5-di-Me-Ph 


H 


H 


s 


40 


2, 6-di-Et-Ph 


H 


H 


s 


41 


2, 4-di-MeO-Ph 


H 


H 


s 


42 


2, 5-di-MeO-Ph 


H 


H 


s 


43 


3, 4-di-MeO-Ph 


H 


H 


s 


44 


3, 5-di-MeO-Ph 


H 


H 


s 


45 


3, 4-di-Cl-Ph 


H 


H 


s 


46 


3, 5-di-F 3 C-Ph 


H 


H 


s 


47 


2-MeO-5-Me-Ph 


H 


H 


s 


48 


3-C1-4-F-PH 


H 


H 


s 


49 


3-F-4-Me-Ph 


H 


H 


s 


50 


2, 3, 4-tri-F-Ph 


H 


H 


s 


51 


Naph-1- 


H 


H 


s 


52 


Pyr-2- 


H 


H 


s 


53 


Pyr-3- 


H 


H 


s 


54 


4-Me-Pyr-2- 


H 


H 


s 


55 


5-Me-Pyr-2- 


H 


H 


s 


56 


6-MeO-Pyr-2- 


H 


H 


s 


57 


6-MeO-Pyr-3- 


H 


H 


s 


58 


5-Cl-Pyr-2- 


H 


H 


s 


59 


6-Cl-Pyr-3- 


H 


H 


s 


60 


Me 


H 


H 


s 
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61 


Et 


H 


H 


S 


62 


4-MeO-PhCH 2 


H 


H 


S 


63 


CH 3 CH 2 C(=0) 


H 


H 


S 


64 


C 8 H 17 C(=0) 


H 


H 


S 


65 


Naph-2-C(=0) 


H 


H 


S 


66 


Fur-1-C(=0) 


H 


H 


S 


67 


PhCH 2 CH 2 C(=0) 


H 


H 


S 


68 


2-Me-PhC (=0) 


H 


H 


S 


69 


4-Me-PhC(=0) 


H 


H 


S 


70 


4-Me0-PhC(=0) 


H 


H 


s 


71 


4-0 2 N-PhC(=0) 


H 


H 


s 


72 


3-F 3 C-PhC(=0) 


H 


H 


s 


73 


Ph(CH=CH)C(=0) 


H 


H 


s 


74 


4-MeO-PhC (=0) 


H 


H 


s 


75 


3,4-di-Me0-PhC(=O) 


H 


H 


s 


76 


4-Me-Ph 


H 


Me 


s 


77 


4-Me0-Ph 


H 


Me 


s 


78 


4-CH 3 C(=0)-Ph 


H 


Me 


s 


79 


4-EtOC (=0) -Ph 


H 


Me 


s 


80 


4-NC-Ph 


H 


Me 


s 


81 


4-F 3 C-Ph 


H 


Me 


s 


82 


6-Me0-Pyr-3- 


H 


Me 


s 


83 


4-Me-Ph 


H 


Pr 


s 


84 


4-MeO-Ph 


H 


Pr 


s 


85 


4-CH 3 C(=0)-Ph 


H 


Pr 


s 


86 


4-EtOC(=0)-Ph 


H 


Pr 


s 


87 


4-NC-Ph 


H 


Pr 


s 


88 


4-F 3 C-Ph 


H 


Pr 


s 


89 


6-MeO-Pyr-3- 


H 


Pr 


s 


90 


4-Me-Ph 


H 


(CH 3 ) 2 CH 


s 


91 


4-Me0-Ph 


H 


(CH 3 ) 2 CH 


s 


92 


4-CH 3 C(=0)-Ph 


H 


(CH 3 ) 2 CH 


s 


93 


4-EtOC (=0) -Ph 


H 


(ay 2 ch 


s 


94 


4-NC-Ph 


H 


(CH 3 ) 2 CH 


s 


95 


4-F 3 C-Ph 


H 


(ay 2 ch 


s 


96 


6-Me0-Pyr-3- 


H 


(CH 3 ) 2 CH 


s 


97 


4-Me-Ph 


H 


Ph 


s 


98 


4-MeO-Ph 


H 


Ph 


s 


99 


4-CH 3 C(=0)-Ph 


H 


Ph 


s 


100 


4-Et0C(=0)-Ph 


H 


Ph 


s 


101 


4-NC-Ph 


H 


Ph 


s 


102 


4-F 3 C-Ph 


H 


Ph 


s 


103 


6-MeO-Pyr-3- 


H 


Ph 


s 


104 


Ph 


Me 


H 


s 


105 


4-MeO-Ph 


Me 


H 


s 


106 


4-HO-Ph 


Me 


H 


s 


107 


4-CH 3 C(=0)-Ph 


Me 


H 


s 


108 


6-Me0-Pyr-3- 


Me 


H 


s 


109 


Ph 


Et 


H 


s 


110 


4-MeO-Ph 


Et 


H 


s 
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111 


4-H0-Ph 


Et 


H 


S 


112 


4-CH 3 C(=0)-Ph 


Et 


H 


S 


113 


6-Me0-Pyr-3- 


Et 


H 


s 


114 


Ph 


PhCH 2 


H 


s 


115 


4-MeO-Ph 


PhCH 2 


H 


s 


116 


4-H0-Ph 


PhCH 2 


H 


s 


117 


4-CH 3 C(=0)-Ph 


PhCH 2 


H 


s 


118 


6-MeO-Pyr-3- 


PhCH 2 


H 


s 


119 


Ph 


Ph(CH 2 ) 2 


H 


s 


120 


4-MeO-Ph 


Ph(CH 2 ) 2 


H 


s 


121 


4-H0-Ph 


Ph(CH 2 ) 2 


H 


s 


122 


4-CH 3 C(=0)-Ph 


Ph(CH 2 ) 2 


H 


s 


123 


6-Me0-Pyr-3- 


Ph(CH 2 ) 2 


H 


s 


124 


Ph 


CH 3 C (=0) 


H 


s 


125 


4-MeO-Ph 


CH 3 C (=0) 


H 


s 


126 


4-HO-Ph 


CH 3 C (=0) 


H 


s 


127 


4-CH 3 C(=0)-Ph 


CH 3 C (=0) 


H 


s 


128 


6-MeO-Pyr-3- 


CH 3 C (=0) 


H 


s 


129 


Ph 


CF 3 C(=0) 


H 


s 


130 


4-MeO-Ph 


CF 3 C(=0) 


H 


s 


131 


4-HO-Ph 


CF 3 C(=0) 


H 


s 


132 


6-Me0-Pyr-3- 


CF 3 C(=0) 


H 


s 


133 


Ph 


tBuOC (=0) 


H 


s 


134 


4-MeO-Ph 


tBuOC(=0) 


H 


s 


135 


4-H0-Ph 


tBuOC(=0) 


H 


s 


136 


4-CH 3 C(=0)-Ph 


tBuOC (=0) 


H 


s 


137 


6-Me0-Pyr-3- 


tBuOC (=0) 


H 


s 


138 


Ph 


PhC(=0) 


H 


s 


139 


4-MeO-Ph 


PhC(=0) 


H 


s 


140 


4-HO-Ph 


PhC(=0) 


H 


s 


141 


4-CH 3 C(=0)-Ph 


PhC(=0) 


H 


s 


142 


6-MeO-Pyr-3- 


PhC(=0) 


H 


s 


143 


6-Me0-Pyr-3- 


(CH 3 ) 2 CHC(=0) 


H 


s 


144 


6-Me0-Pyr-3- 


CH 3 CH 2 C (=0) 


H 


s 


145 


6-MeO-Pyr-3- 


CH 3 OC(=0) 


H 


s 


146 


6-Me0-Pyr-3- 


(CH 3 ) 2 NC(=0) 


H 


s 


147 


4-Me-Ph 


CH 3 C(=0) 


H 


s 


148 


4-MeO-Ph 


4-MeO-PhC(=0) 


H 


s 


149 


4-CF 3 -Ph 


CH 3 C(=0) 


H 


s 


150 


Ph 


H 


H 


0 


151 


2-Me-Ph 


H 


H 


0 


152 


4-Me-Ph 


H 


H 


0 


153 


4-Et-Ph 


H 


H 


0 


154 


4-Pr-Ph 


H 


H 


0 


155 


4- (CH 3 ) 2 CH-Ph 


H 


H 


0 


156 


4-(CH 3 ) 2 C(0H)-Ph H 


H 


0 


157 


4-tBu-Ph 


H 


H 


0 


158 


3-H0-Ph 


H 


H 


0 


159 


4-HO-Ph 


H 


H 


0 


160 


2-F-Ph 


H 


H 


0 



161 


4-F-Ph 


H 


H 


0 


162 


2-Cl-Ph 


H 


H 


0 


163 


4-Cl-Ph 


H 


H 


0 


164 


3-F 3 C-Ph 


H 


H 


0 


165 


4-F 3 C-Ph 


H 


H 


0 


166 


2-Me0-Ph 


H 


H 


0 


167 


4-MeO-Ph 


H 


H 


0 


168 


4-EtO-Ph 


H 


H 


0 


169 


4-BuO-Ph 


H 


H 


0 


170 


4-PhO-Ph 


H 


H 


0 


171 


4-(CH 3 ) 2 CH0-Ph 


H 


H 


0 


172 


4-(cHx)-Ph 


H 


H 


0 


173 


4-NC-Ph 


H 


H 


0 


174 


4-H00C-Ph 


H 


H 


0 


175 


4-0 2 N-Ph 


H 


H 


0 


176 


4-CH 3 C(=0)-Ph 


H 


H 


0 


177 


4-NH 2 C (-0) -Ph 


H 


H 


0 


178 


4-MeNHC (=0) -Ph 


H 


H 


0 


179 


4-EtNHC (=0) -Ph 


H 


H 


0 


180 


4-(CH 3 ) 2 NC(=0)-Ph 


H 


H 


0 


181 


4-(CH 3 ) (CH 3 0)NC(=0) 


H 


H 


0 


182 


4-EtOC(=0)-Ph 


H 


H 


0 


183 


4-MeOC(=0)-Ph 


H 


H 


0 


184 


4-CH 3 C(=0)NH-Ph 


H 


H 


0 


185 


2, 4-di-Me-Ph 


H 


H 


0 


186 


2, 6-di-Me-Ph 


H 


H 


0 


187 


3, 4-di-Me-Ph 


H 


H 


0 


188 


3, 5-di-Me-Ph 


H 


H 


0 


189 


2, 6-di-Et-Ph 


H 


H 


0 


190 


2, 4-di-MeO-Ph 


H 


H 


0 


191 


2, 5-di-MeO-Ph 


H 


H 


0 


192 


3, 4-di-MeO-Ph 


H 


H 


0 


193 


3, 5-di-MeO-Ph 


H 


H 


0 


194 


3, 4-di-Cl-Ph 


H 


H 


0 


195 


3, 5-di-F 3 C-Ph 


H 


H 


0 


196 


2-MeO-5-Me-Ph 


H 


H 


0 


197 


3-Cl-4-F-Ph 


H 


H 


0 


198 


3-F-4-Me-Ph 


H 


H 


0 


199 


2, 3, 4-tri-F-Ph 


H 


H 


0 


200 


Naph-1- 


H 


H 


0 


201 


Pyr-2- 


H 


H 


0 


202 


Pyr-3- 


H 


H 


0 


203 


4-Me-Pyr-2- 


H 


H 


0 


204 


5-Me-Pyr-2- 


H 


H 


0 


205 


6-MeO-Pyr-2- 


H 


H 


0 


206 


6-MeO-Pyr-3- 


H 


H 


0 


207 


5-Cl-Pyr-2- 


H 


H 


0 


208 


6-Cl-Pyr-3- 


H 


H 


0 


209 


Me 


H 


H 


0 


210 


Et 


H 


H 


0 
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• 



211 


4-MeO-PhCH 2 


H 


H 


0 


212 


CH 3 CH 2 C(=0) 


H 


H 


0 


213 


C 8 H 17 C(=0) 


H 


H 


0 


214 


Naph-2-C(=0) 


H 


H 


0 


215 


Fur-1-C(=0) 


H 


H 


0 


216 


PhCH 2 CH 2 C(=0) 


H 


H 


0 


217 


2-Me-PhC(=0) 


H 


H 


0 


218 


4-Me-PhC(=0) 


H 


H 


0 


219 


4-MeO-PhC(=0) 


H 


H 


0 


220 


4-0 2 N-PhC(=0) 


H 


H 


0 


221 


3-F 3 C-PhC(=0) 


H 


H 


0 


222 


Ph(CH=CH)C(=0) 


H 


H 


0 


223 


4-MeO-PhC(=0) 


H 


H 


0 


224 


3, 4-di-MeO-PhC(=0) 


H 


H 


0 


225 


4-Me-Ph 


H 


Me 


0 


226 


4-MeO-Ph 


H 


Me 


0 


227 


4-CH 3 C(=0)-Ph 


H 


Me 


0 


228 


4-EtOC(=0)-Ph 


H 


Me 


0 


229 


4-NC-Ph 


H 


Me 


0 


230 


4-F 3 C-Ph 


H 


Me 


0 


231 


6-MeO-Pyr-3- 


H 


Me 


0 


232 


4-Me-Ph 


H 


Pr 


0 


233 


4-MeO-Ph 


H 


Pr 


0 


234 


4-CH 3 C(=0)-Ph 


H 


Pr 


0 


235 


4-EtOC(=0)-Ph 


H 


Pr 


0 


236 


4-NC-Ph 


H 


Pr 


0 


237 


4-F 3 C-Ph 


H 


Pr 


0 


238 


6-MeO-Pyr-3- 


H 


Pr 


0 


239 


4-Me-Ph 


H 


(CH 3 ) 2 CH 


0 


240 


4-MeO-Ph 


H 


(CH 3 ) 2 CH 


0 


241 


4-CH 3 C(=0)-Ph 


H 


(CH 3 ) 2 CH 


0 


242 


4-EtOC(=0)-Ph 


H 


(CH 3 ) 2 CH 


0 


243 


4-NC-Ph 


H 


(CH 3 ) 2 CH 


0 


244 


4-F 3 C-Ph 


H 


(CH 3 ) 2 CH 


0 


245 


6-MeO-Pyr-3- 


H 


(CH 3 ) 2 CH 


0 


246 


4-Me-Ph 


H 


Ph 


0 


247 


4-MeO-Ph 


H 


Ph 


0 


248 


4-CH 3 C (=0) -Ph 


H 


Ph 


0 


249 


4-EtOC (=0)-Ph 


H 


Ph 


0 


250 


4-NC-Ph 


H 


Ph 


0 


251 


4-F 3 C-Ph 


H 


Ph 


0 


252 


6-MeO-Pyr-3- 


H 


Ph 


0 


253 


Ph 


Me 


H 


0 


254 


4-MeO-Ph 


Me 


H 


0 


255 


4-HO-Ph 


Me 


H 


0 


256 


4-CH 3 C(=0)-Ph 


Me 


H 


0 


257 


6-MeO-Pyr-3- 


Me 


H 


0 


258 


Ph 


Et 


H 


0 


259 


4-MeO-Ph 


Et 


H 


0 


260 


4-HO-Ph 


Et 


H 


0 
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261 


4-CH 3 C(=0)-Ph 


Et 


H 


0 


262 


6-MeO-Pyr-3- 


Et 


H 


0 


263 


Ph 


PhCH 2 


H 


0 


264 


4-MeO-Ph 


PhCH 2 


H 


0 


265 


4-HO-Ph 


PhCH 2 


H 


0 


266 


4-CH 3 C (=0) -Ph 


PhCH 2 


H 


0 


267 


6-MeO-Pyr-3- 


PhCH 2 


H 


0 


268 


Ph 


Ph(CH 2 ) 2 


H 


0 


269 


4-MeO-Ph 


Ph(CH 2 ) 2 


H 


0 


270 


4-HO-Ph 


Ph(CH 2 ) 2 


H 


0 


271 


4-CH 3 C(=0)-Ph 


Ph(CH 2 ) 2 


H 


0 


272 


6-MeO-Pyr-3- 


Ph(CH 2 ) 2 


H 


0 


273 


Ph 


CH 3 C (=0) 


H 


0 


274 


4-MeO-Ph 


CH 3 C(=0) 


H 


0 


275 


4-H0-Ph 


CH 3 C(=0) 


H 


0 


276 


4-CH 3 C(=0)-Ph 


CH 3 C(=0) 


H 


1 


277 


6-MeO-Pyr-3- 


CH 3 C(=0) 


H 


0 


278 


Ph 


CF 3 C(=0) 


H 


0 


279 


4-MeO-Ph 


CF 3 C(=0) 


H 


0 


280 


4-HO-Ph 


CF 3 C(=0) 


H 


0 


281 


6-MeO-Pyr-3- 


CF 3 C(=0) 


H 


0 


282 


Ph 


tBu0C(=0) 


H 


0 


283 


4-MeO-Ph 


tBuOC (=0) 


H 


0 


284 


4-HO-Ph 


tBuOC (=0) 


H 


0 


285 


4-CH 3 C(=0)-Ph 


tBu0C(=0) 


H 


0 


286 


6-MeO-Pyr-3- 


tBu0C(=0) 


H 


0 


287 


Ph 


PhC(=0) 


H 


0 


288 


4-MeO-Ph 


PhC (=0) 


H 


0 


289 


4-HO-Ph 


PhC (=0) 


H 


0 


290 


4-CH3C(=0)-Ph 


PhC(=0) 


H 


0 


291 


6-MeO-Pyr-3- 


PhC(=0) 


H 


0 


292 


6-MeO-Pyr-3- 


(CH 3 ) 2 CHC(=0) 


H 


0 


293 


6-MeO-Pyr-3- 


CH 3 CH 2 C(=0) 


H 


0 


294 


6-MeO-Pyr-3- 


CH3OC (=0) 


H 


0 


295 


6-MeO-Pyr-3- 


(CH 3 ) 2 NC(=0) 


H 


0 


296 


4-Me-Ph 


CH 3 C(=0) 


H 


0 


297 


4-MeO-Ph 


4-Me0-PhC(=0) 


H 


0 


298 


4-CF 3 -Ph 


CH 3 C(=0) 


H 


0 


299 


Ph 


H 


H 


NH 


300 


2-Me-Ph 


H 


H 


NH 


301 


4-Me-Ph 


H 


H 


NH 


302 


4-Et-Ph 


H 


H 


NH 


303 


4-Pr-Ph 


H 


H 


NH 


304 


4-(CH 3 ) 2 CH-Ph 


H 


H 


NH 


305 


4-(CH 3 ) 2 C(0H)- 


Ph H 


H 


NH 


306 


4-tBu-Ph 


H 


H 


NH 


307 


3-HO-Ph 


H 


H 


NH 


308 


4-HO-Ph 


H 


H 


NH 


309 


2-F-Ph 


H 


H 


NH 


310 


4-F-Ph 


H 


H 


NH 
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311 


2-Cl-Ph 


H 


H 


NH 


312 


4-Cl-Ph 


H 


H 


NH 


313 


3-F 3 C-Ph 


H 


H 


NH 


314 


4-F 3 C-Ph 


H 


H 


NH 


315 


2-MeO-Ph 


H 


H 


NH 


316 


4-MeO-Ph 


H 


H 


NH 


317 


4-EtO-Ph 


H 


H 


NH 


318 


4-BuO-Ph 


H 


H 


NH 


319 


4-PhO-Ph 


H 


H 


NH 


320 


4-(CH 3 ) 2 CH0-Ph 


H 


H 


NH 


321 


4-(cHx)-Ph 


H 


H 


NH 


322 


4-NC-Ph 


H 


H 


NH 


323 


4-H00C-Ph 


H 


H 


NH 


324 


4-0 2 N-Ph 


H 


H 


NH 


325 


4-CH 3 C (=0) -Ph 


H 


H 


NH 


326 


4-NH 2 C(=0)-Ph 


H 


H 


NH 


327 


4-MeNHC(=0)-Ph 


H 


H 


NH 


328 


4-EtNHC (=0) -Ph 


H 


H 


NH 


329 


4-(CH 3 ) 2 NC(=0)-Ph 


H 


H 


NH 


330 


4-(CH 3 ) (CH 3 0)NC(=0) 


H 


H 


NH 


331 


4-EtOC(=0)-Ph 


H 


H 


NH 


332 


4-Me0C(=0)-Ph 


H 


H 


NH 


333 


4-CH 3 C(=0)NH-Ph 


H 


H 


NH 


334 


2, 4-di-Me-Ph 


H 


H 


NH 


335 


2, 6-di-Me-Ph 


H 


H 


NH 


336 


3, 4-di-Me-Ph 


H 


H 


NH 


337 


3, 5-di-Me-Ph 


H 


H 


NH 


338 


2, 6-di-Et-Ph 


H 


H 


NH 


339 


2, 4~di-MeO-Ph 


H 


H 


NH 


340 


2, 5-di-MeO-Ph 


H 


H 


NH 


341 


3, 4-di-MeO-Ph 


H 


H 


NH 


342 


3, 5-di-MeO-Ph 


H 


H 


NH 


343 


3, 4-di-Cl-Ph 


H 


H 


NH 


344 


3, 5-di-F 3 OPh 


H 


H 


NH 


345 


2-MeO-5-Me-Ph 


H 


H 


NH 


346 


3-Cl-4-F-Ph 


H 


H 


NH 


347 


3-F-4-Me-Ph 


H 


H 


NH 


348 


2, 3, 4-tri-F-Ph 


H 


H 


NH 


349 


Naph-1- 


H 


H 


NH 


350 


Pyr-2- 


H 


H 


NH 


351 


Pyr-3- 


H 


H 


NH 


352 


4-Me-Pyr-2- 


H 


H 


NH 


353 


5-Me-Pyr-2- 


H 


H 


NH 


354 


6-Me0-Pyr-2- 


H 


H 


NH 


355 


6-Me0-Pyr-3- 


H 


H 


NH 


356 


5-Cl-Pyr-2- 


H 


H 


NH 


357 


6-Cl-Pyr-3- 


H 


H 


NH 


358 


Me 


H 


H 


NH 


359 


Et 


H 


H 


NH 


360 


4-MeO-PhCH 2 


H 


H 


NH 
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361 


CH 3 CH 2 C(=0) 


H 


H 


NH 


362 


C 8 H 17 C(=0) 


H 


H 


NH 


363 


Naph-2-C(=0) 


H 


H 


NH 


364 


Fur-1-C(=0) 


H 


H 


NH 


365 


PhCH 2 CH 2 C(=0) 


H 


H 


NH 


366 


2-Me-PhC(=0) 


H 


H 


NH 


367 


4-Me-PhC(=0) 


H 


H 


NH 


368 


4-MeO-PhC(=0) 


H 


H 


NH 


369 


4-0 2 N-PhC(=0) 


H 


H 


NH 


370 


3-F 3 C-PhC(=0) 


H 


H 


NH 


371 


Ph(CH=CH)C(=0) 


H 


H 


NH 


372 


4-MeO-PhC(=0) 


H 


H 


NH 


373 


3,4-di-MeO-PhC(=0) 


H 


H 


NH 


374 


4-Me-Ph 


H 


Me 


NH 


375 


4-MeO-Ph 


H 


Me 


NH 


376 


4-CH 3 C(=0)-Ph 


H 


Me 


NH 


377 


4-Et0C(=O)-Ph 


H 


Me 


NH 


378 


4-NC-Ph 


H 


Me 


NH 

i hi 


379 


4-F 3 C-Ph 


H 


Me 


NH 


380 


6-MeO-Pyr-3- 


H 


Me 


NH 


381 


4-Me-Ph 


H 


Pr 


NH 


382 


4-MeO-Ph 


H 


Pr 


NH 


383 


4-CH 3 C(=0)-Ph 


H 


Pr 


NH 


384 


4-EtOC(=0)-Ph 


H 


Pr 


NH 


385 


4-NC-Ph 


H 


Pr 


NH 


386 


4-F 3 C-Ph 


H 


Pr 


NH 


387 


6-MeO-Pyr-3- 


H 


Pr 


NH 


388 


4-Me-Ph 


H 


(CH 3 ) 2 CH 


NH 


389 


4-MeO-Ph 


H 


(CH 3 ) 2 CH 


NH 


390 


4-CH 3 C(=0)-Ph 


H 


(CH 3 ) 2 CH 


NH 


391 


4-EtOC(=0)-Ph 


H 


(CH 3 ) 2 CH 


NH 


392 


4-NC-Ph 


H 


(CH 3 ) 2 CH 


NH 


393 


4-F 3 C-Ph 


H 


(CH 3 ) 2 CH 


NH 


394 


6-MeO-Pyr-3- 


H 


(CH3) 2CH 


NH 


395 


4-Me-Ph 


H 


Ph 


NH 


396 


4-MeO-Ph 


H 


Ph 


NH 


397 


4-CH 3 C(=0)-Ph 


H 


Ph 


NH 


398 


4-EtOC(=0)-Ph 


H 


Ph 


NH 


399 


4-NC-Ph 


H 


Ph 


NH 


400 


4-F 3 C-Ph 


H 


Ph 


NH 


401 


6-MeO-Pyr-3- 


H 


Ph 


NH 


402 


Ph 


Me 


H 


NH 


403 


4-MeO-Ph 


Me 


H 


NH 


404 


4-HO-Ph 


Me 


H 


NH 


405 


4-CH 3 C(=0)-Ph 


Me 


H 


NH 


406 


6-MeO-Pyr-3- 


Me 


H 


NH 


407 


Ph 


Et 


H 


NH 


408 


4-MeO-Ph 


Et 


H 


NH 


409 


4-HO-Ph 


Et 


H 


NH 
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0 



* 



410 


4-CH 3 C(=0)-Ph 


Et 


H 


NH 


411 


6-Me0-Pyr-3- 


Et 


H 


NH 


412 


Ph 


PhCH 2 


H 


NH 


413 


4-MeO-Ph 


PhCH 2 


H 


NH 


414 


4-HO-Ph 


PhCH 2 


H 


NH 


415 


4-CH 3 C(=0)-Ph 


PhCH 2 


H 


NH 


416 


6-Me0-Pyr-3- 


PhCH 2 


H 


NH 


417 


Ph 


Ph(CH 2 ) 2 


H 


NH 


418 


4-MeO-Ph 


Ph(CH 2 ) 2 


H 


NH 


419 


4-HO-Ph 


Ph(CH 2 ) 2 


H 


NH 


420 


4-CH 3 C(=0)-Ph 


Ph(CH 2 ) 2 


H 


NH 


421 


6-MeO-Pyr-3- 


Ph(CH 2 ) 2 


H 


NH 


422 


Ph 


CH 3 C(=0) 


H 


NH 


423 


4-MeO-Ph 


CH 3 C(=0) 


H 


NH 


424 


4-HO-Ph 


CH 3 C(=0) 


H 


NH 


425 


4-CH 3 C(=0)-Ph 


CH 3 C (=0) 


H 


NH 


426 


6-Me0-Pyr-3- 


CH 3 C(=0) 


H 


NH 


427 


Ph 


CF 3 C(=0) 


H 


NH 


428 


4-MeO-Ph 


CF 3 C(=0) 


H 


NH 


429 


4-HO-Ph 


CF 3 C(=0) 


H 


NH 


430 


6-MeO-Pyr-3- 


CF 3 C(=0) 


H 


NH 


431 


Ph 


tBuOC(=0) 


H 


NH 


432 


4-MeO-Ph 


tBu0C(=0) 


H 


NH 


433 


4-HO-Ph 


tBuOC (=0) 


H 


NH 


434 


4-CH 3 C(=0)-Ph 


tBuOC (=0) 


H 


NH 


435 


6-MeO-Pyr-3- 


tBuOC(=0) 


H 


NH 


436 


Ph 


PhC(=0) 


H 


NH 


437 


4-MeO-Ph 


PhC(=0) 


H 


NH 


438 


4-HO-Ph 


PhC(=0) 


H 


NH 


439 


4-CH 3 C(=0)-Ph 


PhC(=0) 


H 


NH 


440 


6-MeO-Pyr-3- 


PhC(=0) 


H 


NH 


441 


6-MeO-Pyr-3- 


(CH 3 ) 2 CHC (=0) 


H 


NH 


442 


6-MeO-Pyr-3- 


CH 3 CH 2 C(=0) 


H 


NH 


443 


6-MeO-Pyr-3- 


CH 3 OC (=0) 


H 


NH 


444 


6-MeO-Pyr-3- 


(CH 3 ) 2 NC(=0) 


H 


NH 


445 


4-Me-Ph 


CH 3 C(=0) 


H 


NH 


446 


4-MeO-Ph 


4-MeO-PhC (=0) 


H 


NH 


447 


4H:F 3 -Ph 


CH 3 C(=0) 


H 


NH 


448 


6-MeO-Pyr-3- 


PhCH 2 0CH 2 C(=0) 


H 


S 


449 


6-MeO-Pyr-3- 


(CH 3 ) 2 CHCH 2 OCH 2 C(=0) H 


S 


450 


6-MeO-Pyr-3- 


(CH 3 ) 2 CHOCH 2 C(=0) 


H 


S 


451 


6-Me0-Pyr-3- 


(a) 


H 


S 


452 


6-Me0-Pyr-3- 


PhOCH 2 C(=0) 


H 


S 


453 


6-Me0-Pyr-3- 


Thi-2-0-CH 2 C(=0) 


H 


S 


454 


6-Me0-Pyr-3- 


(b) 


H 


S 


455 


6-Me0-Pyr-3- 


(c) 


H 


S 


456 


6-Me0-Pyr-3- 


Mor(CH 2 ) 2 NHCH 2 C(=0) H 


S 


457 


6-Me0-Pyr-3- 


(d) 


H 


S 


458 


6-Me0-Pyr-3- 


(CHO)(CH 3 )NCH 2 C(=0) H 


S 


459 


6-Me0-Pyr-3- 


CH 3 NHCH 2 C(=0) 


H 


S 
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460 6-MeO-Pyr-3- PhCH 2 NHCH 2 C(=0) H S 

461 6-MeO-Pyr-3- PhCH 2 N(CH 3 )CH 2 C(=0) H S 

462 6-MeO-Pyr-3- (e) H S 

463 6-MeO-Pyr-3- (f) H S 

464 6-MeO-Pyr-3- PhCH)N(CH 3 )CH 2 C(=0) H S 

465 6-MeO-Pyr-3- (g) H S 

466 6-MeO-Pyr-3- C 3 H 7 S0 2 N(CH 3 )CH 2 C(=O) H S 

467 6-MeO-Pyr-3- (h) H S 

468 6-MeO-Pyr-3- (i) H S 

469 6-MeO-Pyr-3- C 15 H 31 OCH 2 C(=0) H S 

470 6-MeO-Pyr-3- Pyr-3-CH 2 OCH 2 C(=0) H S 

471 6-MeO-Pyr-3- (CH 3 ) 2 NC 2 H 4 OCH 2 C (=0) H S 

472 6-MeO-Pyr-3- HOC (=0) C 2 H 4 0CH 2 C (=0) H S 

473 6-MeO-Pyr-3- CH 3 OCH (CH 3 ) C (=0) H S 

474 6-MeO-Pyr-3- CH 3 OC (CH 3 ) 2 C (=0) H S 

475 6-MeO-Pyr-3- NH 2 C(=0)OCH 2 C(=0) H S 

476 6-MeO-Pyr-3- NH 2 C(=0)C(=0) H S 

477 6-MeO-Pyr-3- Tiaz-2-CH 2 0CH 2 C(=0) H S 

478 6-MeO-Pyr-3- (j) H S 

479 6-MeO-Pyr-3- (k) H S 

480 6-MeO-Pyr-3- (1) H S 

481 6-MeO-Pyr-3- (m) H S 

482 6-MeO-Pyr-3- (n) H S 

483 6-MeO-Pyr-3- (CHO) (CH 3 ) NCH 2 C (=0) H S 

484 6-MeO-Pyr-3- C 15 H 31 C(=0)NHCH 2 C(=0) H S 

485 6-MeO-Pyr-3- HO(CH 2 ) 2 NHCH 2 C(=0) H S 

486 4-MeO-Ph-3- PhCH 2 OCH 2 C (=0) H S 

487 4-MeO-Ph-3- (CH 3 ) 2 CHCH 2 OCH 2 C (=0) H S 

488 4-MeO-Ph-3- (CH 3 ) 2 CH0CH 2 C (=0) H S 

489 4-MeO-Ph-3- (a) H S 

490 4-MeO-Ph-3- PhOCH 2 C(=0) H S 

491 4-MeO-Ph-3- Thi-2-0-CH 2 C(=0) H S 

492 4-MeO-Ph-3- (b) H S 

493 4-MeO-Ph-3- (c) H S 

494 4-MeO-Ph-3- Mor (CH 2 ) 2 NHCH 2 C (=0) H S 

495 4-MeO-Ph-3- (d) H S 

496 4-MeO-Ph-3- (CHO) (CH 3 )NCH 2 C(=0) H S 

497 4-MeO-Ph-3- CH 3 NHCH 2 C (=0) H S 

498 4-MeO-Ph-3- PhCH 2 NHCH 2 C (=0) H S 

499 4-MeO-Ph-3- PhCH 2 N (CH 3 ) CH 2 C (=0) H S 

500 4-MeO-Ph-3- (e) H S 

501 4-MeO-Ph-3- (f) H S 

502 4-MeO-Ph-3- PhC(=0)N(CH 3 )CH 2 C(=0) H S 

503 4-MeO-Ph-3- (g) H S 

504 4-MeO-Ph-3- C 3 H 7 S0 2 N (CH 3 ) CH 2 C (=0) H S 

505 4-MeO-Ph-3- (h) H S 

506 4-MeO-Ph-3- (i) H S 

507 4-MeO-Ph-3- C 15 H 31 0CH 2 C(=0) H S 

508 4-MeO-Ph-3- Pyr-3-CH 2 0CH 2 C (=0) H S 

509 4-MeO-Ph-3- (CH 3 ) 2 NC 2 H 4 0CH 2 C (=0) H S 
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510 


4-MeO-Ph-3- 


H0C(=O)C 2 H 4 OCH 2 C(=O) 


H 


S 


511 


4-MeO-Ph-3- 


CH 3 0CH(CH 3 )C(=0) 


H 


S 


512 


4-MeO-Ph-3- 


CH 3 OC(CH 3 ) 2 C(=0) 


H 


S 


513 


4-MeO-Ph-3- 


NH 2 C(=0)OCH 2 C(=0) 


H 


S 


514 


4-MeO-Ph-3- 


NH 2 C(=0)C(=0) 


H 


s 


515 


4-MeO-Ph-3- 


Tiaz-2-CH 2 OCH 2 C(=0) 


H 


s 


516 


4-MeO-Ph-3- 


(j) 


H 


s 


517 


4-MeO-Ph-3- 


(k) 


H 


s 


518 


4-MeO-Ph-3- 


(1) 


H 


s 


519 


4-MeO-Ph-3- 


On) 


H 


s 


520 


4-MeO-Ph-3- 


(n) 


H 


s 


521 


4-MeO-Ph-3- 


(CHO) (CH 3 )NCH 2 C(=0) 


H 


s 


522 


4-MeO-Ph-3- 


C 15 H 31 C(=0)NHCH 2 C(=0) 


H 


s 


523 


4-MeO-Ph-3- 


HO(CH 2 ) 2 NHCH 2 C(=0) 


H 


s 


524 


6-Me-Pyr-3- 


PhCH 2 OCH 2 C(=0) 


H 


s 


525 


6-Me-Pyr-3- 


(CH 3 ) 2 CHCH 2 OCH 2 C(=0) 


H 


s 


526 


6-Me-Pyr-3- 


(CH 3 ) 2 CHOCH 2 C(=0) 


H 


s 


527 


6-Me-Pyr-3- 


(a) 


H 


s 


528 


6-Me-Pyr-3- 


PhOCH 2 C(=0) 


H 


s 


529 


6-Me-Pyr-3- 


Thi-2-0-CH 2 C(=0) 


H 


s 


530 


6-Me-Pyr-3- 


(b) 


H 


s 


531 


6-Me-Pyr-3- 


(c) 


H 


s 


532 


6-Me-Pyr-3- 


Mor (CH 2 ) 2 NHCH 2 C (=0) 


H 


s 


533 


6-Me-Pyr-3- 


(d) 


H 


s 


534 


6-Me-Pyr-3- 


(CHO) (CH 3 )NCH 2 C(=0) 


H 


s 


535 


6-Me-Pyr-3- 


CH 3 NHCH 2 C(=0) 


H 


s 


536 


6-Me-Pyr-3- 


PhCH 2 NHCH 2 C(=0) 


H 


s 


537 


6-Me-Pyr-3- 


PhCH 2 N(CH 3 )CH 2 C(=0) 


H 


s 


538 


6-Me-Pyr-3- 


(e) 


H 


s 


539 


6-Me-Pyr-3- 


(f) 


H 


s 


540 


6-Me-Pyr-3- 


PhC(=0)N(CH 3 )CH 2 C(=0) 


H 


s 


541 


6-Me-Pyr-3- 


(g) 


H 


s 


542 


6-Me-Pyr-3- 


C 3 H 7 S0 2 N(CH 3 )CH 2 C(=O) 


H 


s 


543 


6-Me-Pyr-3- 


(h) 


H 


s 


544 


6-Me-Pyr-3- 


(i) 


H 


s 


545 


6-Me-Pyr-3- 


C 15 H 31 OCH 2 C(=0) 


H 


s 


546 


6-Me-Pyr-3- 


Pyr^3-CH 2 0CH 2 C(=0) 


H 


s 


547 


6-Me-Pyr-3- 


(CH 3 ) 2 NC 2 H 4 OCH 2 C(=0) 


H 


s 


548 


6-Me-Pyr-3- 


H0C(=0)C 2 H 4 OCH 2 C(=O) 


H 


s 


549 


6-Me-Pyr-3- 


CH 3 OCH (CH 3 ) C (=0) 


H 


s 


550 


6-Me-Pyr-3- 


CH 3 OC(CH 3 ) 2 C(=0) 


H 


s 


551 


6-Me-Pyr-3- 


NH 2 C(=0)OCH 2 C(=0) 


H 


s 


552 


6-Me-Pyr-3- 


NH 2 C(=0)C(=0) 


H 


s 


553 


6-Me-Pyr-3- 


Tiaz-2-CH 2 0CH 2 C(=0) 


H 


s 


554 


6-Me-Pyr-3- 


(j) 


H 


s 


555 


6-Me-Pyr-3- 


(k) 


H 


s 


556 


6-Me-Pyr-3- 


(1) 


H 


s 


557 


6-Me-Pyr-3- 


(m) 


H 


s 


558 


6-Me-Pyr-3- 


(n) 


H 


s 


559 


6-Me-Pyr-3- 


(CHO) (CH 3 )NCH 2 C(=0) 


H 


s 
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560 


6-Me-Pyr-3- 


C 1S H 31 C(=0)NHCH 2 C(=0) 


H 


S 


561 


6-Me-Pyr-3- 


H0(CH 2 ) 2 NHCH 2 C(=0) 


H 


S 


562 


4-Me-Ph-3- 


PhCH 2 0CH 2 C(=0) 


H 


S (568) 


563 


4-Me-Ph-3- 


(CH 3 ) 2 CHCH 2 0CH 2 C(=O) 


H 


S (567) 


564 


4-Me-Ph-3- 


(CH 3 ) 2 CH0CH 2 C(=0) 


H 


S (566) 


565 


4-Me-Ph-3- 


(a) 


H 


S 


566 


4-Me-Ph-3- 


PhOCH 2 C(=0) 


H 


S (569) 


567 


4-Me-Ph-3- 


Thi-2-O-CH 2 C(=0) 


H 


S(571) 


568 


4-Me-Ph-3- 


(b) 


H 


S 


569 


4-Me-Ph-3- 


(c) 


H 


S 


570 


4-Me-Ph-3- 


Mor(CH 2 ) 2 NHCH 2 C(=0) 


H 


S (577) 


571 


4-Me-Ph-3- 


(d) 


H 


S 


572 


4-Me-Ph-3- 


(CHO) (CH 3 )NCH 2 C(=0) 


H 


S (586) 


573 


4-Me-Ph-3- 


CH 3 NHCH 2 C(=0) 


H 


S (579) 


574 


4-Me-Ph-3- 


PhCH 2 NHCH 2 C(=0) 


H 


S (573) 


575 


4-Me-Ph-3- 


PhCH 2 N(CH 3 )CH 2 C(=0) 


H 


S (574) 


576 


4-Me-Ph-3- 


(e) 


H 


S 


577 


4-Me-Ph-3- 


(f) 


H 


S 


578 


4-Me-Ph-3- 


PhC(=0)N(CH 3 )CH 2 C(=0) 


H 


S (583) 


579 


4-Me-Ph-3- 


(g) 


H 


S 


580 


4-Me-Ph-3- 


C 3 H 7 S0 2 N(CH 3 )CH 2 C(=O) 


H 


S (582) 


581 


4-Me-Ph-3- 


(h) 


H 


S 


582 


4-Me-Ph-3- 


(i) 


H 


S 


583 


4-Me-Ph-3- 


C 15 H 31 OCH 2 C(=0) 


H 


S 


584 


4-Me-Ph-3- 


Pyr-3-CH 2 0CH 2 C(=0) 


H 


S 


585 


4-Me-Ph-3- 


(CH 3 ) 2 NC 2 H 4 OCH 2 C(=0) 


H 


S 


586 


4-Me-Ph-3- 


H0C(=O)C 2 H 4 OCH 2 C(=O) 


H 


S 


587 


4-Me-Ph-3- 


CH 3 OCH (CH 3 ) C (=0) 


H 


S 


588 


4-Me-Ph-3- 


CH 3 OC(CH 3 ) 2 C(=0) 


H 


S 


589 


4-Me-Ph-3- 


NH 2 C(=0)OCH 2 C(=0) 


H 


S 


590 


4-Me-Ph-3- 


NH 2 C(=0)C(=0) 


H 


S 


591 


4-Me-Ph-3- 


Tiaz-2-CH 2 0CH 2 C(=0) 


H 


S 


592 


4-Me-Ph-3- 


(j) 


H 


S 


593 


4-Me-Ph-3- 


(k) 


H 


S 


594 


4-Me-Ph-3- 


(1) 


H 


S 


595 


4-Me-Ph-3- 


(m) 


H 


S 


596 


4-Me-Ph-3- 


(n) 


H 


S 


597 


4-Me-Ph-3- 


(CHO) (CH 3 )NCH 2 C(=0) 


H 


s 


598 


4-Me-Ph-3- 


C 15 H 31 C(=0)NHCH 2 C(=0) 


H 


s 


599 


4-Me-Ph-3- 


HO(CH 2 ) 2 NHCH 2 C(=0) 


H 


s 



±E*lfc:fc^-C, fflftt©^ 1, 2, 3, 4, 
5, 6, 7, 8, 9, 10, 14, 16, 17, 18, 

1 9, 2 2, 2 4, 2 6; 2 7, 2 8, 2 9, 3 1, 3 

3, 3 4, 3 5, 3 6, 3 8, 3 9, 4 1, 4 3, 4 

4, 4 5, 4 6, 4 9, 5 0, 5 6, 5 7, 5 9, 7 
0, 7 1, 7 6, 7 7, 7 8, 8 1, 8 2, 1 0 5, 1 

2 5, 1 2 7, 1 2 8, 1 3 0, 1 3 1, 1 3 7, 1 3 
9, 1 4 3, 1 4 4, 1 4 5, 1 4 6, 1 4 7, 1 4 
8, 448, 449, 450, 451, 452, 45 



3,454 
9,460 
4 6 6 
4 7 2 
4 7 8 



5 
1 
7 
3 
3 
8 



4 5 5, 4 5 6, 
4 6 1, 4 6 2, 
4 6 7, 4 6 8, 
4 7 3, 4 7 4, 
4 7 9, 4 8 0, 
4 8 4&UU 8 S-Cfcfl, 
16, 18, 2 7, 2 9, 
143, 14 4, 145, 



8, 44 9, 4 5 0, 4 5 1, 



457, 458, 45 

463, 464, 46 

469, 47 0, 47 

475, 476, 47 

481, 48 2, 48 

5 6, 5 7, 5 9, 1 2 

146, 147, 44 

452, 45 3, 45 
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4, 455, 456, 457, 458, 459, 46 

0, 461, 462, 463, 464, 465, 46 

6, 467, 468, 469, 470, 471, 47 

2, 473, 474, 475, 476. 477, 47 

8, 479, 480, 481, 482, 483, 484 

[0 0 4 0] 
lit 8] 



[004 1] 
[^2] 




No. 



R 4 



R ! 



R 



6 



R 



R 



8 



la 


H 


H 


2a 


Me 


H 


3a 


Me 


H 


4a 


Me 


H 


5a 


Me 


H 


6a 


Me 


H 


7a 


Me 


H 


8a 


Me 


H 


9a 


Me 


H 


10a 


Me 


H 


11a 


Me 


H 


12a 


Me 


Me 


13a 


Me 


MeO 


14a 


Me 


HO 


15a 


Me 


HO 


16a 


Me 


H 2 N 


17a 


Me 


H 2 N 


18a 


Me 


PhCH 2 C(=0) 


19a 


Me 


CF 3 C(=0)NH 


20a 


Et 


H 


21a 


1-Me-l-Et 


H 


22a 


1-Me-l-Et 


H 


23a 


Pr 


H 


24a 


cBu 


H 


25a 


1-Me-cPr 


H 


26a 


Ph 


H 


27a 


MeNHC (=0) 


H 


28a 
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iy-y * - [4- (2- * 3vU->T ^ *V[1, 2- a] tf I) v^V 
-3-^ )V) -^T ;^-7^y , (3,4-^ 

v/-7 x^;l/)-[4-(2-^ f /W ^ ^/[l, 2- a ] t° !) Vis 

-3-4 )V)-^-T V—;V-2-4 ;v]-T % V, h^f 
i^-y ^^;V)-[A-(2-^^/V-4 ^y^[l,2-a]fc°y V> 
-3->T/V)-f7/- /W2-> f /W]-T ^ V, [4- (2-* ^;v- 
4 ^yy[l,2-a] t°y M-^-T-/-jV-2->{ 
/l/]-(4-yn \£>\>-y ol^)V)-T ^ V, N-[4-[4-(2-^ ^~ 

J^T* /l-^-zl/l-T-t? YT ^ K, (4— f y^n t° 
/l^-^^^)-[4-(2-^^/W^ ^y>^[l,2-a] i» 
-3-4 ;V) -^-T V—Jl-2-4 M-T * V, (4-xf;W7x 
-fr) - [4- (2- * ^/W>f ^ ? V [ 1 , 2- a ] If y ^'3-4 
^)-f7y-/W2-^y^]-7 ^ y, (4— T y^D/K^rV- 
y^=->V)- [4- (2- ^ ^;v-4 ^yy[l,2-a]t'yv? V-3- 
4 ^-^TV—JV-Z-j M-T ^ ^, 4-[4-(2-^^/W^ 
^ 2-a] try ^y-3->f;V)-f7y-;W2-f/V7 

^y]-Sifi^f^ ^^^/k (3, b-i/t f;v-7x 

^)-[4-(2^f;H5^/[U-a]tf!J 
M -J-TV-;V-2-4 M-T ^ V, (4-^ h^r^-7x^ 
As) - [4- (2-^ * ? V [1, 2- a ] fcf y V ^-3-4 /U) - 

V—JV-2-' ( M-T * y , 3- [4- (2-^ *$-)V-<i x ? 
V [ 1 , 2- a ] t° y V ^-3-4 ;V) T V—lV-2-4 JVT^L 
;]-y^/—;V , (2 ) 4-^f/W7x^I/)-[4-(2-^ 
f-A^-^f $ ? ✓ [ 1, 2- a ] tf y *J ls-3-4 )V) -J- T *S—A>-2 
^ V s y 7;utn^f;W7x^ 

)V) - [4- (2-^ ^ ?V [ 1, 2- a ] fc° y ^-3-< /l^) - 

^7^-^-2-^/^-7 ^ V, [4-(2-y ^)V-4 % ¥V 
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[1, 2-a] XV v?y-3-f /W-f-T V-J\<-Z-4M-(2, 3, 4 
-by ^/l^n-^^/^-T ^ y> 4- [4- (2-^ TvU-f 

^ ys[i,2-a] try ^)-f-ry r -yv-2-^/ur 

5 /]-!7:n/— A\ (4-tert-^/W-7^n/W)-[4-(2- 

y fyw-f ^ *V[i, 2- «] f y 

-2--f/K|-7 ^ y, 4- [4- (2-^ fvW ^ ^/[l, 2- a ] t° 

^ *V[i, 2- a] t° y v^-3-^;v)-fry-;w2- 

<Y /V]-T ^ y, (4-^ p n-7z^)-[4-(2-^f;V-f 

[1, 2- a ] ^ y ^y-3-^ /U) -f-T ^-^-2-^ ;U] - 
T ^ (Z-7/l>*v-4-* f;V-7i=/U)-[4-(2-^ ?- 

/w ^ ^/[1,2-a] try yy-w^-fry-^H- 

^/v]-r ^ l- [4- [4- (2- * ^ y ✓ [ 1 , 2- a ] tr 
y y-3-f yv) r ^—^-2-^ /^r^ ;]-7x^]- 

^/y, (6-* h^y-tfy e^-3--f/l')-[4-(2-^ 
/W ^ £V [1, 2- a ] tf y y-3-f />) -^T V-/W-2- 
^ /W] - T ^ y , (6- ^ a a - fc> y ^ y-3-f AO - [4- (2- ^ 

^ ? v [1, 2- a ] t> y ^ y-3-< /u) -f-r a^2 

^ l-[4-[4-(2, 5, 7- h y ^ % *fV 

[i,2-a]b°y /vr * /]- 

/ y, p - h y /W[4-(2, 5, 7- b y * 
^ ^ 2-a] t°y ^y-3-^;V)-f7^-/W2^ 

AO-T ^ V, (4- h y :7;W"D * f/W7xX/V)-[4-(2, 

5, 7- b y ^ ^ ¥ / [1, 2- a ] t° y ^V-3-^ /V) 

T^-;V-2->CyH-T ^ y, [4-(2, ?vW * ?V 
[1, 2- a ] y ^y-3--f /l/) -f7^-;^2-^ /W] - (4-p< 
h^r^-7^^)-T ^ V, l-[4-[4-(2,8-i^^VV->f 
^ ^/[l, 2-a] t° y )V)-^T V-/V-2— ( ;VT 

% ;]-7x^v]-x^;v, [4-(2,8-^?vW * ^ 
^/[l, 2- a ] t° y v?y-3->< -^T A^-^ A-]-p- h 
y ;W7 ^ y, 4-[4-(2, 8-v^ ^ *V [1, 2-a ] fc° 

^/V ai^x/K [4-(2, 8-v^ fvW ^ ^V[l, 2-a ] t? 

y ^y^"^)-^^-/^-^^-^ h^y-fy 

*Jy-l-J ;v)-T ^ y, [4-(2,8-^y^W ^/[1,2 

-«] t°y v?y-3--r ^-2->f (4- h y y 

/^d^/^x^I-T;^ [4-(2,6-v ? ^^/W^ 
^ [1, 2- a ] b° y ^)-^T /-/W2-^ /V]- 

(4-7< h^r^-7xx;V)-r-;y, l-[4-[4-(2,6-v ? ^^ 1 

/W ^ [1, 2- a ] t° y i^y-3--r fv) -^r yw2- 

^7^/]-7x ^yu] -x^yy, [4- (2, 6- v 5 > ^/w 

^ ^ v [ 1 , 2- a ] if y y-3->r ;v) r y - ^-2-^ 
M-v- h y ^ y, 4-[4-(2, ^/w-r ^ 

[l,2-a]t°y M-^TV—A^l-J !VT ^ JY 

S&mM^Sl' [4- (2, x 9V 

[ 1 , 2- a ] f y i> ^) T ✓ - yU-W - (6- p< 

h ^ tr y y y-3--r yu) -r ^ y , [4- (2, 6- y * 
4 * yyu, 2-0] tr 5 ^^-3->f ^)-*-r^-/u-w 

/U]-(4-h y 7/^D^f/W7xx;V)-T^ > [4-(2, 



7- ^ ^ ^ y [ 1 , 2- a ] t* y y-3— r /^) r / 

-/U-2MVW]-(4-^ h^ri/-y^^^)-T ^ y, l-[4-[4 

-(2, 7-v?^ \ wu, 2-a ] tr y i^y-3--r^)-f- 

7/-/W2-^/V7^ /]-7xx;l/]-x^7 y % [4- (2, 7 

- *j * * # v [ i, 2- a ] tf y i; y-3--r r ✓ 

y y ^"T ^ y, 4- [4- (2, 7-v>y ^/U- 

-Y ^^>^[i,2-a]t e y e;y-3-f;v)-f7/-;W2y;i/ 

T^y ]-^S#B?^f-^ ^^X/K [4- (2, 7-^p< ^/V- 

-Y ^^[1,2-oltrp ^y-3->f;v)-f7/-;v-2^ 

/i^]-(6-y h^i/-try ^y-3->f;»-75 y> [4- (2, 7- 
f W 5 ^^[1, 2-a] y ^y-3-^f;w)-f 71/- 

/W-2--</W]-(4- h y 7/VtD^f/V-7x^/V)-7 ^ 
V s (4-^ h^r^>-7x x:yV)-[5-^ ^/W4- (2-^ ^/W- f 
^ ^ J [ 1 , 2- a ] tr y ^ y-3-^ /V) - f- T ✓ — /W2->f /1-] - 
7-;^ l-[4-[5-y ^-4-(2-7^ f ^ ^^/[l, 2- 

a ] b" y y-3--f /V) -^T V—)\s-2-4 /1/7U1-7S 
n;U]-^^y V, [5-^^W4-(2-^^/P-^ ^^^[1,2 

- a ] tr y /w) -^r /w2—f ^] - P - h y 

(2-^ f-/w-r ^ ^/[l, 2-a] tr y ^y-H^)-f7y 

-/W2--f /V]-T ^ y, [5-^ ^/V-4-(2-^ ^/U-W ^ ^ 

✓ [1, 2- a ] tf y ^ y-3-^T >V) -*f*T V—)V-2-4 M - (4- 
F!J7;i/tn^f/W7xx/V)-7^y, (4-^ h^r^- 
7xx;V)-[4-(2-^ ^*/W6- h y ^ ^ ^ 
/ [ 1 , 2- a ] fc° y ^ y-3--^ /V) T /W2--< /W] - r ^ 
y , l-[4-[4-(2-^ h y ^ ^/W>f ^ ^ 

✓ [ 1 , 2- a ] y ^ y-3--f JV) T V—J\y-2--< ^ 
y]-7x^]-x^y [4-(2-^ h y 

n p< ^/w^r ^ [i, 2- a ] t° y ^ /w) -^r 

;W2--f^]-p- h y ;W7 ^ y, 4-[4-(2-^ ^/W6- h y 
7;^n^f;M ^*V[l,2-a] tf y v^y-3-^/P)-^ 
7/-;W2-^;V7 ^ /]-$SSlxfyw ^*vvK (6 

h^f-y-b o y ^y-3--f/v)-[4-(2-^^/u-6-h y yfr 
tn^ ^->f ^ *v [i, 2- a ] tr y i^y-3— r /u) -f-r ✓ 

— /W2--f /U]-T ^ y, [4-(2-^ f-/W6- h y ^yv^-n ^ 

^ ^vti, 2- a ] tr y ^y-3-^r a^-^-t J— 

-- T^]-(4- h y 7;^a^f/W7xx;l/)-7^y, [4- 
(6^np-2-^ f ^^y[l,2-a] t° y ^y-3-f 

}v) -^r /w-2--< yv] - (4-y h^--y-^^ ^/l^) -T ^ 

y , l-[4-[4-(6-^nn-2-yf;K ^y^[l,2-a]tT 

y v^y-3-^r /v) -^r /V-2--Y /^r ^ y ]-7 * -/H- 

x^/y, 4-[4-(Hnn -2-^ ^/U-^T ^/[1,2-a] 

try ^y-3-Y/^)-^r /u-2->f >vr % 

ai^/i/ ^^x/K [4- (6-^ n o-2-y ^/W>T ^ 

2-a] ify ^y-3-^;v)-^ry-yW2-^ ^]-(6-y 
y- tr y ^ y-3— r M -r * y % [4- -2-y ^/w 
4 ^/[i,2-a]t 9 !J v ? y-3->f/^)-^r^-/w2--r 

/u] - (4- h y ^yu^- a y f;w7 ^ xvu) -T ^ y, [4- (6- 
^ a n-2-y ^/W>f ^ ^/[1,2-a] tf y ^y-3—f /V)- 
^-/w^-f /^]-p- h y /V-7 ^ y s [4- (6-^ n ^e-2 
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-y ?vi~f s yy [i, 2- a] try ^y^/vj-fT^^ 

/l/-2-^/^]-(4-^ h*^-7x:=./y)-TS >\ l-[4-[4- 

/!/) -f"7 V—)V-2-y{ ;VT * J ]-7 x~,l/)-:i:* / V, 
[4- (6-yn^-2^ ^y[l, 2-a ] t°y v>V-3- 

^;H-fT/^-2^;u]-p- h U /U-T ^ 4- [4- (6- 
^/W>T ^ *V[1, 2-a] fy i?>-3"fA')- 

-f /v)-^r^/-/w2-r^]-(6-pt h*^-try 

t°y ^y-3-^y)-^ry— /y-2-^/y]-(4- b y 7/y*- 

n^f/W7x^)-7;y N 4-[4-(2-^^/W^ 
3/ [1, 2- a ] b° y *J /V) -^T y — /U-2-> T /VT ^ 
;Hy^ b y;K 4-[4-(2,6-y^^/W S^VCl, 

2- a ] tr y y-3-' r /y) r y— ;y-2->f ;yr ^ y ] 

^y~ b y A\ 4- [4- (2, 7-i>y f ^ 2-a] 

try i?y-w>^)-^-T y— )v-2-s (/vt s y ]-^<yy~ 
h y /v, 4- [4- (2, 8-^y ?vw< ^ y y [i, 2- a ] t° y ^ 

A\ 4- [4- (6-^ n n-2-y fA^J ^ *V [1, 2-a] tr y 
/V, 4- [4- (6-^ n ^e-2-^ ^ [1, 2- a ] t° ]) i? 

y-H /v) - f 7 / -/w2->f ;vr ^ h y 

/V, N- (4-y h^r->-7^^./^)-N-[4-(2-y $ # 

V [1, 2-a ] tr y ^-3-^ /y)-^7 A^2-W A'l-T-fe 

hT^ h\ 2,2,2-MJ7;l/to-N-(4-^ h^rv/-7x^ 
/V) -N- [4- (2-/ $ #V [1, 2- a ] tf y >-3-^ 

^)-f7y-;H->f;V]-7t hT ^ K> N-(4-y b^V 
-7x^;!/)-N-[4-(2-^ f ^ [1, 2-a ] ^ U 
-3-^^)-f7/-/W2-^/H-<yX7 S K 2,2,2-h 

y 7/W-n-N-(4-fc Kn=^:y-7x^/y)-N-[4-(2-y ^ 
/W^ ^ ^^[1,2-a] tf y ^y-3->f /W-f 7/-/W2- 
^/V]-Ti?hT^ h\ 4-y h*S/-N-(4-y h*^-7x 
r^V)-N-[4-(2-7< ^/W-Y S *V [1, 2-a ] tr y v>y-3-f 

;v)-f7v f -;W2->f;i/]-<yX7^ K > (4-y 

7 x ~/y)-y ^vy- [4- (2-y ^/w- r s ^ y [1, 2- a ] tf y 

v ? y-3-f/V)-f7/-/W2-/f/l/]-7 ^ 4-y h^v" 
-N- [4- (2-y ^/W^T S ?V [1, 2- a ] fc° y v 5 y-3->f /l") - 

f7/-;W2-^;u]-^yX7 S F\ N-[4-(2-y ^vy--f 

^ *V [1, 2- a ] t° y v^-3-^ /y)-^T /U-W /y]- 
4-~ h n-/<yX7 ^ h\ 2- [4- [4- (2-y ?VW>< ^ ^y 
[1,2- a] try ^y-3-^;V)-f 7/-/W2-f /V75 / ]- 
7x^/1/1-^0^ V-2- 3J-— N-3i ^/W-4- [4- (2- y 

/y-^ ^ y y [i, 2- a ] tr y v^-3-^r /v) -^r y-/y-2- 
^f/v7-;y]-^yX7^ h\ 4-[4-(2-^f;w^^y 
[i,2-a]^y ^y-3-f;W-f7/- /u-2-> f^r^y]- 

-<yX7 ^ K> N-y ^-4-[4-(2-p* ^ [1, 2 

- a ] f y ^ f -^T V—fV-2-4 JVT^JY^S 
XT% K, N,N-v ? ^^-4-[4-(2-^^->T ^^^[1,2 



- a ] f y v> r /w) -^r y-/v-2->r /ur ^ y ] -^v 

XT ^ K, N-y h^rv'-N-^ ^;u-4-[4-(2-^ ^/^--f ^ 

y y [ i , 2- a ] tr y ^ t m-^t v—)v-2-4 >^t^ 
^ y y [i ( 2- a ] t> y ?v) y-^-2- 

>f^]-7^ *^7k^ffi, l-[4-[4-(2-^f/M ^ 

y y [i, 2- a ] y ^-3— r ^) -^r y-;w2->r /wr ^ 

y]-7xx;H-x^y JUb&KflMfL [4-(2-^^/v 

--f ^ ^ y [1, 2- a ] tr y V-3--T /U) -^7 
;V]-p-by;WT^y *fb**»», 4-[4-(2-^^/U- 

^ y y [ i , 2- a ] tr y v-3--f ^) 7 y-;u-2->r ^ 

7^;]-^lfixf;v x^r;w *fl:zkiffifc£, (6- 
7« h^^-t°y v ? y-3-^/^)-[4-(2-^^-^ ^^y[i, 
2-a] try ^y-3-^f;v)-f 7/-/w2^/v]-7; y 

[4- ^ yy [1, 2-a] t 9 y >? 

y-3-^;i/)-f7/-;v-2-^;u]-(4- h y ^ ^ 

/W7x^)-7;y 9kik7kmm&, 4-[4-(2-y^u- 

>f ^ y y [i, 2- a ] tr y v 7 ^-3-^ ^) -^r y— ;w2-> r ^ 
7 5/]-^y/x h D/v^ ft^TkiRiKtt, i-[4-[4-(8- 

t Kn ^iy-2-^ fvW ^ ^y [1, 2-a] If y ^^-3— ( 

M-^7 y -yw2->T /vt ^ y ] - 7 x -3: ^ y v 

Afb**tttt, l-[4-[4-(7-^n^-8-t Kn^^>-2-^ 

^->r ^ ^ y [1, 2- a ] tr y v^y-3-Y /w)-^r y-/w2 
-^/wr^y]-7x=./v]-3i^y ^ 1- 

[4-[4-(2-^ F^y^f/W^/[l,2-a]l: o y^>3 
-- T ;w) -^T y— f ?V7 ;/]-7x ^-/V] -x^yy 

[4-(2-t< h*^*-/w>f ^yy[i,2- 
a ] t° y ^y-3— f /i/) -^r y-/w2--f ^]- P - h y ;v-7 
^ v Afk**»t£, [4-(2-pt h ^ vp« ^/y-r ^ yy 
[1, 2- a ] tr y i^y-3-^ /y) -f-r y— /y-2-^ yy] - (6-^ 
h^^-ify ^v-3-^yy)-r^y ^tK^^ [4- 
(2-y h ^r^yy ^-/y-r ^ y y [i, 2- a ] tr y ^-3-^) 

-^T y — /y-2— f /y] - (4- b y 7;^D^fyu-7xx 
)V)-7%V $kik&mmm., [4-(2-xf;W^y[l, 

2-a] try > ? y-3->r/y)-^ry-/y-2-^yy]-(4-y 
■^-7^^/y)-r *{k7K^^ 1- [4- [4- (2-31^ 

/y->r ^ yyti, 2-a] try ^v-3-> f;w-f7 y-/y-2- 

-</yr^y]-7^ ^/y ] -x^/y, [4- (2-^ 9-^-4 ^ 
? y [i, 2- a ] if y *J /y) -f7^-;H->f /y] -p- 
h y /y-r ^ y a^tK^KS, 4-[4-(2-3i5 1 /y-^ ^ y 
y [ 1 . 2- a ] e y /y) r y-/y-2-r ;v 7 ^ 

y]-^S#K^^y ^^^/y [4-(2- 
^^yy-Y ^ y y [1, 2- a ] t° y v? v-3— r /y) -^r y-/y 
-2--r /y] - (6- y h ^ $/- b° y ^ y-3-^r /y)-r^y 

TK^Seffi, [4-(2-3i^yy-^ ^ ^y[l, 2-a] t°y v^^-3- 

4a>)-77 y— /y-2—f/y]-(4- h y 7yy^n y ^yy-7 

xx/v)-T;y ftftTk^KSL, 4-[4-(2-3i^yy-^^ 

y y [i, 2- a ] v y v^^-3-f yy) -f7y-;H-^f /yr ^ 
y]-- <^y^h y/y 3-[2-(4-y h^-v 

-7xX/V7^ 7)-f 7y^-4-^;>]-^ ^/[l,2- 
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a ] try *? % s-2r* ?vu ^*r*/u 

Sfetfu 3- [2- (4-T ir y * ~/uy * j ) y /u- 

H/U]->f ^ 2- a] tf lj ^>--2-^7/V^^^ f- 

^ ^tv^ ^itimmm^ 3-(2- P - h y s 

7 V—A^A-<{ AO ->r ^ ^/ [1, 2- a ] if y ^y-2-# A'tf 
v&y^ jMbJc*»ift, 3-[2-(6-y b* 

^-t°y i?y-3--f /WS y)-fT^-ywH;i/]-/ T ^ 
?V[l,2-a]tf y ^^-2-^7/W^^^^/W ^^y 1 ^ 

3- [2- (4- h y y f;W7x^^ 

r ^ / ) -^r y-/w4-f /uw ;^/[u-a]t fl y^ 

y-2-#A^ ygM^A' ^*7VU ^{bTK^^ (2,4 
-is* Y*"S-y * - [4- (2- ^ ?7l~f ^ ^ y [ 1 , 2- 

a] try ^y-s-f^-fry-^/H-r ^ >\ [4- 
(2- y fvi~f * y v [ i , 2- a ] t° y v> /K-fT^/ 

— /W2-^/W]-(4-^ ho-7x^)-7^, (3,4-v^ 
Dn-7x^)-[4-(2-^f;N S^V[l,2-a] If y v> 

y-3^;v)-f7/-;i/-2-^/i']-7 ^ ^ (4-y b^>- 

7x^/V)-[4-(2- h y ;7A^ny ^vl~ f 2- 

a ] ^ y v> y-3--r r v—^-i-j m-t x y N i - 

[4-[4-(2- h y ^ *7l~f * *V [1, 2- a ] t° y 

y-3->< jv)-=f-T y—/]s-2-4 /u-r ^ y ] - y x ^/u] * 

/ ^> p- h y ^-[4- (2- h y 7;^n ^ ^ *V 

[ i , 2- a ] e° y y-3— r /v) r ✓ -^-2--Y a-] -r ^ 

4-[4-(2-hy 7^n^f-/W^^y[l,2-a]tT 

y ^y-3-^/w)-f7)/^2->f;v7 ^ / ]-*A«t* 

fvV ^*tvK (6-^ h*ri/-t o y ^y-3-> fA-)-[4-(2- 
hy7/Vtn^ 7vU->f ^ ^ ✓ [ 1 , 2- a ] If V i? 
^)-f7/-/W2-^;V]-7 S >\ [4- (2- h y ^/Vofn 
* fA->f S 2- a] tf y v?y-3^/V)-f7i/-/P 

-2 — f /l/]-(4- h y 7/Utoyf;W7x^)-7^, 4 
-[4- (2- h y 7^*-n y S *V [1, 2- a ] If y 

-3-^;v)-f7/- ;w2-^/wr S h y ;k 

7-zf a ^-3- [2- (4-^ h^r 5/- 7 * =A-7 5 / ) -^7 
;W4-^;v]-2-^ fvw>f ^ 2- a] tT5 ^y-8->f 

/VT^y, 7^n^--2-^^W3-[2-(4- h ]) 7/^tP^ 
f;W7x^;V7^ 7^/M-^^]-^ 
[1, 2- a ] tT y i?>-8-4 )VT % (4--T ^ #9 [1, 2- a ] 

try ^w/u-fT/- r^)-(4-y h*^-? 
^ ^ i-[4-(4-^ ^ 2- a] tr y ^V-3 

4->r 2-a] try ^y-3-^;v-f7/-;v-2 

^^x/i/, (4--T tfy ^y-3-^;wf 

T i/-/W2-^ /V) -(6-^ h^f^-b°y i»-3-r }^)-T% 
V, (4->f ^ ^/[1,2-a] try ^y-3->f;Wf7/-;U- 
2— f^)-(4- h y 7/^n^f/L'-7x^l/)-7; [4 
-(8-^ h^rV-2-^^-^^^^/[l,2-a]t: o y v>V-3- 

^ l-[4-[4-(8-^ h ^r^-2-y ^/U-J * 2- 



a ] tT y v> V-3-^ /u) 7 ;U7^;]-7x 
y [4- (8-^ b ^rV-2-^ ^ 

[i, 2- a ] tr y v-3-^ /w) -^r y-^-2-^r /u]-p- h y 

/V-7 5 ^> 4-[4-(8-y h ^ri/-2-^ ^/W-f ^ ^/[l, 2- 
a] tfy v^^-3— r M -*f-T V—)\o-2-4 >VT ^ J 
§^jc^/U 3i^7 1 /^> [4- (8-^ h^-^-2-^ ^/W- T ^ 
^/ [1, 2- a ] tT y fr) V—?V-2-A flA- (6 

h^rv^-tf y S^y-W /W)-7^V, [4-(8-^ h^r^- 

^-/w>r ^ trv [i, 2- a] if y ^y-3--r^)-^7 y^- 

, 4- [4- (8-^ h^r^-2-^f-^-^ ^^^[1,2-a] try 

y-3-W /w) 7 :/ — /w2--f /U7^/]-^yy^ h y 

A\ l-[4-[4-(8-t Kn^i/-2-^ ^ ^^/[l, 2- 

a ] tT y ^ y-3— f 7 /-/U-2->f ^7;/]-7x 

^]-^^/^ 3- [2- (4-^ h^rv/-7x^7^ 7)- 
^7 y-/W4-f M-2-* *L ?V [1, 2- a ] tT y *J 

/W, 2-^ ^/U-3- (2-p- h y y^7 ^ / -^7 

/u-4-^^)->r ^ [i, 2- a ] tr y /u, 4- [4 

- (8- fc K n * ->-2- ^ ^/W^ ^ ^ y [ 1 , 2- a ] t° y ^ y-3 
-^/^)-^-7y-/W2-^/^7 ^ J ]-$,|fixf;l, ^ 
^X/K 3-[2-(6-^ hSrv'-try ^y-3-^f^7^/)-f 
7^-;i/-W;v]-2-^ ^ 2- a ] t° y v^y 

-8-^-*^, 2-^ ^-3-[2-(4- h y ^/p^d ^ fyv-7 

t*yi^y-8-^-/K l-[4-[4-(7-^n^-8-t Kndri/- 

2-^ ^u--r ^ 2- a] try 

/u-2-4 ;ut ~M -x^yy, 2, 2, 2- h y 7 

7U^-n-N-[3-[2-(4-^ h^f^-7^^/U7^ /)-f7/ 

-/w4-^/i^]-2-y r ^ 2-a] tr y v^y-8- 

>Y^]-7ir h7 5 K, 3- [2- (4-^ h ^iy-^ ^^/U7 ^ 
;)-fry-;wH;u]-2-^ f;K ^ ?V [1, 2- a] t> 
y^y-s-^/^^y, 3-[2-(4-^ h^rV-^^^^7^ 
;)-f7y-;WH/P]->f ^ 2-a]tf y v?>-2- 

*;v^y», 3- [2- (4-^ F^r^-7x^7 ^ y 

/w-4->r^]-^ ^ ^/[i,2-a]tfyyy-z-*/k*y 
mr% v\ 3-[2-(4-y y**y-y ^~>vT % ;)-^-tv 

—A^4-<f jiq-j * ^✓[l, 2-a] tfy ^y-2-*^#y» 
/^/UT* b\ 3- [2- (4-^ h^ri/-73:=yU7^/)-^ 

7/-/WH;v]-^ ^ *V[1, 2-a ] tr y ^y-2-^7^^ 
y»^^/V7^ K, N- (4-7 ir ^/w y^^jv) -n- [4- 

(2, 6-v^y ?vW ^ ^^/[l, 2-a] fc°y v^y-3-^/l^)-^- 
7y-/!/-2^;i/]-7tb7^ h\ N-(4-7tf;W7a 
^)-N-[4-(6-^ a u-2-t f^-^f ^ ^[1, 2-a ] If y 
v'y^/W-f 7/-/W2^;u]-7t h7 ^ h\ [4- 
(2-^ h ^/W- f ^ ^^[1, 2-a ] t° y ^V-3-^/1/) 
-f7/-;W2-^;V]-(4-y h^^-^^n/P)-7^ 

[4-(-r y^atr^w 5: 2-a] try >^ 

y-3-^/V')-f7/-;H->f;v]-(6^ h^r ^-t 9 y i?>- 

-3-^/^)-7 ^ y, p- h y /l/-[4-(2- h y y ^ 

--f ^ ^ / [l, 2- a ] tr y ^y-3— r /u) - ^r ^-^-2— r 
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f-A~f ^/[l, 2-a]tf y $?y-3--f AO-^T*/— /k-2 

->f /v]-(6-* h^v-tf y i^y-3— fy^)-r^>\ (6-y 

h^>-t: o y v?y-3->f yU)-[4-(6-y ^/W2- h ]) ? 
n y 'f/W * # J [l, 2- a ] tr y ^ y-3->f /V) -^7 /- 
/H-^f/H-T^y, N- (6-y h^r^-lf y i^V-3-^/W)- 
N-[4-(6-> V y ^vu-^ ^ ^/Q, 2- 

a] try hr ^ 

h\ [4- (2, 6-yy ?vi~r ^ [i, 2- a ] tr y ^y-3--r 

AO-^T^— A*-2->f A0-<6-> h*S/-try i^V-3-^ 
/W)-T ^2M1, [4- (2, ^yiw S #V[1, 2- 

a]try v ? y-3-^/w)-^ry r -yw2->r^]-(4- h y 

2- y ?vi~ r ^ 2- a] tr y ^y-3->f^)-f7/- 

/V-2-4/^]-p- b y /W7 m&i&. [4-(6-* n p-2 

-y ^ trvw, 2- a] tr y i?v-3->f ^)-^r 
/u-2->r^]-(6-^ h3r*>-tf y e;y-HA')-7 5 ^2& 
1M& n-[4- (2, 6--^ ^/^--f s *v [1, 2- o ] tr y vv- 

3- ^/V)-f7^/- yV-2-f yV]-N-(6-^ h*S/-tf y v>>- 
3->f A^-T-fe hT ^ h\ N-[4-(6-^PD-2^f;M^ 

y ✓ [1, 2- a ] tr y ^ y-3— r ao r A^-2-f ao -n- 

(6-y Y*i/-\?D itW-JM-Ti: hTS K> N-[4-(2 

-*f yyn tvw6-y s *V[i, 2-a]t*y^y-3- 

>f;V)-f7^-;V-2-^;l/]-N-(6^ h*V-tf y S?V-3- 
>{/V)-7th7^ h\ N-(6-^ h*s/-try ^y-3--f^) 
-N- [4- (2- y fyW-f S ^ ✓ [ 1, 2- a ] tr y i? )V) - 

yW ^ #y [i, 2-a] t°y ^y-3^/w)-fry-;w2- 
A0-N-(6-y h*^-try ^-3-> f A0->f VT'f/vr 

S N-[4-(2,6-^^^;W-T **V[l,2-a]try^y- 
3->f />) -^T A*-2->f A'] -N- (6- * h * S/- tf y y y- 
3->f/V)-^n tr^-T S h\ [4-(2,6-S^3vWS^;/ 
[1, 2- a ] tr y v^-3-^f 7^-^-2-^ /U]-(6-^ 

h*s/-try s>y-3->f A^-aA*** v» y^vv 

A\ l-[4-(2, ^VW-f ^ *V[1, 2-a] If y v^y-3- 

>f/v)-f7/- yv-2-^r yH-i-(6-j* h**>-tr y 

AO -3, 3-3^*71^ frl^T, 3-[2-[T^^/W-(6-y h 
* $/- If y $? /I/) -7^7]-f7 A*-4-f yV] -6 

f;w^ * *V [1, 2- a ] If y X-2-^7 vWT ^ 
h\ [4- (2, ^ *V[1, 2-a ] f y *J V-3--T 

M-f-r /^-2-4 )V\ - (6- ^ h tr y ^ r 

/V)-T ^ ^*<k**itiS»tfN-[4-(8-^ h^^-2-^ ^ 
^ 9 V [1, 2- a ] fc° y ^ x-3-^ ^) -f-T /-/W2- 

[4- (2-^ ^/w>r ^ 2-a ] tr y ^y-3--r 

;W2->f/u]-(4- h y 7;^n^f/Wx 
^)-T^ V (16 -2 a) > (4-pt h^r^-7ai^U)- 
[4-(2-^ ^ ^/ [1, 2- a ] tr y ^V-3--f A>)-?T 

(18-2 a) , (6-^ h^rV- 

tr y ^^-w/u)-[4-(2-^ ^/w>r ^ *V[i, 2-a] t°y 



^y-3->f ;H 7)/-/W2-^ ;V]-7 ^ > (56-2 
a ) , (6- ^ h * b° y V-3-> T ^) - [4- (2- ^ ^-/U-f 
^ y ✓ [1, 2- a ] b° y >-3— f yW) -^T ^-/V-2->f /U] - 
T^>- (5 9-2 a) . [4-(2,8-^f;W^^y[l, 
2-a] If y ^V-3-YyW)-f-T>^— yU-2--Y^]-(6-^ 
^-tfy i?^-3-fyW)-r5 > (5 7-2 a) . [4-(2,6- 
^^/W-Y S£V[l,2-a]try i»-2-4/u)-3-Ty- 
/W2-^/l/]-(4-^ h^f^-^^^/^-T ^ y (18-3 
a) , l-[4-[4-(2,6-v ? ^^/W^ * ^[l, 2-a] tr 9 V 

y-3— r /l-) -^r y — /v-2--r ;i/7^/]-7x ^/w] ^ 

/y (2 7-3 a) , [4-(2,6-^y*-/W>r ^ *V[1,2- 

a ] if y *J m -=?t v—tv-2-4 m -p- h y /v-r 

^y (3-3 a) , [4-(2,6-v ? y ^/W-f $^/[l,2- 

a ] tr y ^ >-3->f /w) -^r ^-yw-2->< a^]- (6-y h 

-try ^y-3->f AO-T (5 7-3 a) s [4- (2, 6-v> 
y ^ ^/[l, 2-a] y ^y-H^)-f7/^ 

-2-^T A]-(4- h y 7/Wto^fyW7x^)-7^y 
(16-3 a) , [4-(2,7-^y^/l— ^/j/[l,2-«] 

t°y ^y-3-r yw-f-r^/— yv-2-^/H-(6-y h^-y-ir 

y ^y-3-^yV)-T ( 5 7 - 1 0 a ) , (4-^ h ^ 
■7^ ^yu) - [5- y ^y W4- (2- y ^y ^ jf [ 1 , 2- a ] 
t:° y v> y-3--f yu) T yu] -T ^ V (77- 

2a), [5-^ ?vW4-(2-y f;V->f ^ ^ [1, 2-a ] If y 
v^y-3-^yv)-^ry— yW-2-^yv]-(4- h y ^yw^ny 
^yW^zn-^)-r ^ > (8 1-2 a) , [4-(6-^nn- 

2-y f-/w->f 2-a] try ^>3--f;u)-f7/- 

/U-2--fyU]-(4-y b*ci/-7 ^-/^-T ^ V (18-5 
a) , H4-[4-(Hnn-2->fM^y[l ( 2-o] 

ey iti/s-j ;\<)-*f-TV— /u-2-4 jvt ^ y]-7x^ 

yU]-^^y> (2 7-5 a) , [4-(Hoo-2-^A- 

>r $ ^ y [i, 2- a ] tf y ^y-3-^ yu) -^ry-yw-2-^ 
yv]-(6-y h^r^-t°y v^y-3— ryv-)-r ^y (57-5 

a) , [4-(6^ n f M ; 2- a] t 1 !) ^ 

-^T yW2->f yi^] -p- h D yi^-T ^ V (3 
-5 a) , N-p«^/W4-[4-(2-y ^W5^/[l,2-a] 

try s^-wao-^-t:/— yw2--rywr ^ y ]-^<yxr 

^ K (2 9-2 a) , (4-7« h^V-7x^)-[4-(2-h 
y ^yi^py^yl—f 5^/[l,2-a] b°y yw)- 
f-T y-y^-2— T y^]-T ^ y ( 1 8 - 3 0 a ) . (4-p< h 
^i/-7ainy^)-[4-(2- b y yy^n ^ ^yl^-^T ^ 
[i, 2- a ] if y ¥ yW) -^T yW2->f yv] -r ^ y 

(3-30a) , (6-pt b^>>-t°y ;V)-[A-(2 
- h y 7y^n y f;M ^ ^ [1, 2-a ] tr y v^y-3-^ 
A?)-f-T V—JW-JM-T ^ y (57-30a) , [4- 
(8-^ h^-y-2-y ^ /// [1, 2- a ] b° y ^y-3-T 

yw)-^ry-/w-2--Y A-]-(6-y h^r^-try ^y-3— r 

yU)-T^ y (5 7 - 1 3 a) , 3-[2-(6-y b^-y-b o y 
v^y-3— f ywT ^ y ) -^7 yu-4->f yu-]-2-y ^yu--f 
^/[1,2-a] try i^y-8-^-yU (5 7- 14 a) , 
2,2,2-b y ^y^n-N-[3-[2-(4-y h ^r-y-^^^yWT 
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\?]}*Jy-S-4;i>]-T± h75 K (18-16a) , [4- 
(^ y^n tVM' ^ ^/[1,2-a] tf y i^V-3--f A-)-^7 

)v\-<$-* h*^-tf y yy-w^-rs v 

(5 7-2 1 a) , p-h!JyU-[4-(2-HJ yfVUrxx^ 
A~f * £V [1, 2- a ] tf U AO -*"T A-2- 

^A-]-T Sy2&$£fi (3-3 0 a) , [4-(6-^nn-2 
-h!j7/utn^ fTlW S 2-o] tf U 

a) -f* t ;w2->f ao -(6-^ h * tr y ^ r 

/^-T^y (5 7-3 2 a) , (6-^ h^i/-t°y v?y-3 
A)-[4-(6-> ^/U-2- h y ^A--*f ^ 9V 

[i, 2- a ] b° y v?^-3— r ao -^r ^-/w2->f /v]-r ^ v 

(5 7-3 1 a) , N-(6-7< h ^-tf y v^-3— f/l/)-N 
-[4- (6-^ ^/W2- h y 7;vtn> S ^/[l, 2- 

alfy i^y-3->f;V)-f7^- A^2-^ A'hT'fe b7^ 

K (12 8-3 la) % [4-<2,&-i^*7l~f 
2- a ] t° y >-3— T AO 7 jA-A^^f A4 ~(6-7« h * 
v^-tf y v?V-3->f AO-T ^2 ( 5 7 - 3 a ) , 

[4- (2, 6-^> 3vW * [1, 2- a] If y S?IV-W A>)- 
^7 /W2--f A'] - (4- h y 7 A^ n * ^vV- 7 3i -A') 
-7%^ MS (16-3a) > [4-(6-^nn-2-^f 
A~T ^ ^/ [1, 2-a] fc° y ^y-3-^^)-f7/-;H- 
^/H-p-h!J;W7^y2MI (3-5 a) , [4- (6- 
^nn-W f-A^W ^ *V[1, 2- a ] tf y ^V-3-^A-)- 

(6-^ k * i/- tr y ^ ^-3— r jv) -y 

(5 7-5 a) , N-[4-(2,6-i^^^/W-f 
^ 2V [1, 2- a ] tf y /U)-?-7 )V\- 

n-(6-^ h^^-t: o y ^y-3^/w)-r^ br^ k (i 2 

8 - 3 a ) , N-[4-(6-* o * ^/[l, 2- 

a]t°!)^ >-3->Y AO -f" 7 V — A^2->f )V\ -N- (6- * V * 

$/-tfy yy-H^^t hrs K (12 8-5 a) , 

N-[4-(2--T V-fv fc> /W6-y ^A--<f § ^[1, 2-a] tr y 



V /w] -N- (6- ^ h * */- fc° y 

S?.v-3->f /l>)-T-fe h7S K (1 2 8-2 2 a) , N-(6- 
* Y *$/-fcT y /W)-N-[4-(2-^ fvU-f ^ *V 

[1,2-0] try v^v-3— f/H-fr/-/H- r AO-r-tr h 

T ^ K ( 1 2 8 - 2 a ) , N-[4-(2, ^ ^ 
/[l2-a]t°y v' X-3->f -^T ✓ — /U-2->T ^] -N- (6 

-/ h^>-tr y s;y-H^)->fyyw ^ k (h 

3-3 a) , N-[4-(2 f 6-^^^/W $ *V[1, 2-a ] * 

y ^-3--f /v) -^r ✓ — yv-2->r /w] -n- (6- ^ h * s/- 1° 

y i;y-3->f;V)-/nW7 5 K (14 4-3 a) , [4- 
(2, 6- ^ ?V W ^ ^ ✓ [ 1 , 2- a ] tf y >--3--f A-) 
7/-/V-2-^^]-(6-^ h^^-fcf y 

t^fV ^XTfr (1 4 5-3 a) , l-[4-(2, 
6-^^ $ #V [1, 2- a ] tf y Z?y-3-4 JV) -f7/ 

-/W2MVV]-l-(6-^ h^riy-t o y ^V-3-^/W)-3,3-^ 
^f/W^l/7 (14 6-3 a) , 3-[2-[T^^-(6- 

^ h^^y-t'y ^y-3^;i/)-7 ^ y ]-f7/^;ww 
/w]-6-^ ^yw-Y ^ ^^[l, 2-a] if y ^y-z-*^*yB 

T S K ( 1 2 8 - 2 9 a ) , [4-(2, ^ ? 

V [1, 2- a ] tf y y-3--f /V) T /-/W2--Y /W] - (6- 
p< h^r^-t'!) ^y-H;H-7; ylft^il (5 7 
-3 a) RXfN-[4-{8-^ b**>-2-* ^ ^/[l, 2 

- o ] tr 9 >-3->r />) r ✓ — /w w ao -n-p- h y 

-Tir F75K (147-13a) Tfe>5o 
[0 0 5 0] 

(l) ttTOAWSC^lciOMSti-Srfcffr 

(Affi) 
[0 0 5 1] 
[ftl 2] 
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~40- 




(la) 



5 



[0 0 5 6] ±fBXg*K*5^-C, RV R 2 a, R 3 a, 
RV R 5 a, R 6 a, R 7 a&t£R 8 ad:, Ztl^tl, R\ 
R 2 , R 3 , R 4 , R 5 , R<\ R 7 RTfR 8 hm-<D£%7jk 

(#1XS) *XSfl, TISffinHtt*. fls#* (2) t 
{L^fti (3) t*S«U 
»(la) £ffig-f£X@-C&£ 0 

[0 0 5 7] ttffl£ftS«»J£l/r«\ 

SESf^/K Bfflfc/nfcT/K tm&*Af % £ 

8^xf/l/©J: 5 ft;n;*7vMg ; y * y -yV, J- 

-/k -Yyy^y-/K t-^y-/K jvt^A'T 

y— A\ V^n^^-^y— ;K ^f/PtDy;^j:5 

4T^3-/v|B ; Tir h p< ^vi^fvHr h V, y^ 
/Hy^Whv, ^y*oy, s/*n^MJ-y ixo 

h y /HK ; */>A7 ^ K> N, N-^yf- 
;^A7^ h\ N, N-^yfvWT-fe hT^ h\ N- 
y^-2-tro y KV, N-^f^tfnyy/y, ^ 
W^f/^^^p hyr^ Ko£5ftTS MB; *J* 

[0 0 5 8] Kdaafttt* «ffiS*t«IWWfc*», WW 




Clc) 

[0 0 5 9] EffittlHtt:, ^ShSJMWfrfi** * 

tt. s*aaicj:9**s*, a*, 3o»ai3 6«f 

[0 0 6 0] EJS«*T«, *K*©BflWfrfr* (1) 

[0061] #bttfc{k^*f±, i^i?*e>a, «i 

(»2ig) *xa», SfM^i Vftt>tiZ>h<D^h^ 

»*»-e*>*ft-&* (lb) *«3i-rsxg-e*>3. 
[0 0 6 2] »lcMK«ft#b3S:v^ife-c*>*R0, il 

«1Tfc*t**ffi"eJ:<. Protective Groups in 

Organic Synthesis third edition (1999^ % Wiley-In 
tersciencettJM?) ^WM^mcX Vff? Zb&VZ 

(B») 

(f 31g) *3jStt, TtSttJBM'f', (2) fc 

(4) <t£rosu *»wo#3»rt»-e*)5fb* 

ftdc) xg-e*a 0 

[0 0 6 3] fc*J, *XStt, {fr&tt (4) Oftt><9 

tc, fte* (3) Srttffli-aa^w:, ±K»ixgfcH 
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»rt4^"c*>5ft^* (id) srjsijg-rsie-efc-So 

[0 0 6 4] *4b\ *xm«. ±B»2iafcW«l!:L 

(ctfe) 

(*5XS) *X8tt, *lX8"C»ifi**ta^* 
(la) Hfr&W (5) £££j£U 
■C*>Sft-&ft (1 c) £»3g1-£XfrC&So 

[0065] #xe«, ffr&* (5) commit*), % 

< l >ft«* (5) T/w*/w>?>f K<o*&- 
#Xgtt, *ffitt**J»K &g<a#£T> SllS-el! 
aS$*L*fl^« (la) fcffr&ft (5) iSrEJCU * 

JW©tSW»t*5ftA«i (lc) ^Mig-r^xe-c 

[0 0 6 6] ttffl$jx5«»Ji LTtt, ~ hn 

afc/VATS h\ N, N-^^^rSK, N, N 

>\ N-^A'fcfnyeW, 

y T ? K© J: 5 *T 5 K!H ; *J* f-As*Mb**s b\ x 

^#9y©±5ft;M/**VMK; N-y^/we/i^y 

hyxf^r^y, hy/n^r^y, hy^ 

ny^ytfys^ t^yy, 4- (n, N-^y^vw 
rsy) t?y^>\ 2, 6-^ (t-y^/v) -4-p< 
*7n*y$*y, ^;yy, n, N-Wf^7sjy, 

N, N-^^r^y^(OJ:5ft#«ltt*«Sr#»f6 

y£***fMMi ; ^ h y * Ay h*s/ k> ^ h 

y *A:nh*5/b\ #y ?Ay h*e/K, #y ^i^h 

*5/h\ *y l>At-^h*i/K, y^^A^h^r^K 
5 ftT4^* y Mr/v^^v^ KM ; N-y fvwe/w 

*yy, hyiw^y, hyr/ut^r^x, h; 



^^/ur^y, N-^f/u^y^y, tfys*>\ 4 
-fny^yt°y^ t^uy, 4- (n, N-^y 
^/w^y) try^>\ 2, 6-v> (t-^fw) -4 
-y^vufys^ */y>\ n, N-^y^r^y 
v, n, N-^xf/vr^yy, 1, 

n [4. 3. 0] J1--5-^s (DBN) , 1, 4- 
^Tiffc'v^u [2. 2. 2] ittW (DABC 
O) , 1, [5. 4. 0] Vl/fX 

-7 (dbu) ^pft^me^&^rfsci 
a*-et> Sfa^n*«4gS«-c&§ 0 flu *#Jtuc 

[0068] Ej&mmz, fcrnzhzmmtitm. mm 

2 0t:7!/M8 O^f fc^o 
[0 0 6 9] EJSWMHtt, «^S*uSJR*Kk^», » 
RJfcfiftfcJ: a*, 3 0#75M2 4B# 

[oo7o] kjc»t«l *Sj£oBW^»n, mx. 

[0071] KfjSfe. « 

[0 0 7 2] »6tlfcft^» (lc) tt, ±I5B2X@ 

oSftSrfrJrilciD, (Id) fci-Sci* 

<2>ft&to (5) dS^/^V», 7^9 

[0073] *8«o*ft*»-e*8ft^(li (1) feat 

5fi+*fcJt>OJK»"C*>5{k^«J (2) tt, &*PT?*>« 

(Dtt) 
[0 0 7 4] 
[ftl 5] 
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(8) 




(9) 




[0 0 7 5] (E80 
[0 0 7 6] 



[00 7 7] (Fife) 
[00 78] 



8 




[ft 1 6 ] 



R 5 * 
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10 



(13) 




Ma R 5 *. 



(14) 

[0 0 7 9] iEIfiSfc^T, R 3 a, R 4 a, R 5 a, 
R 6 a, R 7 a, R 8 a, X l RtfHa 1 ft, WimtmMM^ 
t^U R 4 ate±|ER 10 £li;i^£^U R 4 bf*±12R 10 

(Dtt) 

(jB 6 Xg) #ISW\ ft** (6) <tft*^ (7) fc 

stk/slt, ft** (8) zmmi-zxfe-?&z> 0 
[ooso] L&&mm<Dm&\at, *ts&mw, m. 

mRXM&m<DfttET. ft** (6) <bft** (7) t 
SrS/SLT, ft** (8) L#K|»)IM 

icii, &g<D#£T, ft** (6) tit 

** (7) iSrKJSLT, ft** (8) ^®ig1-8 0 
I;7thy, * f-A'X.f-A'lr b * y y^ 



R 8 * V^OR 9 



n 




12 




R 8 " Vj 
\\— R* 



(10b) 

i^^x^y, ^ hn^y-tfycoj; 5 ft— h*ft* 
;Tizh~by/K -fy^fns hy/WDj;5*~ 

h% N, N-^f;W7tb7^ K, 

w^yy, hy^^vwr^y, h y yn tviyr ^ y, 
hy^r^y, s^yy'ntf/i^^viyr *>\ -y-y 
^n^-y/iyr^y, N-^/wtr^y *yy, t°y -y 
y x 4-tfny t?ye^ ifnjy, 4- (n, n 
-i y^^ur^y) t°y^yy, 2, 6-i y(t-y^ 
/v) -4-7^A-b o y -y^, ^/yy, n, N--y^ 
/lyr-y^ n, N-^^yur=y yo«t 5**r»B 

[0 0 8 1] tt^SttSJSSfcL-Cfi, iliif*>KJSfc:fc 

s y, h y ^ y, -yy y :/n tvi^fvwr ^ 
y, s^y^n^^y/vr^y, N-yf;n: 4 ^y^y 
t*yyy % 4-e°pyiyy try yy, ^yy, 4- 

(n, N-^W^y) tfy-yy, 2, 6-v> (te 

rt-y^/u) -4-^^/vt o y> ? y. */yy, n, n 

-^f;u7xyy, n, n-S^^T^ y ycoj: 5 

[0082] femztizm^mt (1) 

•y K, ^ry^^y^^-/^j:5ft^^^T;^<b± 

IBjfiScDiSa*^ ; (ii) 1 , 3 - 

TK-y^ s k> 1 , 3 -^yy y tv^^/^^yy ^ k. 
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1 _m^vv- 3- O-^f-yuT^y^ntT/w) 

/-^ N-tHcti/-5-/A'#My-2 l 3- 
«^#*W5 KO±54N-fc Ko^rVSoJB^ 
it; (iii) 2, 2' - v> fc° JJ vvl' W/uyrJ b\ 
2, 2' -^W^r^/y/^ ^t/^T^K^J;^ 

wt>vyT<< h*mt h y 7x^^7-f^ hyy 

; (iv) 

N, N' -^*^W^iMo&-tf^-b, ^-2- 
tf y i^/V #-7tf*-K s, S' (1 -7zn^ 

/w-lH-7 1 b S?^**— 
h©i 5 b« ; W N, N* -tr* (2 

Koi34^7^^y^^P7^ KS ; (vi) 
N, N* -i^*->W K N, N* 

-^^W^mf U'-h, N, N' -fc** (5- 
y/lo#/V*y-2, 3-i^fr/P#*W S^/v) 

b> i, i' -tr* (^^^hyr^y/w) 
u-b. i, i' -tf* 

/u) ^MMfu-K 1, 1' -tf* (6-h!J7;Vtn 

l, r - iry&iiA'tf-A') w** 

X^ffl-Siir; (viii) N-x^-5-7i^Wyt 
dM^/y^A-3' b<Z)±5 4N-ffijRT 

*^--bS; (ix) ^-2-tr9^y-few-K«)J:5 
ft^fnr 3— KS ; (x) p-=M^ 

^/vbyr^yKW; uo 2-^n^-i-^^e 0 

^>Hf5^9A A7^fKI; (xii) 1, 1" - 
y A^>f S N, N* -jbA'aR^A'SM 

^/-/v©i5ft^^/-/i«; (xiii) 3-^ 
2 -^DD-^y/f-r^U r>A 7/vtp^i/- 
b<o J: 5 ft 3 -ffijftTW'^A'- 2 -/Nnyy-^y/f 
T^/y^A :7/K*-n#w- b® ; (xiv) 3-^^vi" 
-^y/f7/-;t'- 2 — n >-co «fc 0 ft 3 
^l/-^y^fT/- ^-2 — irn^^g ; ( X v) O- 
(7 — Tif^^y b y T 1 — f /V) -N, N, 
N' , N 1 -r F7^f/^^ ^-y-^/i^n* 
*:7;n- b (HATU) . 7x^;l/^nn^^7i- 
K stfy*;*?;*— b^^r/K^J: 5ft^^^^— b 
ffi; (xvi) ^ o p ^;l/*^U/f y *>7*- i 5 ft 
APy/^/l/^/Ky^-FS; (xvii) by^ 
y o y b\ b y y /w^ n y K<0 <fc 5 



ftAP^/^yl; (xviii) * ? v 
y KO±5ftfijRT/W*y^^=:/WN7>f Kfc±lBtfi 
Scoffl^; (xix) N, N, N* , N' -7h7^f 
;^nD^;W^i/^^!j K<£><£5ftN, N, 

N' , N* -7- h7fiiS7;^;WNpy;^Y^v;^ 
#$MSbm RTf, ^^7>fyfii7/^#y8 

[0 0 8 3] KlSfifttt, JBK*Ht;£«. K/SBSIii:J:o 

-caftan -2 ot;^8 ot-etTfttott, 

[0 0 8 5] SSfcTft, *K««> B ttffc-Wfctt, «i 

Lftv>*w«tip*., Bttfc^**trfrai 
[0086] »bftfc{te*tt« &Kft&if> *afe. « 

<2>L*5lB(i*©»&:ttffl**xS»*Ji:L'rfi, #J 

^nn^^v, ^nn^Vif^, i/^PP^yf yoi 

ft»^ntf/K «H^^woi5ft« 

f h7tKP77y> ^^f-v, b^^^V, 

y-;v(Di: 5ft^z— 7 1 

/WS ; T-fe b y/K ^fy^fnnhy^ipfts 
by^HB; */WAT$ b\ N, N-^^fM;i/^7^ 
b% N, N-^p«f/vrir bT^ b\ N-^^-2- 
tTny K^, N-^^tfny^/y, ^MM?vi/sfc 
^*ph'J7^ KOJ:5ftT^ KJS ; N-y^*^* 

y>, by^^r^v, by^ntv^r^y. by^ 

J-sVT * v ? ^y7 p Pb>xf/U7^y > >^V^n^ 

^w^y, N-^^tf^y^^s b°y v^y, 4- 
tfn y >v t°y v^y, ^3 yy, 4- (n, n-^^^- 
/ur^/) tfy^y, 2, (t-^/u) -4- 
^^nfp^v, ^r/yy, n, N-^^r^y 

y, N, N-v^fvKT-y yoi^fttiSSS^ 

[oo8 7] fcrnztizmmt^xn, m?uL mm-t 
y ^ja^^m^ ; b y i> a, y ^ 
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y?Ay h^r^K, #y ^i^h^i/K, ^y)At- 
fy^>\ 4-b°n y^y t°y-^v, tf^yv, 4- 

(N, N-^f/ur?/) t*»S?>\ 2, (te 
rt-^^W) -4-^^^y^V, ^r/yv, N, N 

-Wf^rsjy, n, N-^^/ur^y ^0^9 

[0 0 8 8] Rjfci&£tt, IR*Hfr&«K S/£«»cJ:o 

[0 0 8 9] »S«FBDtt, KiSi&«, JBfKk^*> Rfo 
Iff, 10dMB»53HR|-C, ffafctt, 3 0dlll»Il 

[0090] rjs#it@l *Rfo<Dsmt&m*, 

[0091] ftbtittib&m^ 4«4&tf, fl 

($7IS) *XSf4, 5pflftt«M«f, (8) fc 

ft^* (9) £«tejsu tt&m (2) £§«gi-6xg 
[0092] fcmztizmtflk ltw:, 

i^Mri?->\ -^y b^x^y, s^r^uy^y ^ 

/k n-:/*y-A\ ^y^/-/K t 

ytyy, ***y— >k f*n^Mj-y-/K y^/v 

f /W^ h y > ^f/Ky^f/^hy, ^fy^ny, V 
^ p^fy y^) J: 5 4^ h yg ; x h px^ y, n h 

n^Vif y© J: 5 ftxi h ufc&fom ; T-fe h = h 9 /K 

>T y xi h y /Koi 5 ftxi h y ;MI§£^f a - t ^ 



[0 0 9 3] K^SiaStt, SM'&ftiaotS/^ 
t\ otMi5 0t-etf^ 2 0t:75 

110 ot;-e$>5p 

[0 0 9 4] RJftfSREItt, JDSftfl^*, KJ£ 

1 0MM3 0rfl"C> #ifilCf*> 3 0#Kra£2 

4^m-cfe5 0 

[0095] &j&mT'&, ^sjsoBttft-e-ww:, a*. 

[0 0 9 6] fc&ftfcfc-S*!*, jffft&if, »«fe, 

(10) fc, ^oyyft«JIS:SiiSL, ft 
-g* (2) *r«i^5Ig-0*>S 0 

< 1 >^co#«TicfT5#^ : fcHztizmmt IT 

tt, flitf, 7K;^^r^y, y^n-T^, ^ 

jftac-x^co J: 5 *HBWK^k**S ; ^y<y, 
^y, ^yyoi5*3?*fl!Rft**a; ^^yv^ 
ny K> ^nu^/VA, WfflfcmMs ^nnx^y, 
^na-<^^^, >^ p p/<yf y© j; 5 ^nyyft 

J: 5 4x^f;i« ; ^31^ 

7y, v^^rf-v, v^y h^^^y, ^^i^y^y 
[0097] tffl^witim fl*tf, «Kit. * 

^y^. *y7r-^yi, h y 7;^nS», h 

[0 0 9 8] fcmZtlZs^utfyfc&Mb LTfi, «i 

;^b!) K> ^^-xi/^n 5: h\ tt~fls7'{*#<< K 
OJ:5/^x;wn7>{ KS ; y^^ n y K> ^ 

/U7!I^bSK, ^;y7!lyyr^ty^ KOJ:5*^ 
/V7!);w>7^ ; N-ZD^e^^yx/W^ h\ N- 

[0 0 9 9] KiSfifttt, «ffl*il5IR3PKk'&ft, S 
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[0 10 0] KJEB$Bfltt, fe%£ti%mPHt&fa, S 

[0 10 1] Sff»T«, *R*<oBttflS^*tt, fl*. 
L4^*tl»«t*JD*., **** BflWfc-&»«r&trtr« 

[0102] WbftfcffcAtttt* iMMrfctf* ttifc, 01 
(a) */<-MkXMAX* (b) ^ayyftl 

(a) 3i/-/WkXS 

[0 10 3] ffifflStl5ttSi:L"Ctt, «^tf, *HWfc 

K> *J?At-y^K, y^9A* b^i/KOJ: 

[0 10 4] Srt?ffl*f*. «ffl**l»llt3|BKt#4fc, * 
[0 10 5] KJt&«FWH:, ttJB*ft*BWt£*. * 

lit. mxmt. Ejsa*«cj:0jw:*a s . it, i^ 

[0 10 6] RJSS3|*T«, *y-/K*f4, J6iK<D*4^ 

y a ? F0> J: 5 ft i/ 9 /HKWB"C V y /Wis S ft> 
«Bi7^^^n7>f K<0<fc 5 tK 

(b) ^n^yft 



fh7tKn77V, 

s^xf-u^y 3— tvmdJ; 5ftjc—r 

[0107] ^ny^bttlgfc urn, «x.tf, mm. 

a >*o J; } 4^n yy<HF ; f *-/^* n !) 
ft-^7>f KM ; ^/^7!J;v^ o y h\ *yi/:7 y 

t'd^ k> *nsyy>v74*94 y<D&ot£*;\'7yjv 

[0 10 8] BW»*B:. ffifflS*i5J»*Kt^ft, * 
tt« ttStttticj:9Aft&^ -20tH50 
°C~?h*), tm\tt, -l0tM2 0t^5o 

[0 10 9] RJSI^IBW:, «ffl*tt5JB*Kb«*, IB 
ttXflktt. KJCa*lcjt9»ftS*, iiSr, 3 0# 

[0 110] Rfcm7'&. #KJS<OBttffr£«tt, «i 

[0 111] »feftfc{frfr*tt, iKBftbtf, « 
itf, vy*y;^7A^o-7h^77^-* 

(Etfe) 

*XStt. 5pflHft**l + . fb^fti (6) fc 
1\&m (1 1) tftRlSLr. (10 a) ^rSiag 

[0112] &ib\ {b^* (10a) ft-S* ( 1 

0) <DR*a&&m^xhZik&®vhz> 0 

[0 113] ttffl£*L3«#J£L-CH, 
V, ^fif, y^n^x, ^/KO.t^ftJUK 

-t/K ^ y^ntTyuni-^/K r h7t K^77 

/k n-^^y-/K -fy^y-/K t 

t d yy^o <t 5 47/V3 -/vg ; 7t h ^fvi^ 
Why, ^/wy^Why, >fy*oy, > 
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fixity-; y<D£otetrhy&; ^Fpx^y, ^ h 
D-<^if yc^i 5 4~ bnft^lWB ; T-fc h~ b y /K 

^ y^n ^ h y /i/<& j: 5 M> A*£3*rf a ^ t a s 

[0114] sjtsaaw:, mH\&®, ssiaoti 

tMi o ot;-c&5 0 

[0 115] KJfctfflBH;* ffiSfi*. H*Wfc£*. KJft 

[oiie] k*i»t«, *w&<o%m\&m\±. w*. 
[0117] mbfrtcit&mx &m*btt. m 

[oils] *xs-e#btuafk-&* ( i o a ) 

(2) 3. 

[0 119] it&® (1 0 a) lC*5tt5^^^^-/VS 

*/Wb, ri//Wk*u-c«^» do) ^ffi^-rsrir 

(Fife) 

T, (6) fcffc;^* (12) fcSrSJtSLT, ^ 

ft (13) £Kii-f3xm-c;fc3 0 

[0120] 4*3, *ign, m 9 xffizm zxn 5 r 

[0 12 1] £fc, R 4 b^7/l^^v'Stf>^&te:> *X 

(Ml IIS) #Xgf*, ^SttSflJfK ffrg* (1 
3) [C, N, O-^y^fc KP**>yW75 

-c (14) £i«§-rsx;g-efc5 e 

[0 12 2] *Igtt, (a) JW*4W*Xt5 (b) 75 

Kffc«)Xa^6*5o 
(a) ^PTk^* 

J; 5 4^*^HK ; ^fvi^-TvK *M y J7n fcVu 
a— 7VK 7h7tKD77^ ^^V, v>y h=*r 

y-/K t -T^y-zK -r yr 



m ; 7iz h y fjv^/u^r h y ^/W y^f;v 

^;Tirh^hyyK -f y^ns. h y 54- h 
!/;Hi;^r5h\ N, N-^^WT; 
h\ N, N-^y^/KTi? h7 5 K, N-y^-2- 

t°ny k^, N-^f/vepy^/y, ^r-y-y^/wft 

h y 7 5 K*> J; 547 5 KS ; S^fTi"*^** 

#-C«\ #airtt % 7^3-/HB-c&4o 
SfcLTtt, Mx.ll £HW-by$^ #l&#y*<fc* 

y ^ * ± 5 4 r y &m^g&*yg ; mmm 

^^y^A N 7K»ft^y^A, *»{ky^!?Aoj:5 

hy^A^h^^K, *y w h*?/K, ^y^Aai 
f^k, ^y^t-^F^>K, yf^^h^> 

r*#, »a^tt7/w*y^jR»ft:»«-c*)'5 0 

[0 12 3] SJtm*H, ««35il51R3PHlS^ ffiK 

icfc9ft4<5as, omioot-e*!), »iS 
[0 12 4] Si£«PKtt, ffifflStbSKJlsKI:^*, * 

m. Rfom.mz±*)&tj:z>i>K mmt. 30^75^24^ 
[0125] fcfcmj y &. m*ftMi$htz%mk&tfo 

It, Mill S^ftiiiL, SrWBfi-T* 
[0 12 6] jKS4btf, »«6, 011 

->y^y/^7A^DvF^77^§ 

(b) 75 KflS 
^ y^n tf/i/31— r/K fb7t Kp77^ 
;i/zc— x/wco J: 5 4^—r/^S ; 7i? h y f/u^j- 

p^f yy^)J:5^^FyS;^Fnx^y % ^hn 

-O-ifvc0J:5 4^hn^^;7-th^hy/K -Y 
y^nnhy/V^)J;54=hyyHe; K> 
N, N-v ? y^/W^A75h\ N, N-^y^/V7"ir 
H75K, N-y^-2-t p n y N-y^/H: 8 

pji^yy, ^^y^*;**n hyr5 Koi5 4 
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*/v**<y KS ; n-> ^^/u* y y> h y ^f-^r 
^^vwtr^y^y, t°y^ 4-tfnys^ytfy^ 

y, t'^ljy, 4- (N, N-^f;v7^) b'Dv 5 
y, 2, 6-v> (t-^fvw) -4-j*fvnfy v>y x 

^/yy, n, N-^w^yy, n, n-^^- 

[0 12 7] teffl£ft£i£S£ l/Ttt, iifiroKJSfcSS 

% y, h y -f^/vy ^ y , ^y^n^xf/i/r? 
y, v^n^i^yr ^y, N-^^t°^y^y, 
fy^/y, 4 -trn y $v try v>y, if^yy, 4- 

(N, N-^f;vr^) hr^^y, 2, 6 -i? (te 

rt-y^vi*-) -4-^/nfy^y, ^/yy, n, n 
-^f/vr^yy, n, N-^3vvr~y y<D<t 5 

Lttt, «i« (1) S?*^*^*!)^7sK, 

?:c~/v#*#y/Kr^h\ ^ry«»^f-/voj:5 

itW&*x7/t&b±KMm<Dm&£; (ii) 1, 3- 

fcVi^/i^i^ ^ h\ 1 -:n^yu- 3 - ( 3 -it* ?f-;\> 
T ^ J ij/i»tf*M S S K 

A>ti*M $ KStN-t Kn^ri/^^e/y>f * h\ 1 - 
fc KD^^y^ h y T:A- /K N-tKn^f-y-5- 

-tKn^M^; (iii) 2, 2' -^trys* 

was7t<< Ys 2, 2* -^yyf-r^/y^ 

yi^E^t ; (iv) n, n' -^*^yy>f ^ vvu* 

k -y-2-t°y^/u #-#*-k s, 

S' -If* (l-7x^-lH-fh7 , /-/V"5- 
(v) N, N' -tf* (2-^^ry-3-^-^rf"y r y 
tfuy^VM; (vi) N, N' - S** * 5 SJ/l' 

^ify-k n, n' -*?7 9>v4 ^ K^ify- 

k N, N' -If* (5-//W*VW*y-2, 3-^>t7 

^#*W5W k l, 1* -if* H 

y^/hyryy^) d-*-^— k 1, r -if* (6 
-^na^/hyr/y/v) *-*ify-k 1, i' 
-if* (6 - h y 7;^n^f/v^y)/ h nr/9/w) 

**1fu-h©J:54**1f^h*; (vii) ffirE* 
^7^ yg^T^^/^yS^xf ;K l, l' - 

#y»3i*^/uxttr^^*/i/#*^r5 KS©»^ 
* ; WK**7-f ySi±Eltt©»£-£ ; (viii) N 



-xf 5 -7x^/K y^t / y - 3 ' -* 
/P/fc-f- Y<D X 0 iN-MT/V^- 5 -T y -A"f 
y^tyy^A-3 1 -*/W*^- hS; (ix) 

2 - if y v?/v^ir ux y<o £ $ it p r y — /i/S^fe 
y~K3g; (x) P -~ hP^yfy^*^h y r 

v y K<& <t 5 tar y -/^*/u^n/i/ h y r ✓ y ks ; 
(xi) y^=^A a-^-r 

KOJ: l -fijRT/^nf y 

^9>fK«; (xii) 1,1" -^ify^^^^y 
— N, N' fr<D&itj:s( 
^yy—/um ; (xiii) 3-x^-2-^o-^y 

2 -/np yy-^y r y y ^/w^-n 

^y-hS; (xiv) 3-^f^-^y/fT^- 
2 -tnycoj; 9/^3 -MT/V^-^y^f T/- 

;i/-2-tnyi; (xv) o- (7-Tif^<yyhyr 

C^) -N, N, N" , N* -Th7^f 

zv^r-^j^ ^*V7/\s*vftxy h (hat 

U) , ^^^^^^DnTM^^zn— ^y^^7^— 
h^^r/wcoj: 5 ftftxy a — ; ( X vi) ^nn^ 

y-yr^-hS; (xvii) hyyf^yy;^py k, 

H yxf/u-yy/^n y K^)j:5^pyyv'7yl; 

(xviii) ^ ^y*/V^n/V-^ n y K<3D«t 5 *ffi»T/l' 
^y7^x;WN7-f K<t±ISffiS<^m^ ; (xix) 
N, N, N' , n' — r h7>^pp^;w^yr) 

y^>mtrv vjjtvtf y »3i* T^xttr ✓ ^* 

[0128] si£ia«tt, mmt&m, s^siao 

[0129] SJ6«FlBtt, SUSfflft, as 

[0130] Kt&W:7'4k. *Ri&<o%m\&m%, W?L 

[0 13 1] »btLfc{k^»B:, j»«&Rf, e»J 

(«l 2Ig) #XSI2> WSttWII*, ft^* (l 
4) fb^ (15) ^rS«?L, (10b) $r 

[0132] ft*, it&m (1 0 b) Q&m (1 
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[0133] teffl$ih,a«#ji ltbu matt, 

[0 13 4] StfiBflEfl, IWb^, RftttSSlCfco 

- l 0 ot:75M2 ot-Cfrftbii, 
tt, -sotMotf^o 

[0135] s/swriBtt* Ri&m&* wwckm, wj& 

1O»IB75S3 0IBIT?, 3 
[0 13 6] gjfcfcTflU *R*©BflWfc#*tt, Wx- 



[0137] »btifcft^*r±, £**e>tf, 

Ob) £fflv>T, «r»©»8xm<7>^feSrfir5^t^J: 

ffrg* (2) ^Mt2»^t«^, 
[0 13 8] *»W<o*j»rt»'e*>*ft^* (l) *r« 

m-rzittb <Dmm~eh z> \\&m (3) mm&m (4) 

(Gtt) 
[0 13 9] 
Htl 8] 



Pro 1 



•N: 



(16) 



R 1 * NHa 

(17) 



13 



[0 14 0] (Hjfe) 
[0 14 1] 



Pro 1 H^.NHR 18 

T 

(18) 



14 



Mfcl 9] 



H 2 N N .NHR 1a 



Pro 1 N=C: 

(16) 



R» 4J- 



(19) 



15 



[0142] ( I ft) 
[0 14 3] 



Pro 1 



T 



NR 1 ^ 3 * 



as) 



16 



[flS2 0] 



1 



(4) 



NH4* 



[0 14 4] (J© 
[0 14 5] 



*NH a (17) 



17 



H 2 N N -NHR ia 



[^2 1] 



NH4 *8 



(21) 

[0 14 6] <Gftc> 

(*i 3xm) *xs«, **stts*y*, fta* (1 
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yitMit^mm \ wat^/K st«k*?vK »ik/otr 

3:^3:— r/K VT'n tV^-r/K r b 9 1 K 

tpy/^wj; 5ft7A'=-/HH ; 7-fc h v % yfvioi 
^a^f;y©J;5ft*- h^S ; T* h~ h y/K -f 
N, N-^f^ATS h\ N, N-S^^T* 

[0148] Bti&m&fts iffi^taoti/^ 

[0 14 9] EJSi^rara:, Mi^ft, ras 

[0 15 0] KJfcjfcTft. #RJSoBW{fr&*tt, Mx. 
tf, RJfc»3*Sr*HU 34»ft 

JB*»«U S*W^^y^A§t«, SSI*: 

[0151] '&t>tiizit&m±, M 

MSA* v/y^;^7A^Pvh^77^$ 

(mi 4XS) *XS«, WStBWU*, (1 
8) «r*P*5M»LT, (3) *:»3frrSXg-C*> 

[0 15 2] ttffl*^S«?Ht L-Ctt, «itf, * ;48 
$:n^,u x BR:r?vK SK/Pf/K ffl^fvK ^ 

^y^ntV^-x/K Th7t Ko77y, 

V, v>y h^rv^^^ v?xfi/y^Jj3-;^^ 

x-f/wo J: 5 ^x-f/i/g ; y ^ y ^^y- 

/K n-^P^V-zK ^y^P/V-/K n-^^y 

-/k -fy^^y-^K t-^y-zK >rvr^^r 

y— A\ n^^rf-y — /k ^f/^tpy;^j;5 
/Wy^f/^hy, y^py, n^if-y :/<a 



*;i/Arn\ n, N-v^^^/wrir hr ^ k, N-y 
f;i/-2-t°py Ky> N-yf^t'py^yy, ^ 
f-p«^/u^^^n by 7$ v<D£ot£T$ k«; ^yf- 

#y?A, y 5 *r/io&y&jRft»& 

is ; h y * a, y ^K*^ 

y 5 #7^# y &mf%m*mim ; 

hy^A, 7KK{^y^A N *»ft^5«?A, 7Kg?fty 

a<zu 5 ftryv* y &JK*Efrfbtt£ ; h y !^^y 
h*S/K, f-hy £A^h=^>K, #y £^y 

k> ^y^ArchdrvK, ^y^t-^h^K, y 

^*Ay h^i/K(0J:5*r/v*y^jRryu3^^Kli 

[0153] KJSfiftri, ttfflsnsjsJisKk;^*, mm 

[0 15 4] KJ£«PB«:, ttfflStiSJBJPHk'&ft, 8 
[0 15 5] RiS^T^, B ttft-Wfctt, «i 

[0 15 6] #6tlfcft^*r4, jfcKttbff, « 

^B B Q , ->y^^7^pvh^77^§ 
(*i sig) *xmfi, ^fl5tt»«i*, ft^* (1 

6) td, \Y&m (1 9) ^R/Sb, ft^fe (2 0) ^rJS 

agr^xg-efo^o 

[0157] ^ *xgtt, *i 3xafclH«lcfrb 

(*1 6IS) *XStt, JRSttWW*. (2 

0) Sran*4WPLr, ft-g* (4) «r»3fir5XST?* 

[0158] *ISH, » 1 4 Ifii TOBKcfTfo 
(I*) 

(SBl 7Ig) *lgtt, ^SttSffJI', ft^* (2 

1) tc, (1 7) £RJSU ib^fe (3) ^Mig 

[0 15 9] «ffl**tS»«liUTtt, 7K ;« 
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— A\ 4V-f9J-^ t--?9/-/K << VT^/VT 
AT-; K> N, N-^f;V7th7^ h\ N-/7yu 

[0 16 0] SlEaStt, JjK*Hfr&«K »S»WK:j;o 

\X 8 0^75^1 0 Ot-CfcS, 

[oi6i] Rj&mm ii, KjEBa*. jdk*ki:^», sis 

$\ 5H^I3 0m-C, #a»ili*> 10f$ffl7!^2 0 
[0 16 2] K]£»T«L *EJ&0>BKtf&&ft (4) 

(JtB 

i) ft-a* (i 9) stkj&u o) zmm 

[0 16 3] *XStt, ^1 Tlg^iiCffb 

[0 16 4] #%W<D&m<D& J *3&1&b L-Ctt, «*. 

ap«*«r**fsrtds-c#. r^xe>cDij^jft, mm 

¥L«r> fill, MIL -r^h- A% y/nr 

*>tlVy9 7M ; iffl$ ; T^bT^tt ; BMW- V 3 

J: 5 ttflDKtt ; ^ y a-/u ; ; h 9 



y *mm& ; 3a*su»<& ± 5 Kmm ; x 

^n^^Arfe^n- ^y fc^A-tfn y K>\ ^ 

x9-^i- h y ^ a > ^is^y if^vfp y k^oj; 5 

; ft KpRR ; V ;V\f^&%miZ>Z. t& 

[0 16 5] *05ttffl*ttfitt, ***ifc*fcJ: 

TH^LTs 0. 01rag/kg*l (»*L<tt, 
0. lmg/kgM) , ±PgirLT, lOOmg/k 
gfrm (#*L<ra\ lOmg/kgM) 
»#©»^ICH:, 10^9, TPl^LT, 0. 001m 
g/kgM (#£L<I2, 0. Olmg/kgft: 
fi) , ±mtLX, lOmg/kgftl (#*L<tt, 

lmg/kgM) *r 1 H S 9 1 »Sft0**tK:it: 
[0 16 6] KTlcSSltWSr*^, *»WSr»»^tt 

[0 16 7] 

h/^-/^7— KttK HP-1100 LC/MSDSrffi 
ffiLfc 0 NS®^ (N) ojH^*#SrlB-r o ^7^it?P3t 
#BBttH© 17 3 — i/yW 5CN 4. OmmXISOm 

LT^ty^^y7 p p/V-;v (^o. 5%»H) 

ffifflUfco «*f*l. 5ml/mint>fy^P/V- 
^ (-&5%ft») tt5%d»6 9 0%4-Cl 0»M<OEI» 

Wbffi (0TAPCI) SrffifflLfco 5»J15R (R) cogrj 
S*#SrE-r« *7 MM >9 9 bttJ4<DCD-C 1 8 
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• 



•Cr-fe MJ/^irTK (^0. 0 1%h!)7^tnft 
K) SrttfflLfco JBittl. 5ml/mi ntTth^ 
MJ/W48%J&»5>9 9%*tfl O^Si^^^xy 

TAP CI) SrttfflLfc, *33**+-CJIIJi»tt (N) 
(R) ^ISiKLfCo *Ott©-r**-<* h/V£ 

OL JMS-D 3 0 0 MjeRWCTJBSLfc. 

OMKft***'** (BIT, 1H-NMR) <D$iJ®g 
S) lH-NMRx— * ttJEOLJ NM - G X 2 7 0 
FT-NMRt L< ftV a r i a n Mercury 4 
0 0 8l3e36«^"CiH£Ufco rh7^f;Vi/7^S 
Lt^^^>7 bfi&S ppml:tSS«L 

(HUM l ) 

2-7'p ; e-i-(2-^f;w ^^y[i,2-a] try 

/W)-:n^/ y (###|5 6) 9 0 0mg(3. 56^^ 
AO &UK4- h y 7;^n^f/W7x^/l/)-ft^r 
(###12) 8 2 2mg (3. 5 6^!)^) £:r^/ — 

»A*fcK-Cft*Ufc 0 *W h y ^ 

2 9g (9 7%) £#fc e 
[ 0 1 6 8 ] m. p. 278-282t: ; 

1H-NMR (DMS0-d6)6: 10.86 (s, 1H), 8.87 (d, 1H, J 
=7.0Hz), 7.85 (d, 2H, J=8.6Hz), 7.68 (d, 2H, J=8. 6 
Hz), 7.55 (d, 1H, J=9.2Hz), 7.31-7.26 (m, 1H), 7.22 

(s, 1H), 7.02-6.97 (m, 1H), 2. 54 (s, 3H) ; 
MS (APCI, m/z): 375 (M+H)+; 
HPLC (N): Rt = 4.5 min. 

(**«2) [4-(2-**vW ^/[l,2-a]fy^- 

2-4 />) -f-r y—/is-2-4 m - P - h y /wr ^ y 

[0 1 6 9] m.p. 229-231t:; 

1H-NMR (DMS0-d6)6: 10.30 (s, 1H), 8.95 (d, 1H, J 
=7.0Hz), 7.57-7.52 (m, 3H), 7.32-7.28 (m, 1H), 7.1 
4 (d, 2H, J=8.3Hz), 7.07 (s, 1H), 7.00-6.97 (m, 1 
H), 2.53 (s, 3H), 2.26 (s, 3H) ; 
MS (APCI, m/z): 321 (M+H)+; 
HPLC (N): Rt = 5.2 min. 
(^J£#J3) (4-^ h^iy-y^ ~ [4- (2- t 

% wii, 2- « ] tr y v^-3-^ /^-^r 3/-/u-w /i/i- 



(4-^h^7x^/V)-ft!?I/7 (##«3) £ 
ttfflU gftftll fcn«fc»S*rffv\ «EflS***# 

[0 1 7 0] n.p. 214-217t:; 

1H-NMR (DMS0-d6)6: 8.95 (d, 1H, J=6.8Hz), 7.58- 
7.52 (m, 3H), 7.30-7.24 (m, 1H), 7.02-6.84 (m, 5 
H), 3.73 (s, 3H), 2.53 (s, 3H) ; 
MS (EI, m/z): 336 (M)+ . 

&OM4) 

[4- (2-* fvl— { * [1, 2- a ] ¥ y >^ V-3->T /U) -^T 
^-/W2-^;V]-7x^/W7 S y 

[0171] 1H-NMR (DMS0-d6) 8 : 10.41 (s, 1H), 8. 
94 (d, 1H, J=6.7Hz), 7.65 (d, 2H, J=7.4Hz), 7.55 
(d, 1H, J=8.8Hz), 7.34 (t, 2H, J=7.6Hz), 7.29 (t, 
1H, J=7.3Hz), 7.10 (s, 1H), 6.98 (t, 2H, J=7. 3Hz), 

2.54 (s, 3H); 
MS (APCI, m/z): 307 (M+H)+ ; 
HPLC (N): Rt = 5.5 min. 

(mm 5 ) 

[4-(2-^^/W S 2- a] b°y ^y-3-^/W-^T 

m- h y U7M u shk« 1 1 raai^s 

*fcffV\ *Effr&fc*»fc. 

[0 17 2] 1H-NMR (DMS0-d6) 5 : 9.49 (s, 1H), 8.9 
6 (d, 1H, J=7.4Hz), 7.92-7.88 (m, 1H), 7.53 (d, 1 
H, J=8.9Hz), 7.28-7.20 (m, 3H), 7.05-7.01 (m, 2H), 

6.95-6.91 (m, 1H), 2.52 (s, 3H), 2.31 (s, 3H) ; 
MS (APCI, m/z): 321 (M+H) + ; 
HPLC (N): Rt = 4.8 min. 

mum e ) 

ai^/W[4-(2-y ^/Wvf ^ 2-a] tT y ^-3-< 

[0 17 3] MS (APCI, m/z): 259 (M+H) + ; 
HPLC (N): Rt = 5.0 min. 

(JHkM 7 ) 

(2-^nn-7x^)-[4-(2-^M ^^^[1,2-a] 

e°y > f y-3-^/i')-f7/-;H^^]-7 ^ y 

[0174] 1H-NMR (CDC 13) 6 : 8. 92 (dd, 1H, J=l. 4 
Hz, 6.0Hz), 8.21 (dd, 1H, J=1.4Hz, 8.1Hz), 7.67 
(s, 1H), 7.57 (dd, 1H, J=l. 3Hz, 8.3Hz), 7.44 (dd, 
1H, J=1.3Hz, 8.0Hz), 7.34-7.27 (m, 1H), 7.22-7.18 
(m, 1H), 7.01 (dt, 1H, J=l. 4Hz, 8.0Hz), 6.83-6.80 
(m, 1H), 6.76 (s, 1H), 2.65 (s, 3H) ; 
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MS (APCI, m/z): 341 (M+H)+, 343 (M+H) + ; 
HPLC (N): Rt = 4.8 min. 

mmm s ) 

J fvU-[4- (2-^ * # V [1, 2- a ] \f y v> T 

[0 1 7 5] MS (APCI, ra/z): 245 (M+H) + ; 
HPLC (N) : Rt = 5. 7 min. 

mmms) 

[0 17 6] 1H-NMR (DMS0-d6) 6 : 9.71 (s, 1H), 8.9 
4 (d, 1H, J=6.5Hz), 8.28-8.25 (m, 1H), 7.54 (d, 1 
H, J=8.9Hz), 7.27 (t, 1H, J=8.6Hz), 7.07-6.92 (m, 
5H),3. 88 (s, 3H), 2.53 (s, 3H) ; 
MS (APCI, m/z): 337 (M+H)+; 
HPLC (N): Rt = 5.8 min. 

mmm 1 o ) 

(3,4-i^ Y*i/-y*~;v)- [4- (2-* ^/ [1, 

2- a ] b° y ^-3--r /w) -f r 3/ — /w-2->f -r ^ y 

[0 17 7] 1H-NMR (DMS0-d6) 6 : 10.22 (s, 1H), 9. 
01 (d, 1H, J=6.9Hz), 7.55-7.51 (m, 2H), 7.29-7.26 
(m, 1H), 7.02-6.89 (m, 4H), 3.73 (s, 3H), 3.72 (s, 

3H) ( 2.53 (s, 3H); 
MS (APCI, m/z): 367 (M+H) + ; 
HPLC (N): Rt = 6.7 min. 

mmm 1 1 ) 

(3,5-v^ K^-7^^)-[4-(2-^/W^y[l, 
2- a ] t 4 y i? /W) -*f-T jvyr^y 
(3,5-^j* h^>7x^/P)-ft!?I/r (###J4 7) 

[0 17 8] 1H-NMR (DMSO-d6)6: 10.40 (s, 1H), 8. 
98 (d, 1H, J=6.8Hz), 7.54 (d, 1H, J=8.9Hz), 7.26 
(t, 1H, J=6.8Hz), 7.09 (s, 1H), 6.95-6.89 (m, 3H), 

6. 14 (t, 1H, J=2.2Hz), 3.71 (s, 6H), 2.53 (s, 3H) ; 
MS (APCI, m/z): 367 (M+H)+; 
HPLC (N): Rt = 5.4 min. 

mmm 1 2 ) 

[4-(2->« s [1, 2- a ] v y ^ v-3-^r -f-r 

/-/W2->fyU]-(4-^n t°yW-^^^/W)-r ^ V 

[0 17 9] 1H-NMR (DMS0-d6) 6 : 10.30 (s, 1H), 8. 
95 (d, 1H, J=7.0Hz), 7.54 (d, 3H, J=8.4Hz), 7.26 



(dt, 1H, J=1.4Hz, 6.8Hz), 2.53 (s, 3H), 2.53-2.48 
On, 2H), 1.64-1.50 (m. 2H), 0.89 (t, 3H, J=7. 3Hz) ; 
MS (APCI, m/z): 349 (M+H)+; 
HPLC (N): Rt = 4.4 min. 

mmm 1 3 ) 

N-[4-[4-(2-y fvW % £V[l, 2- a] t°y i?^-$-<{jl>) 
-*f-T^—M-4)VT ^ /]-7s=/l/]-7t hT^ K 

[0 18 0] 1H-NMR (DMS0-d6) 6 : 10.31 (s, 1H), 9. 
85 (s, 1H), 8.93 (d, 1H, J=7. 0Hz), 7.56-7.50 (m, 5 
H), 7.27 (t, 1H, J=6.2Hz), 7.05 (s, 1H), 6.95 (t, 
lH,J=6.2Hz), 2.53 (s, 3H), 2.02 (s, 3H) ; 
MS (APCI, m/z): 364 (M+H)+; 
HPLC (N) : Rt = 6. 5 min. 

mmm 1 4 ) ( W y :/ n tT^- 7 a: - [4- (2- ?- 
/W-Y §^5/[l,2-a]l* y 7 )A- 

(4-><y7 p pevix-^^^yv)-^^ur$rffifflu, 

[0 18 1] 1H-NMR (DMS0-d6) 6 : 10.31 (s, 1H), 8. 
95 (d, 1H, J=7.0Hz), 7.54 (d, 1H, J=8.6Hz), 7.53 
(d, 2H, J=8.9Hz), 7.30-7.19 (m, 3H), 7.05 (s, 1H), 

6.97(dt, 1H, J=l. 1Hz, 6.8Hz), 2.89-2.82 (m, 2H), 
2.52 (s, 3H), 1.19 (d, 6H,J=6.8Hz); 
MS (APCI, m/z): 349 (M+H) + ; 
HPLC (N): Rt = 4.5 min. 

(SHfi« 1 5 ) (4-31 <?;v- 7=.~JV)- [4- (2- * 7vU->f 

^ y v [ i , 2- a ] tr y ^ v-3— r r y-/w2— r a-] - 

[0 18 2] 1H-NMR (DMS0-d6) 6: 10.31 (s, 1H), 8. 
95 (d, 1H, J=7.0Hz), 7.54 (d, 3H, J=8.6Hz), 7.27 
(d, 1H, J=6.8Hz), 7.18 (d, 2H, J=8.4Hz), 7.05 (s, 
1H),6.97 (t, 1H, J=6.8Hz), 2.60-2.50 (m, 5H), 1.17 

(t, 3H, J=7.8Hz);MS (APCI, m/z): 335 (M+H)+; 
HPLC (N): Rt = 4.6 min. 

mmm i e ) 

(w y>^D/K^^-7ai=/^)-[4-(2-^^w ^ 

[1, 2- a ] fc° y M -f7 )V\ ~T^> 

»Jl fcW«BcR*fcfTv\ «Efb««fr«fc. 

[0 18 3] 1H-NMR (DMS0-d6) 6 : 10.17 (s, 1H), 8. 
94 (d, 1H, J=7.0Hz), 7.55-7.51 (m, 3H), 7.26 (t, 1 
H, J=8.4Hz), 7.00-6.90 (m, 4H), 4.55-4.51 (m, 1H), 

2.53 (s, 3H), 1.25 (dd, 6H, J=l. 1Hz, 5. 9Hz) ; 
MS (APCI, m/z): 365 (M+H)+ ; 
HPLC (N) : Rt = 4. 7 min. 

mmm 1 1 ) 
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4- [4- (2-^ ^/w-r s trv [i, 2-0] try v^-3-r ao-?- 

K^SEW**^ (#%«4 9) «H£ 

[0 1 8 4] m. p. 205-208(dec.);lH-NMR (DMS0-d6) 
5: 10.86 (s, 1H), 8.09 (d, 1H, J=6.8Hz), 7.94 (d, 
2H 

, J=8.9Hz), 7.76 (d, 2H, J=8.9Hz), 7.55 (d, 1H, J= 

9.2Hz), 7.32-7.26 (m, 1H), 7.23 (s, 1H), 7.03-6.98 

(id, 1H), 4.27(q, 2H, J=7.0Hz), 2.54 (s, 3H), 1.31 

(t, 3H, J=7.0Hz); 

MS (APCI, m/z): 379 (M+H) + ; 

HPLC (N): Rt = 4.8 min. 

mmm 1 s > 

[4-(2-y fvW $ #V [1, 2- a ] tT V i?>-3-4M-?T 
V—fr-l-st M -(3- h V 7/l>*u y ^;V-y ?l^;V)-T 
S V 

(3- b V y^irv * f;v-7 * -tt y 

[0 18 5] 1H-NMR (DMS0-d6)6 : 10.82 (s, 1H), 8. 
96 (d, 1H, J=6.8Hz), 8.44 (s, 1H), 7.67-7.54 (m, 3 
H), 7.32-7.26 (m, 2H), 7.19 (s, 1H), 6.91 (t, 1H, 
J=8. 1Hz), 2.55 (s, 3H); 
MS (APCI, m/z): 375 (M+H)+; 
HPLC (N): Rt = 4.6 min. 

mum 1 9 ) 

(2,5-^^ h^i/-7x^;V)-[4-(2-^f/^ f S *V[1, 
2- a ] tf U i? tV) -<f~7 M -T ^ V 

[0 18 6] 1H-NMR (DMS0-d6) 6 : 9.80 (s, 1H), 8.9 
8 (d, 1H, J=7.6Hz), 8.11 (d, lH,J=3.2Hz), 7.53 (d, 

1H, J=8.4Hz), 7.26 (t f 1H, J=8.4Hz), 7.08 (s, 1 
H), 6.94 (t, 2H, J=8.4Hz), 6. 54-6. 50 (m, 1H), 3.83 
(s, 3H), 3.66 (s, 3H), 2.53(s, 3H) ; 
MS (APCI, m/z): 367 (M+H) + ; 
HPLC (N): Rt = 5.5 min. 

(SUM 2 0 ) 

(3, $-*s*^;v-y zz-;v)-[i- (2- > ^-^r 5 *V[i, 2- 

(3, S-^^/W^^/W)-^? 1/7 U 

[0 18 7] 1H-NMR (DMS0-d6) 6 : 10.27 (s, 1H), 9. 
08 (d, 1H, J=7.3Hz), 7.54 (d, 1H, J=8.9Hz), 7.31- 
7.25 (m, 3H), 7.06 (s, 1H), 6.99-6.94 (m, 1H), 6.6 
4 (s, 1H), 2.55 (s, 3H), 2.26 (s, 3H) ; 
MS (APCI, m/z): 335 (M+H) + ; 
HPLC (N): Rt = 4.9 min. 

{mm 2 1 ) 



[4- (2-* fvW ^ *V[l f 2-a]V])i?>-Z-<{Jl>)- s 3 L 7 
(4-7 x / ^ri/-7 x x^)-f t !> 1^7 ^ffl t, 

[0188] 1H-NMR (CDC13) 6 : 8. 93 (d, 1H, J=6. 8H 
z), 7.55 (d, 1H, J=8.9Hz), 7.33(d, 2H, J=8.9Hz), 
7. 20-7. 14 (m, 2H) , 6. 92 (d 2H, J=8. 9Hz) , 6. 79 (t f 
lH,J=6.8Hz), 6.60 (s, 1H), 4.05 (q, 2H, J=7. 0Hz) 
2.62 (s, 3H), 1.43 (t, 3H,J=7.0Hz); 
MS (APCI, m/z): 399 (M+H)+; 
HPLC (N): Rt = 4.8 min. 

mMM 2 2 ) 

(4-jh f>ar^-7x^)- [4- (2- * ^7l/--< * £V [ 1 , 2- 

a ] tf ]) *j ;v) -*f-7 y~/is-2-4 >v\-r x y 

(4-xh^V-7x^)-^^7^fflU X*09l 

[0 1 8 9] MS (APCI, m/z): 351 (M+H)+; 
HPLC (N): Rt = 5. 1 min. 

mm\ 23) 

3-[4-(2-^f;v-^ ^ yy[i,2-a]tf y ^y^/W-f 
7 /U-2->f ;U7^/]-7x/ 

(3-fc Kn^i/-7*n/i/)-^^urSrffifflU ^ffitffl 

[0190] 1H-NMR (CDC 13) 6 : 8. 81 (dd, 1H, J=l. 4 
Hz, 5.6Hz), 7.49 (d, 1H, J=9. 2Hz), 7.20-7.13 (m, 2 
H), 6.98-6.90 (m, 2H), 6.81-6.76 (m, 1H), 6.62 (s, 

1H), 6.55-6.51 (m, 1H), 3.37-3.36 (m, 1H), 2.55 
(s, 3H); 

MS (APCI, m/z): 323 (M+H) + ; 
HPLC (N) : Rt = 6.2 min. 

(mmm 2 a ) 

(2-7^ h 3r S/-5- * ^VU- 7zl~/V)- [4- (2- * fvl/->f ^ ^ 

i/[i, 2- a] t^y ^y-3-^;H-f7/- /u-2->r^]-T 5: 

h ^i/-5-^ f ;V-7 x x;W)-f t D 1/7 feftffl 

[0191] 1H-NMR (CDC 13) 6 : 9. 05 (d, 1H, J=7. OH 
z), 7.99 (s, 1H), 7.78 (s, 1H),7.57 (d, 1H, J=8.9H 
z), 7. 23-7. 16 (m, 1H), 6.84-6.78 (m, 3H), 6.69 (s, 
1H), 3.92 (s, 3H), 2.65 (s, 3H), 2.35 (s, 3H) ; 
MS (APCI, m/z): 351 (M+H) + ; 
HPLC (N): Rt = 4.5 min. 

mmm 2 5 ) 

(2, 4-v^ ^-y^^/^)-[4-(2-y 3vl~ T ^ 2- 

a ] if y ^ y-3— f /i/) -^r ^—^-2-4 -r^> 

(2,4-^f/W7x^/V)-ft^l/7 ^rftffi L , Hlg^J 

[0192] 1H-NMR (CDC 13) 6 : 8. 95 (d, 1H, J=7. OH 
z), 7.58-7.51 (m, 2H), 7. 22-7. 16 (m, 1H), 7.10 (s, 
1H), 7.09 (d, 1H, J=7.3Hz), 6.91 (s, 1H), 6.81 (t, 
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1H, J=5.9Hz), 6.61 (s, 1H), 2.62 (s, 3H), 2.35 
(s, 3H), 2.33 (s, 3H); 
MS (APCI, m/z): 335 (M+H)+; 
HPLC (N): Rt = 4.2 min. 

m mm 2 e ) 

(4- > Z n ^ * */>V- y^^/U)- [4- (2- * f;W 4 

[1, 2- a] t° y i>y-3-^/U)-^T^-/W-2->f /H-T ^ V 

[0193] 1H-NMR (CDC13) 6 : 8. 94 (d, 1H, J=7. 3H 
z), 7.55 (d, 1H, J=9.2Hz), 7.35-7.15 (m, 6H), 6.80 

(t, 1H, J=6.8Hz), 6.64 (s, 1H), 2.63 (s, 3H), 2.59 
-2.45 (m, 1H), 1.91-1.71 (m, 6H), 1.47-1.22 (m, 4 
H); 

MS (APCI, m/z): 389 (M+H) + ; 
HPLC (N): Rt = 4.6 min. 

mmm 2 7 ) 

(3, 5-e**- h y 7/^n>f;W7x^)-[4-(2-^f 

/w^ ^ *v[i, 2-a] t° y ^v-3-^r A-o-^r 3/— /u-2- 

(3, 5-tf h y ^ f;W7x^)-ff) 

[0194] 1H-NMR (CDC13) 6 : 9. 01 (dd 1H, J=l. 4H 
z, 5.9Hz), 8.22(s, 2H), 7.56 (d, 1H, J=8.9Hz), 7.48 
(s, 1H), 7.30-7.22 (m, 1H), 6.86 (dt, 1H, J=l. 1Hz, 
6.8Hz), 6.77 (s, lH) t 3.41(brs, 1H), 2.64 (s, 3H) ; 
MS (APCI, m/z): 443 (M+H) + ; 
HPLC (N): Rt = 4.0 min. 

mm 2 s ) 

[4-(2-^^w-^r s^va, 2- a] try v^-3— (M-^r 

V-;V-2-s( M-(2, 3,4- h y 7;^p-7i^/V)-7 ^ 
(2, 3, 4- h y 7;vtn-7x^)-ft!) U7S:ttffl L> 

[0 19 5] 1H-NMR (CDC13) 6 : 8.84 (d, 1H, J=6. 8H 
z), 7. 98-7. 90 On 1H), 7.58 (d, 1H, J=9.2Hz), 7.24- 
7.18 (m,2H), 7.05-6.95 (m, 1H), 6.84-6.79 (m, 1H), 

6.76(s, 1H), 2.63 (s, 3H) ; 
MS (APCI, m/z): 361 (M+H)+; 
HPLC (N): Rt = 4.6 min. 

mmm 2 9 ) 

4- [4- (2-^ 77l~f 5^[1.2-o]fcT5 5^-3-* AO -f" 
(4-fc Kd ^^/- 7x^) - ft!) UT M I, % 

[0 19 6] 1H-NMR (CDC13-K:D30D) 6 : 8.81 (d 1H, J 
=6.5Hz), 7.51 (d, 1H, J=7.6Hz),7.34-7.24 (m, 4H), 
7.11-7.04 (m, 1H), 6.87-6.84 (m, 3H), 6.59 (s, 1 
H), 3. 26 (s, 3H); 



MS (APCI, m/z): 323 (M+H)+; 
HPLC (N): Rt = 6.2 min. 

mmms o) 

>Virxi-y ^ -;V) - [4- (2- t *f-iv-4 % ? V [ 1 , 2- 
a ] fc° y >-3-^r -f7 /^]-T S V 

(2-7;utn-7x^)-ft!)i/7?:ffflL, 

[0197] 1H-NMR (CDC 13) 6 : 8. 93 (dd 1H, J=0. 8H 
z, 6.8Hz), 8.14 (dt 1H, J=l. 4Hz, 8. 4Hz), 7.57 (d, 1 
H, J=8.9Hz), 7.43 (brs, 1H), 7.24-7.12 (m, 4H), 7. 
06-6.98 (m, 1H), 6.81 (dt, 1H, J=l. 4Hz, 8.4Hz), 6. 
74 (s, 1H), 2.64 (s, 3H) ; 
MS (APCI, m/z): 325 (M+H)+; 
HPLC (N) : Rt = 4. 7 min. 

mmm 3 1 > 

(2, 6->^^vw [4- (2-^ fvu-r ^ 2- 

a]t°y TV— )V-2— (M-T 5 V 

[0198] 1H-NMR (CDC13) 8 : 8. 99 (d 1H, J=7. OH 
z), 7.57 (d, 1H, J=9.2Hz), 7.34-7.16 (m, 4H), 6.82 

(t, 1H, J=7.0Hz), 6.64 (brs, 1H), 6.51 (s, 1H), 
2.73 (q, 4H, J=7.6Hz), 2.62 (s, 3H), 1.24(t, 6H, J= 
7. 6Hz) ; 

MS (APCI, m/z): 363 (M+H)+; 
HPLC (N) : Rt = 3.7 min. 

mmm 3 2 ) 

(2, 6->>7< fyV-7x^;V)-[4-(2-^ f-A^J $ *V[1, 2- 

[0199] 1H-NMR (CDC 13) 6 : 8. 97 (d 1H, J=7. OH 
z), 7.54 (d, 1H, J=8.9Hz), 7.24-7.14 (m, 4H), 6.80 

(dt, 1H, J=l. 1Hz, 6.5Hz), 6.71 (brs, 1H), 6.52 (s, 

1H),2.61 (s, 3H), 2.36 (s, 6H) ; 
MS (APCI, m/z): 335 (M+H) + ; 
HPLC (N): Rt = 4.0 min. 

mmm 3 3 > 

(4-tert-^^-^ x. ^^)-[4-(2-^ ^ #V [1, 2 

- a ] t° y z?y-3-4 )V) r v—;v-2-4 M - r ^ > 

(4-tert-^^-7 a n/V) -^^ ^ 1/7 $r^ffi L, US 

[0 2 0 0] 1H-NMR (CDC13) 5 :8.94 (d 1H, J=7. OH 
z), 7.55 (d, 1H, J=9.2Hz), 7.42-7.32 (m, 5H), 7.18 

(dt, 1H, J=l. 1Hz, 6.8Hz), 6.80 (dt, 1H, J=l. 4Hz, 
7.0Hz), 6. 55 (s, 1H), 2.63 (s, 3H), 1.34 (s, 9H) ; 
MS (APCI, m/z) 363 (M+H)+; 
HPLC (N): Rt = 4.6 min. 

(^JS^J3 4) 

4- [4- (2- * 3vW--f ^ [ 1 , 2- a ] \f V V >-3— f /U) 
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[0 2 0 1] 1H-NMR (CDC 13) 6 : 8.94 (d 1H, J=7. OH 

z), 8.05 (d 2H, J=8.6Hz), 7.98 (brs, 1H), 7.65 (d, 

5H, J=8.9Hz), 7.55 (d 2H, J=8.6Hz), 7.29-7.26 (m, 

1H),6.87 (t, 1H, J=6.5Hz), 6.79 (s, 1H), 3.91(s, 

3H), 2.65 (s, 3H); 

MS (APCI, m/z): 365 (M+H) + ; 

HPLC (N): Rt = 2.5 min. 

mmm 3 5 ) 

y 

(3-^ n n-4-y;^n-y ain/^)-^-^-^ i//^ 

[0 2 0 2] 1H-NMR (DMS0-d6) 6 : 10.65 (s, 1H), 8. 
92 (d, 1H, J=7.0Hz), 8.17 (d, 1H, J=6.5Hz), 7.57 
(d, 1H, J=8.6Hz), 7.42-7.39 (m, 2H), 7.30 (t, 1H, 
J=6.8Hz), 7.17 (s, 1H), 6.97 (t, 1H, J=7.0Hz), 2.5 
4 (s, 3H); 

MS (APCI, m/z): 359 (M+H)+, 361 (M+H) + ; 
HPLC (N): Rt = 5.5 min. 
mm 3 6 ) 

(3, 4-^^f/W7x^;V)-[4-(2-> S *V[1. 2- 

a] t°y ^-3-f As)-f-T % S— ;v-2-4M-t S y 

(3, 4- ^ 7 * ^) !? u r Srfltffl U 
lfcn«fc:RJ6«rfrV\ *l5<fc£W«r»fc 0 

[0 2 0 3] 1H-NMR (DMS0-d6) 6 : 10.24 (s, 1H), 9. 
03 (d, 1H, J=7.0Hz), 7.56 (d, 1H, J=8. 1Hz), 7.54 
(s, 1H), 7.31-7.25 (m, 2H), 7.08 (d, 1H, J=8.6Hz), 

7.04(s, 1H), 6.97 (t, 1H, J=7.6Hz), 2.54 (s, 3H), 

2.22 (s, 3H), 2.18 (s, 3H) ; 
MS (APCI, m/z): 335 (M+H)+; 
HPLC (N): Rt = 5.6 min. 
3 7 ) 

(4-^ xx D-7x^)-[4-(2-^ % *V[1, 2- a] 

try s^v-w n^-^r a^-^/H-t ^ v 

[0 2 04] m. p. 192-195^ (dec. ) ; 
1H-NMR (DMS0-d6)6: 10.57 (s, 1H), 8.87 (d, 1H, J 
=7.0Hz), 7.68 (d, 2H, J=8.9Hz), 7.55 (d, 1H, J=8.9 
Hz), 7.38 (d, 2H, J=8.9Hz), 7.31-7.25 (m, 1H), 7.14 

(s, 1H), 7.00-6.96 (m, 1H), 2. 53 (s, 3H) ; 
MS (APCI, m/z): 341 (M+H)+, 343 (M+H) + ; 
HPLC (N): Rt = 5.5 min. 

mmm 3 s ) 

/ [1, 2- a ] tr y i?y-3-4 /u) -^r v-/t-2— r n^-r s 



y 

(3- 7 Ao* n -4- 7« fyW- 7x-^)-f^^l/r (#%#J 4 

[0 2 0 5] 1H-NMR (DMS0-d6) 6 : 10.56 (s, 1H), 8. 
90 (d, 1H, J=7.8Hz), 7.66 (d, 1H, J=13.8Hz), 7.55 
(d, 1H, J=7.8Hz), 7.32-7.21 (m, 3H), 7.13 (s, 1H), 

6.96 (t, 1H, J=6.5Hz), 2.53 (s, 3H), 2.17 (s, 3H) ; 
MS (APCI, m/z): 339 (M+H) + ; 
HPLC (N) : Rt = 5. 5 min. 

mmms 9) 

l-[4-[4-(2-7^/W ^ y*S[l, 2-a] try ity-Z-J/V) 
(4 -Ttf ^-7*^) - f 1/7 (#%#J4 7) 

[0 2 0 6] m.p. 143t: (dec. ) ; 
1H-NMR (DMS0-d6) 6 : 10.90 (s, 1H), 8.89 (d, 1H, J 
=7.0Hz), 7.97 (d, 2H, J=8.6Hz), 7.77 (d, 2H, J=8. 6 
Hz), 7.57 (d, 1H, J=8.4Hz), 7.33-7.28 (m, 1H), 7.24 
(s, 1H), 7.02-6.98 (m, 1H), 2.55 (s, 3H), 2.50 (s, 

3H);MS (APCI, m/z): 349 (M+H) + ; 
HPLC (N) : Rt = 6. 3 min. 

(1IW4 0) 

(4-7/\s* u-y ^ - [4- (2-^ *f*)V-4 % ^^[1,2- 
(4-7/Utn-7x^)-ft!)l/7Ml, HftW 1 

[0 2 0 7] 1H-NMR (DMS0-d6) 6 : 10.44 (s, 1H), 8. 
89 (d, 1H, J=7.0Hz), 7.69-7.64 (m, 2H), 7.54 (d, 1 
H, J=8. 1Hz), 7.28 (t, 1H, J=6.8Hz), 7.19 (t, 2H, J 
=8.4Hz), 7.09 (s, 1H), 6.97 (t, 1H, J=6.8Hz), 2.53 

(s, 3H); MS (APCI, m/z): 325 (M+H)+; 
HPLC (N): Rt = 5.7 min. 

OHM 4 l) 

[4-(2-^fw ^ 2-a] try s^-3--r /u)-rr 

;v-2-4;V]-(a-* ^;v- f ]) i?y-2-4M-T $ y 
(4-^;wk t Uv?m/i')-ft^7M L> m 
mmi fcW«IKKJ«trfTV\ «Bfls**«»fe. 

[0 2 0 8] 1H-NMR (DMS0-d6) 6 : 11.42 (s, 1H), 9. 
13 (d, 1H, J=6.8Hz), 8.21 (d, 1H, J=4.9Hz), 7.54 
(d, 1H, J=8.9Hz), 7.27 (t, 1H, J=7.8Hz), 7.17 (s, 
1H),6.96 (t, 1H, J=6.8Hz), 6.92 (s, 1H), 6.81 (d, 
1H, J=5.4Hz), 2.54 (s, 3H), 2.31 (s, 3H) ; 
MS (APCI, m/z): 322 (M+H) + ; 
HPLC (N): Rt = 5.9 min. 

(mmm 4 2 ) 

[4-(2-y ?vi~f ^ #vw % 2-a] tr y ^v-s-Y/^-^r 

yw2-Y/i^]-(5-^ f/wt°y ^v-2-^/w)-r ^ y 
(s-t^/v-vyity^-JM-tttyr (##0!14 
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4) tttflju mmmitmmcfrfc&ft^ mmit^ 

[0 2 0 9] 1H-NMR (DMS0-d6) 6 : 11.39 (s, 1H), 9. 

13 (d, 1H, J=6.8Hz), 8.18 (s, 1H), 7.60-7.52 (m, 2 
H), 7.27 (t, 1H, J=7.6Hz), 7.15 (s, 1H), 7.04 (d, 
lH,J=8.6Hz), 6.94 (t, 1H, J=6.8Hz) > 2.54 (s, 3H), 
2.25 (s, 3H); 

MS (APCI, m/z): 322 (M+H)+, 
HPLC (N) ; Rt = 5. 8 min. 
4 3 ) 

(5-^ n n-t°y i^-2-></W)-[4-(2-^/W ^ ?V 
[1,2- a] try *J>-Z->( M-tf-TV—tV-l-' <M-T\ V 

[0 2 10] 1H-NMR (DMS0-d6) 6 : 11.69 (s, 1H), 9. 
11 (d, 1H, J=7.0Hz), 8.39 (d, 1H, J=2.4Hz), 7.85 
(dd, 1H, J=2.7Hz, 8.9Hz), 7.54 (d, 1H, J=8.9Hz), 
7.29 (d, 1H, J=7.8Hz), 7.24 (s, 1H), 7.15 (d, 1H, 
J=8.6Hz), 6.95(t, 1H, J=6.8Hz), 2.54 (s, 3H) ; 
MS (APCI, m/z): 342 (M+H)+, 344 (M+H) + ; 
HPLC (N): Rt = 5. 2 min. 

(gttffl 4 4 ) 

(6-> V ]) ^V-3--T^)-[4-(2-^ ^ tfV 

[i, 2- a ] tr y ^ v-3-^r m-*t v—zv-i-j ;v\-r ^ v 

3) SrttfflU Xlkffli kBWfcR««rm\ ^iHIt:^ 

[0 2 1 1 ] m.p. 185-187t:; 

1H-NMR (DMSO-d6)6: 10.34 (s, 1H), 8.87 (d, 1H, J 
=7.0Hz), 8.46 (d, 1H, J=3.0Hz), 7.99 (dd, 1H, J=3. 
0Hz, 8.9Hz), 7.54 (d, 1H, J=8.6Hz), 7.30-7.24 (m, 
1H), 7.07 (s, 1H), 6.98-6.93 (m, 1H), 6.84 (d, 1H, 
J=8.9Hz), 3.82 (s, 3H) f 2.51 (s, 3H) ; 
MS (APCI, m/z): 338 (M+H) + ; 
HPLC (N); Rt = 5.3 min. 

mmm 4 5 ) 

[4- (2- * % y / [ 1 , 2- a ] \f y ^-3--r m r 
(tfy^y-2-^/u) -^^ursrffifflu mrnmit 

[0 2 12] 1H-NMR (DMS0-d6) 6 : 11.51 (s, 1H), 9. 

14 (d, 1H, J=7.0Hz), 8.35 (d, 1H, J=4.3Hz), 7.74 
(t, 1H, J=6.8Hz), 7.53 (d, 1H, J=9.2Hz), 7.28 (d, 
1H, J=9.2Hz), 7.19 (s, 1H), 7.12 (d, 1H, J=8. 1Hz), 

6.99-6.93 (m, 2H), 2.54 (s, 3H) ; 
MS (APCI, m/z): 308 (M+H) + ; 
HPLC (N): Rt = 5.9 min. 

mmm 4 e ) 

[4-(2-^ ^-/w-y ^ y^Li, 2- a ] tr y $^-3-^)-^r 

/V-2-^yw]-t° y ^ y 



(fy^V-3-^^) -ft!)U7MU SMfc«l 

[0 2 13] 1H-NMR (DMS0-d6) 6 : 10.65 (s, 1H), 8. 
86 (d, 1H, J=7.0Hz), 8.81 (d, 1H, J=2.4Hz), 8.18 
(d, 1H, J=4.6Hz), 8.15 (d, 1H, J=2.4Hz), 7.55 (d, 
1H, J=8.9Hz), 7.36 (dd, 1H, J=4. 9Hz, 8.4Hz), 7.29 
(t, 1H, J=6.8Hz), 7.18 (s, 1H), 6.97 (t, 1H, J=7. OH 
z), 2.53 (s, 3H); 
MS (APCI, m/z): 308 (M+H)+; 
HPLC (N): Rt = 5.3 min. 

(MM® 4 7) 

)V) - [4- (2-^ %w 

[i, 2- a ] tf y v-3— r /w) -^r /^]-r ^ > 

(HPn-t 6 'J ^^-3-^/W)-^^^U-T(##W)4 6) 

[0 2 14] 1H-NMR (DMSO-d6)6: 10.81 (s, 1H), 8. 
81 (d, 1H, J=7.0Hz), 8.70 (d, 1H, J=2.7Hz), 8.17 
(dd, 1H, J=3.0Hz, 8.9Hz), 7.56 (d, 1H, J=8.9Hz), 
7.49 (d, 1H, J=8.6Hz), 7.29 (t, 1H, J=6.8Hz), 7.22 

(s, 1H), 6.98 (t, 1H, J=7.0Hz), 2.52 (s, 3H) ; 
MS (APCI, m/z): 342 (M+H)+, 344 (M+H)+; 
HPLC (N): Rt = 5. 1 min. 

(%ttfl|4 8) 

l-[4-[4-(2, 5, 7-h y ^/[l,2-a]^y Z?> 

7 <Dfc£*&tf ( 4 - T -fe f7W- 7 a: ^^) - ^ 

^7 (#%«SJ4 7) Srtt/BU JtdkM 1 fc PJ«i-KJS 

[0 2 15] 1H-NMR (CDC 13) 6 : 7.96-7.93 (m, 1H), 
7.95 (d, 2H, J=8.9Hz), 7.45 (d,2H, J=8.9Hz), 7.21 
(brs, 1H), 6.80 (s 1H), 6.35 (brs, 1H), 2.57 (s, 3 
H),2.37 (s, 3H), 2.36 (s, 3H), 2.35 (s, 3H) ; 
MS (APCI, m/z): 377 (M+H)+; 
HPLC (N): Rt = 9.3 min. 

(MMM 4 9 ) 

p- h y A- [4- (2, 5, 7- h y ^ ^ #9 [1, 2- a ] f 5 

[0 2 16] 1H-NMR (CDC13) 6 : 7.20-7.09 (m, 6H), 
6.62(s 1H), 6.30 (brs, 1H), 2.37(s, 3H), 2.35 (s, 
3H),2.33 (s, 3H); 
MS (APCI, m/z): 349 (M+H)+; 
HPLC (N): Rt = 9. 1 min. 

(^IW5 0) 

(4- h y 7;V*v * f/W7 ^^/l^)-[4-(2, 5, 7- H y ^ 

$ [i, 2-a ] tr y v-3->r ^) -^r 



^)-ft^7 (##M2) SrfcflU ^Jfe^ll^ 

[0217] 1H-NMR (CDC13+ DMS0-d6) 6 : 7. 72 (brs, 
1H), 7.50 (d, 2H, J=8.4Hz), 7.33 (d, 2H, J=8. 4H 

z), 7.19 (s, 1H), 6.71 (s 1H), 6.34 (s, 1H), 2.42 

(s, 3H), 2.38 (s. 3H), 2.36 (s, 3H) ; 

MS (APCI, m/z): 403 (M+H) + ; 

HPLC (N): Rt = 10.0 min. 

mmm 5 1 ) 

[4-(2,8-i^?vW ^ ^[i,2-o]tr y V-y-z-Jiv)- 
71-7 (#%0»J3) SHJUBU Jttm&NttfcKft* 

[0 2 18] 1H-NMR (CDC13+ DMS0-d6) 6 : 9. 11 (s, 1 
H), 8.84 (d, 1H, J=7.0Hz), 7.53(d, 2H, J=8.9Hz), 
6.99(d, 1H, J=6.8Hz), 6.89 (d, 2H, J=8.9Hz), 6.75 
(t, 1H, J=6.8Hz), 6.59 (s, 1H), 3.81 (s, 3H), 2.65 
(s, 3H), 2.62 (s, 3H); 
MS (APCI, m/z) 351 (M+H) + ; 
HPLC (N): Rt = 6. 1 min. 

mmm 5 2 ) 

i-[4-[4-(2, ^/W ^ [1, 2- a ] try t»-3- 

*W (##0H4 7) SrtefliU Jttfcfll 1 £ MtKKft 

[0219] 1H-NMR (CDC13+ DMS0-d6) 6 : 10. 01 (s, 
1H), 8.80 (d, 1H, J=7.3Hz), 7.94(d, 2H, J=8.9Hz), 
7.74(d, 2H, J=8.9Hz), 7.37-7.34 (ra, 1H), 7.04-7.02 

(m, 1H), 6.77-6.73 (m, 1H) 2.66 (s, 3H), 2.64(s, 
3H), 2.57 (s, 3H);MS (APCI, m/z): 363 (M+H)+; 
HPLC (N): Rt = 5.9 min. 

mmm 5 3 > 

[4-(2, s-i^^vW $y*sii. 2- a] try ^-3->r /»- 

fr/-/w2-^ a]- p - h y /wr ^ y 

^^Jio^fei^p-hy^-^^ur OK^b 

[0 2 2 0] 1H-NMR (DMS0-d6) 6 : 10.28 (s, 1H), 8. 
79 (d, 1H, J=6.5Hz), 7.52 (d, 2H, J=8.4Hz), 7.14 
(d, 2H, J=8.4Hz), 7.09 (d, 1H, J=5.7Hz), 7.03 (s, 
1H),6.86 (t, 1H, J=7.3Hz), 2.53 (s, 3H), 2.50 (s, 
3H), 2.26 (s, 3H); 
MS (APCI, m/z): 335 (M+H) + ; 
HPLC (N): Rt = 5.4 min. 
5 4 ) 

4- [4- (2, 8-*S* ?7l~f ^ #V [1, 2- a] fcT V V>-3-J 



A 

a (##^4 9) smsmju sas«i tHa^K^srtr 

[0 2 2 1 ] 1H-NMR (DMS0-d6) 6 : 10.85 (s, 1H), 8. 
74 (d, 1H, J=6.5Hz), 7.94 (d, 2H, J=8.6Hz), 7.76 
(d, 2H, J=8.6Hz), 7.21 (s, 1H), 7.10 (d, 1H, J=6. 8 
Hz), 6. 91 (t, 1H, J=6.8Hz), 4.27 (q, 2H, J=7.0Hz), 
2.55 (s, 3H), 2.50 (s, 3H), 1.31 (t, 3H, J=7. 0Hz) ; 
MS (APCI, m/z): 393 (M+H) + ; 
HPLC (N): Rt = 4.8 min. 

mmm 5 5 ) 

[4-(2, 8--^^ ^ ^va, 2- a ] tf y A)- 

f7y-;i/-2-^;v]-(6-^ h*i/-try v?>--3-^A)-T 
fcWH»fcfi«trm\ *Efl2£*«:#fc. 

[0 2 2 2] 1H-NMR (DMS0-d6) 6 : 10.30 (s, 1H), 8. 
72 (d, 1H, J=7.3Hz), 8.46 (d, 1H, J=2.4Hz), 7.98 
(dd, 1H, J=2.4Hz, 8.6Hz), 7.08 (d, 1H, J=5.7Hz), 
7.05 (s, 1H), 6.86 (t, 1H, J=7.3Hz), 6.86 (s, 1H), 

3.82 (s, 3H), 2.52 (s, 3H),2.09 (s, 3H) ; 
MS (APCI, m/z): 352 (M+H) + ; 
HPLC (N): Rt = 5.3 min. 

(Mmm 5 6) [4-(2,8-$^^A->f5^/[l > 2-a]tf 

y f A)-^T V— /W2--T A]-(4- h y y;v*u 

* ^-7x^u) -r ^ v&nm 1 Of ta*Xtf < 4 - h 

!)7;^n^f^-7i^)-ft^l/7 (#%#J 

[0 2 2 3] 1H-NMR (DMS0~d6) 6 : 10.84 (s, 1H), 8. 
71 (d, 1H, J=7.0Hz), 7.84 (d, 2H, J=8.4Hz), 7.69 
(d, 2H, J=8.4Hz), 7.21 (s, 1H), 7.10 (d, 1H, J=7. 3 
Hz), 6. 90 (t, 1H, J=7. 3Hz), 2.54 (s, 3H), 2.50 (s, 
3H); 

MS (APCI, m/z) : 389 (M+H) + ; 
HPLC (N): Rt = 4.8 min. 

mmm 5 7 ) 

[4- (2, 6-^ 3vV-*f * ?V [1, 2- a ] V y *J y-3-T A) - 
^T^-/W2-^/U]-(4-^ h^-7i^V)-7^V 

* i^T (#%#J 3 ) U *ft#J 1 t ra«*ciSJc£Sr 

[0 2 2 4] 1H-NMR (DMS0-d6) 6 : 10. 17 (s, 1H), 8. 
86 (s, 1H), 7.57 (d, 2H, J=8.6Hz), 7.45 (d, 1H, J= 
9.5Hz), 7.13 (d, 1H, J=10.5Hz), 6.98 (s, 1H), 6.94 

(d,2H, J=8.6Hz), 3.73 (s, 3H), 2.50 (s, 3H), 2.31 

(s, 3H); 
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MS (APCI, m/z): 351 (M+H) + ; 
HPLC (N): Rt = 7.3 min. 

mmm 5 s ) 

l-[4-[4-(2, 6-^7* % yV[l t 2-a ] ]) v?>-3- 

[0 2 2 5] m. p. 164-169^; 
1H-NMR (DMSO-d6)6: 10.88 (s, 1H), 8.79 (s, 1H), 
7.96 (d, 2H, J=8.6Hz), 7.78 (d, 2H, J=8.6Hz), 7.46 

(d, 1H, J=9.2Hz), 7.21 (s, 1H), 7.15 (d, 1H, J=9. 2 
Hz), 2.52 (s, 3H), 2.50 (s, 3H), 2.33 (s, 3H) ; 
MS (APCI, m/z): 363 (M+H)+; 
HPLC (N): Rt = 6.5 min. 

mmm 5 9 ) 

[4- (2, 6- *J * ^ ? V [ 1, 2- a ] ]) v> V-3--f A-) - 

[0 2 2 6] 1H-NMR (DMS0-d6) 6 : 10.29 (s, 1H), 8. 
88 (s, 1H), 7.55 (d, 2H, J=8. 1Hz), 7.45 (d, 1H, J= 
8.9Hz), 7.15 (d, 3H, J=8. 1Hz), 7.03 (s, 1H), 2.50 
(s,3H), 2.32 (s, 3H), 2.27 (s, 3H) ; 
MS (APCI, m/z): 335 (M+H)+; 
HPLC (N): Rt = 6. 1 min. 

mmm e o ) 

4- [4- (2, 6-v^ ^yW-Y ^ tfV [1, 2- a ] fcT ]) i/>-3-J 
;v 

/i- (##^J4 9) SrfltfflU «t«liia*^KlS«:ff 

[0 2 2 7] 1H-NMR (DMS0-d6) 6 : 10.86 (s, 1H), 8. 
79 (s, 1H), 7.94 (d, 2H, J=8.6Hz), 7.78 (d, 2H, J= 
8.6Hz), 7.47 (d, 1H, J=8.9Hz), 7.21 (s, 1H), 7.16 
(d, 1H, J=8.6Hz), 4.28 (q, 2H, J=7.0Hz), 2.52 (s, 3 
H), 2.32 (s, 3H), 1.31 (t, 3H, J=7.0Hz); 
MS (APCI, m/z): 393 (M+H)+; 
HPLC (N): Rt = 5. 7 min. 

mmm e 1 > 

[4- (2, 6-^ ?VU->f S 4f*S[l, 2- a ] tf y SJy-WA')- 

^;v)-ft->i/r (###14 3) SrttfflU 

[0 2 2 8] 1H-NMR (DMS0-d6) 6 : 10.30 (s, 1H), 8. 
81 (s, 1H), 8.47 (d, 1H, J=2.7Hz), 8.02 (dd, 1H, J 



=2. 7Hz, 8.9Hz), 7.45 (d, 1H, J=9.2Hz), 7.13 (d, 1 
H, J=9.2Hz), 7.04 (s, 1H), 6.85 (d, 1H, J=8.9Hz), 
3.83 (s, 3H), 2.50 (s, 3H),2.30 (s, 3H) ; 
MS (APCI, m/z): 352 (M+H)+ ; 
HPLC (N) : Rt = 6.2 min. 

(mmm e 2 ) 

[4- (2, *yl~f ^ 9 V [1, 2- a ] fc 9 y i? V-3-Y ^) - 

/W2-- f /!/]- (4- h y f/W7x^) 

###J 5 <D{t&®RTfi ( 4 - h y ^fyl/-7x 
-;u)-ft!?i/7 (##01 2) SHSWBU 
Stl«fcRj£:«:fTV\ 3MBffc&W«:»fc. 
[0 2 2 9] 1H-NMR (DMS0-d6) 6 : 10.85 (s, 1H), 8. 
76 (s, 1H), 7.86 (d, 2H, J=8.4Hz), 7.69 (d, 2H, J= 
8.4Hz), 7.48 (d, 1H, J=9.2Hz), 7.21 (s, 1H), 7.16 
(d, 1H, J=9.7Hz), 2.52 (s, 3H), 2.32 (s, 3H) ; 
MS (APCI, m/z): 389 (M+H)+ ; 
HPLC (N): Rt = 5.3 min. 

mmm e 3 > 

[4- (2, ?vW S ^V[l, 2-a] tT y ^V-3-^/W)- 

;\»] - (4- F^-7x^)-r-;y 

(##M3) srffi/au mmwi trnmicRfc* 

[0 2 3 0] 1H-NMR (DMSO-d6) 6 : 10. 16 (s, 1H), 8. 
85 (d, 1H, J=7.3Hz), 7.54 (d, 2H, J=8.4Hz), 7.31 
(s, 1H), 6.95 (s, 1H), 6.93 (d, 2H, J=8.4Hz), 6.82 

(d, 1H, J=6.8Hz), 3.24 (s,- 3H), 2.50 (s, 3H), 2,37 

(s, 3H); 
MS (APCI, m/z): 351 (M+H) + ; 
HPLC (N): Rt = 9. 1 min. 

(mmm 6 4 ) 

l-[4-[4-(2, 7-i;^;H ^*V[1, 2-a]t°!)^-3- 

###J 6 (Dit&fyRx* ( 4 - r -fe y x ^/W - 

(##^IJ4 7) ^ftfflL, HffiCT 1 £ 

[0 2 3 1 ] 1H-NMR (DMS0-d6) 6 : 10.86 (s, 1H), 8. 
80 (d, 1H, J=7.6Hz), 7.97 (d, 2H, J=6.2Hz), 7.76 
(d, 2H, J=6.2Hz), 7.34 (s, 1H), 7.17 (d, 1H, J=2. 4 
Hz), 6. 87 (d, 1H, J=7. 0Hz), 2.56 (s, 3H), 2.51 (s, 
3H), 2.34 (s, 3H); 
MS (APCI, m/z): 363 (M+H)+; 
HPLC (N): Rt = 7.2 min. 

mum e 5 ) 

[4- (2, 7-v^ ^/W 5 ?V [1, 2-a] tf y ^V-3--f/V)- 

{ m-p- v y ^-r ^ v 
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[0 2 3 2] 1H-NMR (DMS0-d6) 5 : 10.27 (s, 1H), 8. 
85 (d, 1H, J=7.0Hz), 7.52 (d, 2H, J=8.6Hz), 7.31 
(s, 1H), 7.15 (d, 2H, J=8.6Hz), 6.99 (s, 1H), 6.82 

(d, 1H, J=7.0Hz), 2.50 (s, 3H), 2.38 (s, 3H), 2.26 

(s, 3H); 
MS (APCI, m/z): 335 (M+H) + ; 
HPLC (N): Rt = 6.6 min. 

mmm e e ) 

4- [4- (2, * 2- a ] fc? 5 V 

mm e <DH&toA&4 w k-ssw*:^ 

[0 2 3 3] 1H-NMR (DMS0-d6) 6 : 10.84 (s, 1H), 8. 
79 (d, 1H, J=7.0Hz), 7.94 (d, 2H, J=8.9Hz), 7.76 
(d, 2H, J=8.9Hz), 7.33 (s, 1H), 7.16 (s, 1H), 6.86 

(d, 1H, J=7.3Hz), 4.28 (q, 2H, J=7.3Hz), 2.50 (s, 
3H), 2.38 (s, 3H), 1.31 (t, 3H, J=7. 3Hz) ; 
MS (APCI, m/z): 393 (M+H) + ; 
HPLC (N): Rt = 6.5 min. 

mmm e i ) 

[4-(2, * *V[l,2-a]fc>y S^-3--f 

tra«^RJSSrtTV\ «EflA4h*r*fc. 

[0 2 3 4] 1H-NMR (DMS0-d6) 6 : 10.29 (s, 1H), 8. 

76 (d, 1H, J=7.3Hz), 8.46 (d, 1H, J=3.0Hz), 7.98 
(dd, 1H, J=3.0Hz, 8.9Hz), 7.31 (s, 1H), 7.01 (s, 1 
H), 6.85 (d, 1H, J=8.9Hz), 6.80 (s, 1H), 3.42 (s, 
3H), 2.49 (s, 3H), 2.37 (s, 3H) ; 

MS (APCI, m/z): 352 (M+H)+; 
HPLC (N): Rt = 6. 1 min. 

mmm e s ) 

[4- (2, 7-i?t 5vW * ^/[l,2-o] tf }) W-Z-<i)V)- 

mm 6 <Dfc&%>RT$(4 - h y 7/U*n ^ ?vl/- 7 * 
-ft^i/T (###J 2 ) U 3l*#J 1 £ 

[0 2 3 5] 1H-NMR (DMSO-d6) 6 : 10.82 (s, 1H), 8. 

77 (d, 1H, J=7.3Hz), 7.84 (d, 2H, J=8.9Hz), 7.69 
(d, 2H, J=8.9Hz), 7.32 (s, 1H), 7.16 (s, 1H), 6.85 

(d, 1H, J=6.8Hz), 2.50 (s, 3H), 2.38 (s, 3H) ; 
MS (APCI, m/z): 389 (M+H) + ; 
HPLC (N): Rt = 5.6 min. 

mmm e 9 > 

(4- * h^e/-7x^)-[5-^ ?VW4- (2- ^ *7i~f S ^ 



(#%0J3) SrttfflU tn«fcRJS«r 

[0 2 3 6] 1H-NMR (DMS0-d6) 6 : 9.99 (s, 1H), 8.2 
0 (d, 1H, J=6.8Hz), 7.54-7.53 (m, 1H), 7.49 (d, 2 
H, J=8.9Hz), 7.25 (t, 1H, J=8. 1Hz), 6.91-6.84 (m, 
1H),6.85 (d, 2H, J=8.9Hz), 3.68 (s, 3H), 2.30 (s, 
3H), 2.18 (s, 3H); 
MS (APCI, m/z): 351 (M+H)+; 
HPLC (N); Rt = 6.5 min. 

mnm7 o) 

l-[4-[5-^ ^yW4-(2-y * #V [1, 2- a ] If U S> 

^-3-^r /v) -f-r >u-2->f /vr ^ y ] - 7 * ~m * 
*w (mm 4 7) *«mu 1 fc ra«^s«? 

[0 2 3 7] 1H-NMR (DMS0-d6) 6 : 10.69 (s, 1H), 8. 
20 (d, 1H, J=6.8Hz), 7.89 (d, 2H, J=8.4Hz), 7.68 
(d, 2H, J=8.4Hz), 7.54 (d, 2H, J=8.9Hz), 7.28 (t, 
1H, J=8.4Hz), 6.93-6.91 (m, 1H), 2.49 (s, 3H), 2.3 
2 (s, 3H), 2.24 (s, 3H) ; 
MS (APCI, m/z): 363 (M+H)+; 
HPLC (N): Rt = 7.2 min. 

mmm i \ ) 

[5-^ ^-4-(2-^ 3vl~< ^ *V[1, 2-a] t° y v>>-~3- 

^/v)-fry-/v-2->r/i/]-p- h y /wr ^ v 

[0 2 3 8] 1H-NMR (DMS0-d6) 6 : 10.10 (s, 1H), 8. 
20 (d, 1H, J=7.0Hz), 7.54 (d, 1H, J=8.9Hz), 7.46 
(d, 2H, J=8.6Hz), 7.27 (t, 1H, J=6.8Hz), 7.06 (d, 
2H, J=8.6Hz), 6.90 (t, 1H, J=6.8Hz), 2.32 (s, 3H), 

2.22 (s, 3H), 2.20 (s, 3H) ; 
MS (APCI, m/z): 335 (M+H)+; 
HPLC (N): Rt = 5. 7 min. 

mmm 7 2) 

4-[5-^ 3vW4-(2-^ ^/V-J % ?V [1, 2- a ] y 

[0 2 3 9] 1H-NMR (DMS0-d6) 6 : 10.67 (s, 1H), 8. 
20 (d, 1H, J=6.5Hz), 7.86 (d, 2H, J=7.0Hz), 7.68 
(d, 2H, J=7.0Hz), 7.54 (d, 1H, J=8.6Hz), 7.27 (t, 
1H, J=7.6Hz), 6.91 (t, 1H, J=6.5Hz), 4.24 (q, 2H, 
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J=7.3Hz), 2.31 (s, 3H), 2.24 (s, 3H), 1.28 (t, 3H, 
J=7. 3Hz) ; 

MS (APCI, m/z): 393 (M+H) + ; 
HPLC (N): Rt = 5.8 min. 

mmm 1 3 ) 

(6- ^ V* >- tf ]) V M - [5- * (2- y 

-4 s*V[i,2-a] t°y ^y^/W-fry-^^ 

[0 2 4 0] 1H-NMR (DMS0-d6) 6 : 10. 14 (s, 1H), 8. 
42 (s, 1H), 8.21 (d, 2H, J=6.8Hz), 7.92 (dd, 1H, J 
=2.2Hz, 8.4Hz), 7.54 (d, 1H, J=8.6Hz), 7.27 (t, 1 
H, J=8.1Hz), 6.91 (t, 1H, J=6.8Hz), 6.77 (d, 1H, J 
=8.4Hz), 3.78 (s, 3H), 2.31(s, 3H), 2.20 (s, 3H) ; 
MS (APCI, m/z): 352 (M+H) + ; 
HPLC (N): Rt = 5.5 min. 

mmm 7 4 ) 

[5-^/V-4-(2-^^W ^y[l,2-a]t°y i?y-3- 
9 (Dik&faRXf ( 4 - h y 7 tv* n * V * 

^v)-ft^r (#%«2) shjEjbu jmsmt 

[0 2 4 1] 1H-NMR (DMS0-d6)6: 10.65 (s, 1H), 8. 
18 (d, 1H, J=6.8Hz), 7.76 (d, 2H, J=8.9Hz), 7.60 
(d, 2H, J=8.9Hz), 7.53 (d, 1H, J=9. 2Hz), 7.27 (t, 
1H, J=5.4Hz), 6.90 (t, 1H, J=6. 8Hz), 2.31 (s, 3H), 

2.23 (s, 3H); 
MS (APCI, m/z): 389 (M+H) + ; 
HPLC (N) : Rt = 5.3 min. 

mm 1 5 ) 

(4-/ h^rv/-7a:=./U)-[4-(2-^^/W6-hy 

> 7/^-4 ^ ?v [1, 2- a ] t° y v^v-3— r /v) -f-r 

Wur (##0»J3) frttfflLXttttl fcHflHcKJfc* 

[0 2 4 2] 1H-NMR (DMS0-d6) 5 : 10.27 (s, 1H), 9. 
69 (s, 1H), 7.75 (d, 1H, J=8.9Hz), 7.56 (d, 2H, J= 
8.9Hz), 7.54-7.50 (m, 1H), 7.12 (s, 1H), 6.90 (d, 
2H,J=8.9Hz), 3.73 (s, 3H), 2.59 (s, 3H) ; 
MS (APCI, m/z): 405 (M+H) + ; 
HPLC (N): Rt = 3.8 min. 

mmm i e ) 

1- [4-[4-(2-> h y / ^/V-of * 

2- a ] tr y ^ V-3--T /w) -^r /u-2->f /VT ^ / ] -7 



*VUT (#%#J4 7) Sr«fflLSHIS«l fcBflHcRfc 

[0 2 4 3] 1H-NMR (DMSCH16) 6 : 10.95 (s, 1H), 9. 

64 (s, 1H), 7.93 (d, 2H, J=8. 1Hz), 7.95-7.90 (m, 1 
H,),7.77 (d, 2H, J=8. 1Hz), 7. 55 (d, 1H, J=9.5Hz), 
7.34(s, 1H), 2.61 (s, 3H), 2.50 (s, 3H) ; 

MS (APCI, m/z): 417 (M+H)+; 
HPLC (N): Rt = 4.2 min. 

mmm 7 1 ) 

[4- (2-^ ?VW6- h y 7;Utn^f;M ^ 2- a] 

cf]) i? ^-3->f V — A-2-^ M -p- h !);W7S 

1 1 ofk^jttxp - b y /w-^^ cms: 

[0 2 4 4] 1H-NMR (DMS0-d6) 8 : 10.10 (s, 1H), 8. 
21 (d, 1H, J=7.0Hz), 7.53 (d, 1H, J=8.9Hz), 7.46 
(d, 2H, J=8.6Hz), 7.27 (t, 1H, J=6.8Hz), 7.06 (d, 
2H, J=8.6Hz), 6.90 (t, 1H, J=6.8Hz), 2.32 (s, 3H), 

2.20 (s, 3H); 
MS (APCI, m/z): 389 (M+H)+; 
HPLC (N); Rt = 3.5 min. 

4- [4- (2-^ ^vw6- h y yfvisru * ?vW ^ 2- 

i i (Dit&mjkv a k-sss»x 

[0 24 5] 1H-NMR (DMS0-d6) 6 : 10.94 (s, 1H), 9. 

65 (s, 1H), 7.93 (d, 2H, J=8.4Hz), 7.77 (d, 2H, J= 
8.4Hz), 7.67 (d, 1H, J=7.8Hz), 7.54 (d, 1H, J=9. 7H 
z),7.33 (s, 1H), 4.29 (q, 2H, J=7.0Hz), 2.61 (s, 3 
H), 1.31 (t, 3H, J=7.0Hz); 

MS (APCI, m/z): 447 (M+H)+; 
HPLC (N): Rt = 3.9 min. 

GHKM 7 9 ) 

(6-^ b y v^-3-^f /^)-[4-(2-7 { ^/W6- h V 7 

,\,ir xx * *f-)\>-4 * try [i, 2- a ] t: 0 y ^ y-3-^r -^r 
yv-2-^/v]-r^ ^ 

->f;V)-ft?l/7 (##^4 3) ^ffifflL, Sffi^ 

[0 24 6] 1H-NMR (DMS0-d6) 6 : 10. 37 (s, 1H), 9. 
57 (s, 1H), 8.04 (dd, 1H, J=3. 0Hz, 8.4Hz), 7.75 
(d, 1H, J=9.2Hz), 7.50 (d, 1H, J=10.3Hz), 7.18 (s, 

1H),6.79 (d, 1H, J=8.9Hz), 3.83 (s, 3H), 2.58 (s, 

3H); 

MS (APCI, m/z): 406 (M+H)+; 
HPLC (N) : Rt = 3. 3 min. 
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mmm s o ) 

[4-(2-^ ?vl/-6- h y f/M ^ *V[1, 2-o] 

[0 2 4 7] 1H-NMR (DMS0-d6) 6 : 10.92 (s, 1H), 9. 
62 (s, 1H), 7.85 (d, 2H, J=8.4Hz), 7.79-7.52 (m, 4 
H), 7.33 (s, 1H), 2.60 (s, 3H) ; 
MS (APCI, m/z): 443 (M+H) + ; 
HPLC (N): Rt = 3.6 min. 

mmm s i ) 

[4- (6-* P ^ 4f*SLl t 2-a] ¥V v^-3- 

>f ;v) -^r y-/v-2-^r yu] - (4-* h * * -a-) -7 

t^r (##0J3) SMfcffiU **« 1 t R«HcK« 
«rfrv\ *Kffr&*M»fc. 
[0 2 4 8] n. p. 218-222^ (dec. ) ; 
1H-NMR (DMSO-d6)6: 10.22 (s, 1H), 9.29 (d, 1H, J 
=1.9Hz), 7.59 (d, 1H, J=9.7Hz), 7.54 (d, 2H, J=8. 6 
Hz), 7.32 (dd, 1H, J=l,9Hz, 9.5Hz), 7.06 (s, 1H), 
6.94 (d, 2H, J=8.6Hz), 3.74 (s, 3H), 2.55 (s, 3H) ; 
MS (APCI, m/z): 371 (M+H)+, 373 (M+H)+; 
HPLC (N) ; Rt = 4. 1 min. 

mmm 8 2) 

l-[4- [4- -2-* f;H ^ *V [1, 2- a ] tT }) i? 
###Jl 2(Df^!feM(4-7tf';V-7x^)-f 

a-s^r (##^j4 7) shswbu famitmk^R 

[0 2 4 9] m. p. 251-256^; 
1H-NMR (DMSO-d6)6: 10.92 (s, 1H), 9.20 (d, 1H, J 
=2. 2Hz), 7.97 (d, 2H, J=8.9Hz), 7.76 (d, 2H, J=8. 9 
Hz), 7.63 (d, 1H, J=9.5Hz), 7.35 (dd, lH,J=2.2Hz, 
9.7Hz), 7.29 (s, 1H), 2.56 (s, 3H), 2.50 (s, 3H) ; 
MS (APCI, m/z): 383 (M+H)+, 385 (M+H)+; 
HPLC (N): Rt = 4.4 min. 

GHKM 8 3 ) 

4- [4- (6-* a n-2-y S 2-a] try v^-3 

«fA- (#%#J4 9) fc«8U 3Ufi«l ^RI«^KJS:Sr 

[0 2 5 0] 1H-NMR (DMS0-d6) 6 : 10.91 (s, 1H), 9. 
20 (d, 1H, J=2.2Hz), 7.94 (d, 2H, J=8.6Hz), 7.77 
(d, 2H, J=8.6Hz), 7.62 (d, 1H, J=9.5Hz), 7.35 (dd, 



lH,J=2.2Hz, 9.5Hz), 7.29 (s, 1H), 4.28 (q, 1H, J= 
7.0Hz), 2.56 (s, 3H), 1. 31 (t, 3H, J=7. OHz) ; 
MS (APCI, m/z): 413 (M+H)+, 415 (M+H)+ ; 
HPLC (N): Rt = 4.2 min. 

mmm s a ) 

[4- (6-* nn-2-y fvW * ?V [1, 2-a] tf )) 

/w)-r^ y 

##Mi2oMW(6-^ h^i/-t°y^y-3 
->(;v)-ft!)i/r (##^J4 3) £H£fl!U Hffiffli 

[0 2 5 1] 1H-NMR (DMS0-d6) 6 : 10.34 (s, 1H), 9. 
18 (d, 1H, J=2.2Hz), 8.41 (d, 1H, , J=2. 7Hz) , 8.01 
(dd, 1H, J=2.7Hz, 8. 6Hz), 7.60 (d, 1H, J=9.5Hz), 
7.32 (dd, 1H, J=2.2Hz, 9.5Hz), 7.12 (s, 1H), 6.85 
(d, 1H, J=8.9Hz), 3.83 (s, 3H), 2.54 (s, 3H) ; 
MS (APCI, m/z): 372 (M+H)+, 374 (M+H)+; 
HPLC (N): Rt = 3.6 min. 

mmm s 5 > 

[4- (6-? uu-2-/ ?-/W * ?y [l, 2- a ] tT V i^^-3- 
1 2 ©{frg^ft&tf (4 -by 7/U*n ^ ^)\>-7 

[0 2 5 2] 1H-NMR (DMS0-d6) 6 : 10.89 (s, 1H), 9. 
17 (d, 1H, J=2.2Hz), 7.84 (d, 2H, J=8.6Hz), 7.68 
(d, 2H, J=8.6Hz), 7.62 (d, 1H, J=9.7Hz), 7.34 (dd, 

lH,J=2.2Hz, 9.7Hz), 7.29 (s, 1H), 2.56 (s, 3H) ; 
MS (APCI, m/z): 409 (M+H)+, 411 (M+H) + ; 
HPLC (N): Rt = 3.8 min. 

(SUM 8 6 ) 

[4- (6-^ n ^->f 5; £V [1,2- a] tf y 

1 2 Oft&VoRXfp vy (MM 

[0 2 5 3] 1H-NMR (DMS0-d6) 6 : 10.35 (s, 1H), 9. 
30 (d, 1H, J=2.2Hz), 7.60 (d, 2H, J=9.5Hz), 7.52 
(d, 2H, J=8.6Hz), 7.32 (dd, 1H, J=2. 2Hz, 9.5Hz), 
7.16 (d, 2H, J=8.6Hz), 7.10 (s, 1H), 2.55 (s, 3H), 

2.27 (s, 3H); 
MS (APCI, m/z): 355 (M+H)+, 357 (M+H) + ; 
HPLC (N): Rt = 3.6 min. 

(mmm s i ) 

(4- ^ h * v- y * - [4- (2- ^ ^ ^ ✓ [ 1 , 2- 

a ] b° y ^ V-3--f yV) -5-7 m n/V-^-T /U-2— T - 
##^J1 3©ftMl&t) t (4-^ h^rv^-7ai^yW)-^ 

isr^vr (##^J3) tftfflu SIMlffil l i IPBRKisaS 
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[0 2 5 41 1H-NMR (DMS0-d6) 6 : 10.27 (s, 1H), 8. 
26 (d, 1H, J=6.8Hz), 7.55-7.52 (m ( 4H), 7.29-7.13 
(m, 6H), 7.13-7.00 (m, 2H), 6.90-6.79 (m, 3H), 3.7 
1 (s, 3H), 2.50 (s, 3H); 
MS (APCI, m/z): 413 (M+H)+ ; 
HPLC (N): Rt = 5.8 min. 

mmm s s ) 

l-[4-[4-(2-*?7l"f ^ ^/[1,2-a] try ^y-3-^/V) 

3 ©{^fe^ ( 4 - 7 1 f ;V- 7 x - f 

[0 2 5 5] MS (APCI, m/z) : 425 (M+H)+, 
HPLC (N): Rt = 5.9 min. 

mmm s 9 ) 

[4- (2- * ^VlW ^ [1, 2- a ] fcT y ^V-3-Y/W)-5-7 

i-^fr /w-2->f ^]-p- h y ;wr ^ v 

[0 2 5 61 MS (APCI, m/z) : 397 (M+H) + ; 
HPLC (N): Rt = 5.0 min. 

mmm 9 0 ) 

4- [4- (2- * <3vW>f $ ? V [ 1 , 2- a ] If y S> ^-3-f /V) -5- 

^ (#%0N 9) SHSSJSU HJSflll tBHUKKlSS: 

[ 0 2 5 7 1 MS (APCI, m/z) : 455 (M+H) + ; 
HPLC (N): Rt = 5.4 min. 

mm 9 1 ) 

(6-^ h y v^y-3--r yu)-[4-(2-^ 

[1, 2- a ] t 9 y v^-3-^ /W) -5-7 m n/W^-T /W2- 

[ 0 2 5 8 1 MS (APCI, m/z) : 414 (M+H)+, 
HPLC (N) : Rt = 5. 1 min. 

mmm 9 2 ) 

[4- (2-j* *7W>f ^^/[l,2-a]tf!J V-3-^T /U)-5-37 

3 0|b^^U 5 (4- b y ^/Kfrnpt^/l— 7 
^n/>)-^^^ ur (##0»J2) SrttfflU HS«1 

[0 2 5 9] MS (APCI, m/z): 451 (M+H)+, 



HPLC (N): Rt = 4.8 min. 

mmm 9 3 ) 

[4- (6-yn ^e-2-^ ^yi— f ^ *V [l, 2- a ] t° V 

<{ fr) -*?*T ✓ — /W2->f /V] -(4-^ h * m ^/U) -T 
##fllOWft^»St;(4-^ h^rv'-^znrv^)-^ 

ti)i/r (#%«3) srttfflu 1 1 mmc&fo 

[0 2 6 0] 1H-NMR (DMS0-d6) 6 : 10.24 (s, 1H), 9. 
42 (s, 1H), 7.55 (d, 2H, J=8. 1Hz), 7.38 (d, 1H, J= 
9.5Hz), 7.22 (d, 1H, J=7.8Hz), 7.05 (s, 1H), 6.96 
(d, 1H, J=8. 1Hz ), 3.74 (s, 3H), 2.54 (s, 3H) ; 
MS (APCI, m/z): 415 (M+H)+, 417 (M+H) + ; 
HPLC (N): Rt = 4. 1 min. 

(3I1S019 4) 

l-[4-[4-(6-y n ^-2-/ *f-!V-<i X ?V [1, 2- a ] fcT V V 

*vur (#^47) srffi^u mmmitmmz.5. 

[0 2 6 1] 1H-NMR (DMS0-d6) 6 : 10.93 (s, 1H), 9. 
33 (s, 1H), 7.98 (d, 2H, J=8. 6Hz), 7.76 (d, 2H, J= 
8.6Hz), 7.57 (d, 1H, J=9.5Hz), 7.43 (d, 1H, J=9. 5H 
z),7.28 (s, 1H), 2.56 (s, 3H), 2.53 (s, 3H) ; 
MS (APCI, m/z) 427 (M+H)+, 429 (M+H)+; 
HPLC (N); Rt = 4.5 min. 

mmm 9 5 ) 

[4-(6-y a *-2-p« fvU--f ^ *V [1, 2- a ] t° y i?>-3- 

4 >V) -f*7 y—;V-2-4 M -p- h D/wr^y 

##«1 0^«(/ P - bVA'-ttti'T (MM 

[0 2 6 2] 1H-NMR (DMS0-d6) 6 : 10.35 (s, 1H), 9. 
42 (s, 1H), 7.57-7.52 (m, 2H), 7.40 (d, 1H, J=9. 5H 
z), 7.26-7.10 (m, 4H), 2.55 (s, 3H), 2.27 (s, 3H) ; 
MS (APCI, m/z): 399 (M+H)+, 401 (M+H)+ ; 
HPLC (N): Rt = 3.7 min. 

(mmm 9 6 ) 

4-[4-(6-^n^-2-^ ^ ^ N /[l, 2-a] b°y i^^-3 

##^J 1 0 <D{fc^ftXO p 4 W K-gc&#8^ 

^ (#%^J4 9) «rftfflU^*«l tra«^SlS«:fT 

[0 2 6 3] 1H-NMR (DMS0-d6) 6 : 10.92 (s, 1H), 9. 
31 (s, 1H), 7.96 (d, 2H, J=8. 9Hz), 7.77 (d, 2H, J= 
8.9Hz), 7.67 (d, 1H, J=8.4Hz), 7.42 (dd, 1H, J=l. 6 
Hz,9.2Hz), 7.28 (s, 1H), 4.29 (q, 2H, J=7.3Hz), 2. 
56 (s, 3H), 1.31 (t, 3H,J=7.3Hz); 
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MS (APCI, m/z): 457 (M+H)+, 459 (M+H) + ; 
HPLC (N): Rt = 4. 1 min. 

mmm 9 7 ) 

[4-(6^d^-2-^ 771^ % f^ll, 2- a] t°y 

4;v)-?-TV-;v-2-4 /u]-(6-^ h*^-fy ^v-3--f 
###Il 0(D>ft^#j&tf(6-y h^^-tfi; i»-3 

[0 2 6 4] 1H-NMR (DMS0-d6) 6 : 10.36 (s, 1H), 9. 

28 (s, 1H), 8.39 (s, 1H), 8.06-8.03 (m, 1H), 7.54 
(d, 1H, J=9. 5Hz) , 7. 39 (d, 1H, J=9. 5Hz) , 7. 12 (s, 
1H),6.86 (d, 1H, J=9.2Hz), 3.83 (s, 3H), 2.54(s, 3 
H); 

MS (APCI, m/z): 416 (M+H)+, 418 (M+H)+ ; 
HPLC (N): Rt = 3.6 min. 
(Sttfl 9 8 ) 

[4-(6-^n^-2-^ 77l~f ^ 2- a] try v^-3- 

AO-^-TV— ;w2--f;v]-(4- b U 7;^p^f/W7 

###Jl O<0ffr&ftfttf(4- b y y;v*xit*f-;v-y 
fc[»Kli:Efc*rfTV\ *Sa{frg*Sr#fco 

[0 2 6 5] 1H-NMR (DMSO-d6) 6 : 10.91 (s, 1H), 9. 

29 (s, 1H), 7.85 (d, 2H, J=8.6Hz), 7.70 (d, 2H, J= 
8.6Hz), 7.57 (d, 1H, J=9.5Hz), 7.42 (d, 1H, J=9. 5H 
z),7.28 (s, 1H), 2.56 (s, 3H) ; 

MS (APCI, m/z): 453 (M+H)+, 455 (M+H) + ; 
HPLC (N): Rt = 3.8 min. 
(S6*« 9 9 ) 

(4-^ b*f-y *~M-[4-(2-*<?/U-* i % *V[1,2- 
a]e°y i?V-3->T /l")-5-:/n fcT/W^T f/l/|- 

:*£u-7 (##«3) SrffifflU Hlfi« 1 1 laWcSiC 

[0 2 6 6] 1H-NMR (DMS0-d6) 6 : 10.00 (s, 1H), 8. 
13 (d, 1H, J=6.8Hz), 7.54-7.47 (m, 1H), 7.49 (d, 2 
H, J=9.2Hz), 7.28-7.22 (m, 1H), 6.91-6.84 (m, 3H), 

3.69 (s, 3H), 2.30 (s, 3H), 1.55-1.47 (m, 1H>, 0. 
79 (t, 3H, J=7.3Hz); 
MS (APCI, m/z): 379 (M+H) + ; 
HPLC (N): Rt = 5.4 min. 

mmrni o o 

l-[4-[4-(2-^ ^JU-yf * # V [ 1 , 2- a ] If y *J >-3-f )V) 
###ll 4(7)^^U J (4-T^^-7^^)-^ 



[0 2 6 7] MS (APCI, m/z): 391 (M+H) + ; 
HPLC (N): Rt = 5. 4 min. 

mmm ion 

[4-(2-;*?vW 5^/[l,2-a]tf y S*S/-3->f /U)-5-:/ 

p tfyu-^ry r -^-2-^^]-p- h y ;wr ^ s 

&%mi 4 <Dfc&®RXfip-b}) IsT (MM 

[0 2 6 8] MS (APCI, m/z): 363 (M+H) + ; 
HPLC (N): Rt = 4.8 min. 

mmmx o 2) 

4-[4-(2-^ f S ^/[l, 2- a] tT y i/l/S-JM-S- 

##011 1 4 ©ft^ft5V4 W K-£S#»^ 

^ (###14 9) iHWcK&S: 

[0 2 6 9] MS (APCI, m/z): 421 (M+H) + ; 
HPLC (N): Rt = 5.5 min. 

mmm \ o 3) 

(6-y h*v-f y ^v-3--f /^)-[4-(2-^^/w-r 5 *v 

[1,2- a] t°y v> ^-3-^/^-5-^ n fcVW^T ^-2- 
4<Ofc&®RXf(6-* 3 

[0 2 7 0] MS (APCI, m/z): 380 (M+H)+; 
HPLC (N): Rt = 5.0 min. 
(Mtfll 0 4) [4-(2^fW^^[l,2-a]lf!) 

##011 1 4(Dit^RXf(4- b y 

[0 2 7 1 ] MS (APCI, m/z): 417 (M+H) + ; 
HPLC (N): Rt = 4.8 min. 

mmm 105) 

[5-^T Vfn £7W4-(2-^ ^ ^^/[l, 2-a] b° y 

/U) -^T yV-2-f /V] - (4-^ 
^)-T^ y 

&%m\ 5<K>it&%>t (4-t b^y-y^^)-^ 

[0 2 7 2] 1H-NMR (CDC 13) 6 : 7. 99 (d, 1H, J=7. OH 
z), 7.50 (d, 2H, J=9.2Hz), 7.15-7.05 (m, 3H), 6.80 

(d,2H, J=8.9Hz), 6.68 (t, 1H, J=6.8Hz), 3.81 (s, 
3H), 2. 94-2. 89 (m, 1H), 2.43 (s, 3H), 1.81 (s,3H), 
1.16 (s, 3H); 

MS (APCI, m/z): 379 (M+H)+; 
HPLC (N): Rt = 5. 1 min. 
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mmmi o 6) 

l-[4-[5-W y fc°/U-4-(2-y ^/L— T ^/[1,2-a] 

»#W4 7) SrttfflU *160!l l fc 
SrfTV\ *Eft^*«r#fc. 

[0 2 7 3] MS (APCI, m/z): 391 (M+H) + ; 
HPLC (N): Rt = 5.8 min. 

(5SJ6091 O7) 

[5--f y b°/U-4-(2-^ 5: *V[1, 2- a ] b° y v> 

##00 1 5 (Dfc&vot p - h y oKjcfk 

[0 2 7 4] MS (APCI, m/z): 363 (M+H) + ; 
HPLC (N): Rt = 4.3 min. 
(36*091 0 8) 

4-[5->r y^n tvw-4-(2-y ^/w>r ^ ^vq, 2- a] try 

##00 1 5 <oi\&®b 4 K-ft&Slfc** 1 
/v (###J4 9) SHfcfflU S»fi«l ^^(-SiS^fi 1 

10 2 7 5] MS (APCI, m/z): 421 (M+H) + ; 
HPLC (N): Rt = 5.2 min. 

mmm\ o 9) 

[W y/n tvw4- (2-y ^viw s *v [1, 2- a ] e y y 
##00 1 5<Dit<&®ik(6-* h^>>-t 9 yv?y-3- 

>f;v)-Wi/7 (##^4 3) SrttJBU ^IJ£00 1 

[0 2 7 6] MS (APCI, m/z): 380 (M+H) + ; 
HPLC (N): Rt = 4.8 min. 

mmmi 1 o 

[5--Y y tr/w4- (2-y ?yi~ r ^ ^ / [1, 2- a ] tr y y 

y-3->f /W)-^-T s /-/W2->f /H-(4- h y ^y^n y 

##001 5©ft^»i(4- h !)7;^D^f;v-7x 
^/v)-ft^r (##00 2) SrttfllU Sttftllfc 

[0 2 7 7] MS (APCI, m/z): 417 (M+H) + ; 
HPLC (N): Rt = 4.7 min. 

mmmi 1 n 

4-[4-(2-y * *V [1, 2-a] k° y ^-3MW)-^ 

(4-^ry-^a:n > rU)-^^^UT (##004 8) £ 



[0 2 7 8] 1H-NMR (DMS0-d6) 6 : 10.98 (s, 1H), 8. 
84 (d, 1H, J=5.9Hz), 7.80-7.79 (m, 4H), 7.56 (d, 1 
H, J=8.9Hz), 7.32-7.27 (m, 2H). 7.02-6.99 (m, 1H), 

2.51 (s, 3H); 
MS (APCI, m/z): 332 (M+H)+; 
HPLC(N): Rt = 6.1 min. 

mmmi 1 2) 

4-[4-(2, 6-^y *7W>f ^ yy [1, 2-a ] fc? y i^-S-'f 

##00 5 <Dit&to k{4-*sTS-7 = ~/V)-ttVi' 

T (##034 8) SrffiffiU Mfcffll fcH«fcKJ&&?T 

[0 2 7 9] 1H-NMR (DMS0-d6) 6 : 10. 10 (s, 1H), 8. 

73 (s, 1H), 7.86-7.77 (m, 4H) , 7.48 (d, 1H, J=9. 2H 
z), 7.24 (s, 1H), 7.17 (d, 1H, J=9.2Hz), 2.50 (s, 
3H),2.32 (s, 3H); 

MS (APCI, m/z): 346 (M+H)+ ; 
HPLC (N): Rt = 6. 7 min. 

mmm 113) 

4-[4-(2, 7-^y ?VW> f $^/[l,2-a]try $^-3->f 

T (##004 8) SrttfflU ^1*001 ^ii:K^lf 

[0 2 8 0] 1H-NMR (DMS0-d6) 6 : 10.96 (s, 1H), 8. 

74 (d, 1H, J=7.6Hz), 7.80-7.77 (m, 4H), 7.33 (s, 1 
H), 7.20 (s, 1H), 6.86-6.84 (m, 1H), 2.50 (s, 3H), 

2.38 (s, 3H); 
MS (APCI, m/z) : 346 (M+H)+ ; 
HPLC (N): Rt = 7. 7 min. 

CJtllfll 14) 
4-[4-(2, 8-v?y?vWf S ^/[l^-alb'y 
;V)-f7/-/W2-^^7^ /]-^>-y- h y/w 
##00 1 Oik&toRXfi (4-V7/-7x :=./U) - 9 

1^7 (##004 8) SrttfflU fcn*KKJ6«r 

[0 2 8 1] 1H-NMR (DMS0-d6) 6 : 10.96 (s, 1H), 8. 
68 (d, 1H, J=6.8Hz), 7.83-7.76 (m, 4H), 7.25 (s, 1 
H), 7.11 (d, 1H, J=6.8Hz), 6.89 (t, 1H, J=7.0Hz), 
2.58(s, 3H), 2.51 (s, 3H) ; 
MS (APCI, m/z): 346 (M+H)+; 
HPLC (N): Rt = 6.0 min. 

mmm 115) 

4-[4-(6-^nn-2^fM ^ ^✓[l, 2-o] tT y i?>-Z 

-4 fr) -^r y — /W2--T fry ^y]-/<y/^ h y 

9U7 (##00 4 8) SrffifflU HHS011 1 fc IrI«^KJK 

[0 2 8 2] 1H-NMR (DMS0-d6) 6 : 11.02 (s, 1H), 9. 
13 (s, 1H), 7.87-7.59 (m, 6H), 7.38-7.33 (m, 1H), 
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2.55(s, 3H); 

MS (APCI, m/z): 366 (M+H)+, 368 (M+H)+; 
HPLC (N): Rt = 4.8 min. 

(mmmi 1 6) 

4- [4- (2-^ ^/U-6- h !J y/u^n * ^/U-J * 2- 

###J 1 1 eDft^ftX ( 4 - >>7 y - y * - 
trffv\ *lBft:£**:»fc. 

[0 2 8 3] 1H-NMR (DMS0-d6) 6 : 11.06 (s, 1H), 9. 
56 (s, 1H), 7.84-7.71 (m, 5H), 7.56 (d, 1H, J=9. 5H 
z), 7.38 (s, 1H), 2.60 (s, 3H) ; 
MS (APCI, m/z): 400 (M+H) + ; 
HPLC (N): Rt = 4.6 min. 

(JHMl 1 7) 
4-[4-(6-^n^--2-y^/U— T S#V[l,2-a] try v^-3 

r /-/i/-2-^;vr ^ / h y/w 

##0»j l o context* (4-^r;-7x^v)-f^ 

*l"T (##0!l4 8) Srte/flU 5tH« 1 fc BI*fcKJ«: 

[0 2 8 4] 1H-NMR (DMS0-d6) 6 : 11.03 (s, 1H), 9. 
26 (s, 1H), 7.87-7.55 (m, 5H), 7.41-7.40 (m, 1H), 
7.31(s, 1H), 2.55 (s, 3H) ; 
MS (APCI, m/z): 410 (M+H)+, 412 (M+H)+; 
HPLC (N): Rt = 4.8 min. 

GHM1 l 8) 

4-[5-> ^/>-4-(2-^ * 2- a ] t? y i^-3 

##0»J 9 (Dfc&yoRm 4-^T/-7x s/U) -f-* £ 

(##0H8) SHW8U HJE« 1 t MK£KJ&* 

[0 2 8 5] 1H-NMR (DMS0-d6) 6 : 10.80 (s, 1H), 8. 
18 (d, 1H, J=5.9Hz), 7.77-7.64 (m, 4H), 7.55 (d, 1 
H, J=8. 1Hz), 7.31-7.25 (m, 1H), 6.91 (t, 1H, J=6. 8 
Hz), 2. 32 (s, 3H), 2.25 (s, 3H) ; 
MS (APCI, m/z): 346 (M+H)+; 
HPLC (N): Rt = 6. 1 min. 

(21*6031 1 9) 

(4-7< Y*i/-y^ n/P) - [4- (2- * A--6- y x. * 

[i, 2- a ] tr y v^-3-^vu) -fr /w2-^r /w]-r 

t!>l/T (##«3) SrttfflU XlkM 1 t mm\cRj& 

[0 2 8 6] 1H-NMR (DMS0-d6) 6 : 10.20 (s, 1H), 9. 
38 (s, 1H), 7.69-7.56 (m, 6H), 7.45-7.40 (m, 3H), 
7.05(s, 1H), 6.80 (d, 2H, J=9.2Hz), 3.69 (s, 3H), 
2.56(s, 3H); 

MS (APCI, m/z): 346 (M+H)+, MS (APCI, m/z) 413 (M+ 



H)+; 

HPLC (N): Rt = 4.6 min. 
2 0) 

1 - [4- [4- (2- * ^VW6- 7 3i -/W * # y [ 1 , 2- a ] tf y 
*J /W) T V — A-2--T /l/7^/]-7x^;l/]-x 

##0!|1 8<D{b£^&tf(4 -7-fef;W-7x^/i/)-f 

[0 2 8 7] MS (APCI, m/z): 425 (M+H)+; 
HPLC (N): Rt = 5.0 min. 
12 1) 

[4- (2-^ fvW6- 7x^/l/^>^/[l,2-a]lfy^y-3 

-^/^)-^ry r -/W2--f A-]-p- h U;W7 ^ y 

##0»J 1 8 tf>{fc<&«j&tf p - h y /W- ^9 1^7 OCR 

[0 2 8 8] MS (APCI, m/z) : 397 (M+H)+; 
HPLC (N): Rt = 4.9 min. 

mmmi 2 2) 

4- [4- (2-^ ^-6-^ x * [1, 2- a ] b° y 

-3--r /w) -f-r ^-/w2--r )vr s j i-$&m9t^fr 

^y. ; f)V 

##« 1 8 <Dit&VoRX*4 -7**l"f K-ifc&Slfc* 

^ (##M4 9) SMfc/BU fcRI«lcKJS«r 
tfv\ «Bffc#**r#fc. 

[0 2 8 9] MS (APCI, m/z): 455 (M+H) + ; 
HPLC (N): Rt = 4.5 min. 

mmmi 2 3) 

(6- ^ V * >- b° y ^ V-3-f /V) - [4- (2- ^ f-yW6- y^~ 

^ #v [i, 2- a ] tr y y ^-3-^ ^> -^r ^-/w2- 
##Mi 8 (oft^dJktfte h*^-t°y^>--3 

W/V)-ft?l/7 (##0j4 3) ^ffifflL, HlKfl 

[0 2 9 0] MS (APCI, m/z): 414 (M+H)+; 
HPLC (N): Rt = 4.3 min. 

mmmx 2 4) 

[4-(2-^ f ;W6-7xr:/W^ ^ [1, 2-a ] t° !l 

-^;w)-f7 x /-/W2->{;i/]-(4- h ]) 7 As** * *?;v-7 
##0»J 1 8 <Dik&foRm 4 - h y ^ 7 

[0 2 9 1] MS (APCI, m/z): 451 (M+H)+; 
HPLC (N): Rt = 4.3 min. 

mmmi 2 5) 

-3-r /p)-*- r /u-2->f a-t 5 /]-^<v>/^. h y ^ 

##0»J1 8(Oft^lhM(4-i/7/-7x^)-ft 
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[0 2 9 2] MS (APCI, m/z): 408 (M+H) + ; 
HPLC (N) : Rt = 6.3 min. 

(*1K«1 2 6) 
N-(4-^ h^rV-7x^)-N-[4-(2-^f/W^ :> WW, 

S K 

(4-^ h*i/-7i^V)-[4-(2^f/W-Y S*V[1,2- 

a] try ^y-3-^^)-f 7/-;w2-^;i/]-7^ y 
ffi0H3) 1. 0 3g (3. 06^y^;u) fctfys^l 
5mli:^PD^^yi5ml 5 m 

9 5mg (8 6%) *#fc 0 
[0 2 9 3] m.p. 167-170TC; 

1H-NMR (CDC13)6: 8.57-8.54 (m, 1H), 7.51-7.48 
(m, 1H), 7.34-7.27 (m,2H), 7.12-7.04 (m, 4H), 6.53 
-6.47 (m, 1H), 3.91 (s, 3H), 2.59 (s, 3H),2. 16 (s, 
3H); 

MS (APCI, m/z): 379 (M+H)+; 
HPLC (N): Rt = 6.0 min. 

mmmi 2 d 

2,2,2- h y y;virv-n-(±-t h*i/-y* —/v) -n- [4- (2 
;v-2-j tvyr-t yt%y 

feK V y 7;^nS»^f« U H^WI 1 2 6 t RfltK 

[0 2 9 4] 1H-NMR (CDC13) 5 : 8.08 (s, 1H), 7.95 
(d, 1H, J=6.6Hz), 7.62 (d, 1H, J=8.8Hz), 7.33-7.26 

(m,3H), 6.97 (d, 2H, J=9.2Hz), 6.87 (t, 1H, J=6. 3 
Hz), 3. 86 (s, 3H), 2.51 (s, 3H) ; 
MS (APCI, m/z): 433 (M+H) + ; 
HPLC (N): Rt = 4.9 min. 

mmmi 2 8) 

N-(4-^ h^^x ^jV) -N- [4- (2- * * *V[1, 

2- a] try ^v-3--f M-f-T^S— ;u-2->T/v]-^yXr 
S K 

g^*T(4-^ b^f^-7^^/U)-[4-(2-^^-^ ^ 
^/[l f 2-a]tfy >-3--f /l") -^T — /W2-^ JV~\-7 
^> (H160S3) 30rng (8 9. OW^n^/l^) £ 

tfy^vo. 3mlM^nt2^^yimn:^ 
U ^y^/^PD K2 1 m 1 Srftl*., ^fi-Cl 6B$ 



ISffrg* 5 mg (13%) £#fc 0 
[0 2 9 5] 1H-NMR (CDC 13) b : 8.60 (s, 1H), 7.53 
(d, 1H, J=9.2Hz), 7.43 (dd, 2H,J=2.9Hz, 6.8Hz), 7. 
37-7.21 (m, 5H), 7.14-7.10 (m, 2H), 6.90 (d, 2H, J 
=9. 1Hz), 6.53 (t, 1H, J=6.7Hz), 3.82 (s, 3H),2.62 
(s, 3H); 

MS (APCI, m/z) 441 (M+H)+; 
HPLC (N); Rt = 5. 7 min. 

mmmi 2 9) 

2, 2, 2- b y y;v* a -N- (4- 1 Kn*^>-7* ^^) -N- [4- 

(2-**vW 5^[i,2-a]tr y i^y-3->f;u)-fr/ 

2,2,2-h y ^/V^"P-N-(4-^ H^-v^-y ai^^)-N-[4-(2 

^ try [i, 2- a] t*y ^y-3-^;u)-fr/- 

/^-^yV'J-Tir K (^!S09l 2 7) 2 5mg 

(57. 8-^^^n^/lx) ^nn^yo. 5ml 
leSflIU -7 StUUfriJILfc. =Aft;***0. 4 6 
3ml (0. 4 6 3 ^y^e/K 1. OM^np^y 

4*s&2«rlBJ)l»Lfc. Stf- 7 StKJMJU Efctt 

my */*-;viiBjut 0 mafowtKm-f h y v 

^nn^y/^;^=l 0:1) "C«|«U *IB 
Ofb^fel 2 2 mg (91 %) £r#fc 0 

[0 2 9 6] 1H-NMR (CDC13+ DMSO-d6) 6 : 10. 54 (s, 
1H), 9.04 (s, 1H), 8.02 (d, lH,J=7.0Hz), 7.60 (d, 
lH,J=8.6Hz), 7.50-7.28 (m, 3H), 6.90-6.85 (m, 1H), 

6.88 (d, 2H, J=8.5Hz), 2.51 (s, 3H) ; 
MS (APCI, m/z): 419 (M+H)+; 
HPLC (N): Rt = 5.2 min. 

mmmi 3 0) 

N-[4-(2-y ^^/[l,2-a]t ( y SU)-? 

Ty^/W2->{yV]-N-7x^;w^yX7 ^ K 

mmm*<Dit&yo%fcH l, 1 2 8 <t raa^Kis 

[0 2 9 7] MS (APCI, m/z): 411 (M+H) + ; 
HPLC (N) : Rt = 5. 2 min. 

mUM 13 1) 
4- ^ h ^>-N- (4-> h*i/~y^ -N- [4- (2- ^ ^/U- 

^ [1, 2- a ] e° y v> V-3-f yW) -f7^-/^2^ 
/V]-/<yX7^ K 

[0 2 9 8] 1H-NMR (CDC 13) 6 : 8.63 (d, 1H, J=7.2H 
z), 7.50 (d, 1H, J=8.7Hz), 7.43(d, 2H, J=8.7Hz), 
7.31-7.20 (ra, 2H), 7.13-7.07 (m, 2H), 6.94 (d, 2H, 
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J=9.0Hz), 6.75 (d, 2H, J=8.7Hz), 6.53 (t, 1H, J=7. 

1Hz), 3.84 (s, 3H), 3.79 (s, 3H), 2.62 (s, 3H) ; 
MS (APCI, m/z) 471 (M+H) + ; 
HPLC (N): Rt = 7.0 min. 

mmmi 3 2) 

(4-^ >- 7x^)-^/l- [4- (2- y fTW-f $ ^ / 
[1,2- a] try yy-W^)-f7^ /W2--Y/H-T^ V 

fflMHTF* **{fr*-hy ffitt (6 2%^W) 

7. 8mgtN, N-^f/V*M7^KO. 5ml 

fvW S ^✓[l, 2- a] fc° y ^y-3->f;v)-f7/-;W2 

-JM-T^y (%mms) 30mg (89. OW* 
n^AO (7?N, N- ^ f ;V/t/UA7 ^ K 1 m 1 M^r 
affl-C35>miWtT«TLfc. 3 0#IH1»*«. 
^;V2 2m 1 (0. 3 5 7 ^;y^) SrjRTU 1^ 

M) -CftSSU *E^»2 lmg (6 6%) 

[0 2 9 9] 1H-NMR (CDC13) 6 : 9. 04 (d, 1H, J=7. 4H 
z), 7.54 (d, 1H, J=9.0Hz), 7.36(d, 2H, J=9.2Hz), 
7. 17 (t, 1H, J=8. 1Hz), 7.01-6.97 (m, 2H), 6.79 (t, 
lH,J=6.2Hz), 6.49 (s, 1H), 3.86 (s, 3H), 3.57(s, 3 
H), 2.61 (s, 3H); 
MS (APCI, m/z); 351 (M+H)+; 
HPLC (N): Rt = 4.3 min. 

mmmi 3 3) 

[i, 2-a] tr y ^y-3--<^)-^r y-/w2-<^]-T 5: v 

3 jrfb^/uMWfl U HJfiWI 1 3 2 <b ia«fcKJS*rff 

[0 3 0 0] MS (APCI, m/z): 365 (M+H)+; 
HPLC (N): Rt = 4. 3 min. 
QHklll 3 4) 

V V;V- (4- p< h *r V- 7x^/H- [4- (2- * ^vW ^ ^ 
✓ [1, 2- a ] tr V 5> S'-W A") -f-T :/-/W2--f /U]-7? 

y 

[0 3 0 1 ] MS (APCI, m/z) : 427 (M+H)+; 
HPLC (N): Rt = 4.5 min. 

mmmi 3 5) 

(a-* Y^"y-y ^^^)-va-{2-^ s *v [ 1, 2- 
a ] e° y i?y-3-«( m -*?r M-y^^/v- 

[0 3 0 2] MS (APCI, m/z): 441 (M+H)+; 



HPLC (N): Rt = 4.4 min. 

mH&M 13 6) 
4-^f^N-[4-(2-^f;H S *V[l,2-a]tf » v?V-3 
-f 7 y-;V-2-^ ;H y X7 ^ K 

4-(2-^^yW-T S 2-a] fc°y i^-3MVU)-^T 

7-;H-^^7;yi5mg ( 6 5 W * p ■tA') % 

1- fc: Kn^r^V^ h y 8mg (0. 13 0 
^ y Xlf4-y^/WSS#»l 8mg (0. 130 
^ y^/w) SrN,N-^^^AT^ KlmlWBfl? 
U TfcftLfCo 1—^^-3- (S^^vVT^/^n 
fcVu) y&AtfvM' ^ KfiS^fi 3 lmg (0. 1 6 3 ^ y 

R^^srjD^i, »?p^K7k*^ h y ? ^Tk^is^ia 

10: 1) "Cflf 

SfU Sffiffrg* 6 mg (2 5%) £#fc 0 

[0 3 0 3] 1H-NMR (CDC 13) 6 : 8. 55 (d, 1H, J=6. 7H 
z), 7.88 (d, 2H, J=8. 1Hz), 7. 60 (d, 1H, J=8.8Hz), 
7.28 (d, 2H, J=7.4Hz), 7.22-7.17 (m, 1H), 7.06 (s, 

1H), 6.77 (t, 1H, J=7.5Hz), 5.20-4.50 (m, 1H),2.5 
6 (s, 3H), 2.43 (s, 3H) ; 
MS (APCI, m/z): 349 (M+H) + ; 
HPLC (N): Rt = 5.0 min. 

(mmmi 3 7) 

2- ^ ^-N-[4-(2-y TvW * £V[1, 2-a ] If y v^-3 

-T/v)-f7y-/W2-r/v]-^yX7 ^ K 

2-y *vu£&#»*«ffl u mkM 1 3 6 1 i^at^s 

[0 3 0 4] MS (APCI, m/z): 349 (M+H)+; ' 
HPLC (N): Rt = 4.9 min. 

easwi 3 s) 

3, h ^i/-N-[4-(2-^ ^ £V [1, 2- a ] t° y 

^y-3-^;V)-f7y-/W2-^;V]-^yX7 5 K 

3 , 4 h ^r^ISi^ffiffl b, SllfeWI 136t 

[0 30 5] MS (APCI, m/z) : 395 (M+H) + ; 
HPLC (N): Rt = 6.9 min. 

mmmi 39) 

4-^ h*^-N-[4-(2-^/lW [1,2- a] try 

-3--f ;v)-f 7^-;w2->f /v]-^yX7 ? K 
a*ft«tT4-(2-^ f-yw-f ^ ^^[1, 2-a ] fc° y 

^/>)-f7/-;v-2-^;u7^yi5mg (65. 0-7 
b, 4-fny i?;\f»VyZMm&to*-iz 0 4-^h 

^y^/^py K3 3mg (0. i9 5^y^e 

jv) zmz, *a-ci*iiiujH*Lfco Ri&mz 

6 5ri?3BSPflif#bfCo SJ5S«^ft»^^*rini, 
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(i^ u n ^ * >/y * / 10:1) -CfSSS U 

«Eft^*l 2mg (5 1%) Sr»fc. 

[0 3 0 6] 1H-NMR (CDC13) 6 : 9.86 (s, 1H), 8.78 
(d, 1H, J=6.9Hz), 7.91 (d, 2H, J=8.8Hz), 7.55 (d, 
1H, J=8.9Hz), 7.19 (t, 1H, J=8.3Hz), 7.06 (s, 1H), 

6.99 (t, 2H, J=8.8Hz), 6.78 (t, 1H, J=6. 3Hz) , 3. 90 

(s, 3H), 2.62 (s, 3H); 
MS (APCI, m/z): 365 (M+H) + ; 
HPLC (N): Rt = 5.5 min. 

(mmmi4 o) 

N-[4-(2-^ fvWxf * #V [1, 2-a] f 1 9 ^y-3--r/w)-f 
1 3 9 *ra«tcEJfc*fTV\ *IBft^«r#fc 0 

[0 3 0 7] MS (APCI, m/z): 363 (M+H) + ; 
HPLC (N): Rt = 4.7 min. 

(*JK« 14 1) 
2- (3-^ h^V-7x^)-N-[4-(2-^f;W 

2-a] try ^y^yH-fr^w-^/H-r-fe hr 

S K 

(3-y h^^i^-rtf/^o^ KSrttfflU 
Hlftflli 3 9 fcra*teKtf*frv\ *E{fr&«*#fca 

[0 3 0 8] MS (APCI, m/z) : 379 (M+H)+; 
HPLC (N): Rt = 5.4 min. 

GfttMl 4 2) 
N- [4- (2-^ y-3— T 
T s /^ A-2--< /W]-4-~ hn-^yX7^ K 

[0 3 0 9] MS (APCI, m/z) : 380 (M+H)+; 
HPLC (N): Rt = 5.9 min. 

(SaSflfll 4 3) 
N-[4-(2-> *\rt~f S ^ V [1, 2- a ] \f y ^ V-3-^/V)-^ 
T /-;u-2-^;i/]-3-7i^-7 * y /UT ^ K 

1 3 9 ira«lcKJSStfTV\ SEft^ftS#fc, 
[0 3 1 0] MS (APCI, m/z): 361 (M+H) + ; 
HPLC (N): Rt = 5. 5 min. 

mmmi 4 4) 

N-[4-(2-y fvWf ^ 2-a] try S>V-3--f 

7u t^-zi^ o ^ KSMJfcffl U Jllfctfl 1 3 9 |?i]« 

[0 3 1 1 ] MS (APCI, m/z): 287 (M+H)+ ; 
HPLC (N): Rt = 4.7 min. 
(SBfcflll 4 5) 

7 + V [4- (2- y ?vi~f S ? ✓ [ 1 , 2- a ] tf 9 ^ y-3- 



/t;Wn^KMU J9Sfll3 9i:H«i: 

[0 3 1 2] MS (APCI, m/z): 371 (M+H) + ; 
HPLC (N): Rt = 4.3 min. 

(mmm 1 4 6 ) 

~fy$\s >-2-% ym [4- (2- y 3vw>f s y ✓ [ 1, 2- 

[0 3 1 3] MS (APCI, m/z): 385 (M+H) + ; 
HPLC (N): Rt = 5.6 min. 

mmmi 4 7) 

y y v-2-U;vtf ^K[4-(2-> fvW S *V [1, 2- a ] tr 
9*H«K:R£*fTV\ *effc**«r#fc. 

[0 3 14] MS (APCI, m/z): 325 (M+H)+; 
HPLC (N) : Rt = 5.6 min. 

mmmi 4 8) 

4-^h^i/-N-[4-(2-^^W ^/[l, 2-a]t p y 

-3->f/v)-f7y- yw2--f ;v]-^yX7^ K 
3 9tW«lcKJ»«rffv\ «Bft**«:»fc. 

[0 3 1 5] MS (APCI, m/z): 407 (M+H) + ; 
HPLC (N): Rt = 5.3 min. 

(HlfiWl 4 9) 
N-[4-(2-^ * *V [1, 2-a] If 9 ^^-3-^^)-^ 

7/-;W2-^/H-3- h y y f/w^yX7 ^ K 

3- b y y/u^n f;V-/<yy>f;V ^ n KSrffiffl t 
gtfcfflll 3 9 fcia«^KJ6*ffv\ *Bffc-&**»fc 0 

[0 3 1 6] MS (APCI, m/z): 403 (M+H)+; 
HPLC (N): Rt = 4.9 min. 

mmmi 5 o 

2- [4-[4-(2-^^/W^ * ^'/[1,2-a] W i^^-3->f/U) 
-f-T ✓ — /W2--^ /WT S / ] -7 a ~;U]-zfti /n° >-2-^" 

aSftStT, 4-[4-(2-> ^ ^/[l, 2-a ] h° y y 

y-3^/u)-f7^-/V-2^;U7 

(SI16W17) 2 9mg (7 7^^n^/V) 
£4*7kr h7t KD77V0. 5) (C^»Lfc 0 

3- /U-?y^i/$J±0. 4 2ml (0. 3 8 3 ^y^e/K 
0. 9 2M^h7tKP77>«») Sr^ffl-eiD*., 1 

MTU »»^^"t?»WUfc. *r«WftfiftA«*T 

*^L, m*mwtrh}) vA-cwuk* mt£*mj£mm 

Ltc 0 ftbti1t]m$:ftJmm**^h?yyj- 
^nn^y/^;-/l/=l 0:1) "C^$!b, *|B 
(D\C^m 8 mg (27%) ^r#fc 0 
[0 3 17] 1H-NMR (CDC 13) 8: 8.91 (d, 1H, J=7.0H 
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z), 7.66-7.48 (m, 4H), 7.37 (d, 2H, J=8.6Hz), 7.18 
(t, 1H, J=8.9Hz), 6.80 (t, 2H, J=6.8Hz), 6.67 (s, 1 
H),2.62 (s, 3H), 1.61 (s, 6H) ; 
MS (APCI, m/z): 365 (M+H) + ; 
HPLC (N): Rt = 5.4 min. 

4-[4-(2-^>W ^*V[1, 2-a]^V 

4- [4- (2- * fvl~f ^ ? y [ 1 , 2- a ] fc* y y-3->f yU) 

Jfe#J17) 849mg (2. 24^^) — 

6mlidg»U 7kS?{^ £A2 6 9 m g (6. 
7 2^U^e/W) £7K3m 1 t^^Lfcfctf^Dx., 7 5 

£3i®U 5«£*BE»*iU ^IBftl^ 5 7 7 m g 

(7 4%) zmzo 

[0 3 18] 1H-NMR (DMSO-d6) 6 : 10. 82 (brs, 1H), 

8.90 (d, 1H, J=7.0Hz), 7.92 (d, 2H, J=8.9Hz), 7.74 
(d, 2H, J=8.9Hz), 7.55 (d, 1H, J=8.9Hz), 7.29 (t, 
lH,J=7.8Hz), 7.21 (s, 1H,), 7.00 (t, 1H, J=6. 8H 

z), 2.54 (s, 3H); 

MS (APCI, m/z): 351 (M+H) + ; 

HPLC (N): Rt = 5.5 min. 

mmmi 5 2) 

N-:nfvW4-[4-(2-^ ^/U->T ^ ^/[l, 2- a ] tf y v^-3 
/>) 7 /l/7^/]-^X7^ K 

4 1 (Dit&b&vim u uttM 1 1 raai^RjESS: 

[0 3 19] 1H-NMR (DMS0-d6)6: 10.69 (s, 1H), 8. 
92 (d, 1H, J=6.8Hz), 8.31 (brs, 1H), 7.84 (d, 2H, J 
=8.6Hz), 7.70 (d, 2H, J=8.6Hz), 7.56 (d, 1H, J=8. 9 
Hz), 7.29 (t, 1H, J=8.9Hz), 7.18 (s, 1H,), 6.99 
(t, 1H, J=7.0Hz), 3.27 (q, 2H, J=7.0Hz), 2.55 (s, 3 
H), 1. 11 (t, 3H, J=7.0Hz); 
MS (APCI, m/z): 378 (M+H)+; 
HPLC (N): Rt = 6.2 min. 

mmmi 5 3) 

4- [4- (2-^ ^?l/[l,2-a] *]H?>-3-<{A')-7 

4-ft?W K'O'XTS K (#*«5 9) SHSSJflU 

[0 3 2 0] 1H-NMR (DMS0-d6) 6 : 10.72 (s, 1H), 8. 
94 (d, 1H, J=6.5Hz), 7.89-7.60 (m, 5H), 7.37-7.06 
(m, 3H), 2.66 (s, 3H) ; 
MS (APCI, m/z): 350 (M+H)+; 
HPLC (N): Rt = 7.0 min. 

easwi 5 4) 

*vW4-[4- (2-* f-A^-W ^ *V [1, 2- a ] fc> y S^-3 



N-> ^vu-4-^tfi^f K-^yX7 ^ K(##fl)5 8)£ 

[0 3 2 1 ] 1H-NMR (DMS0-d6) 6 : 10.72 (s, 1H), 8. 
95 (d, 1H, J=7.0Hz), 8.29 (d, 1H, J=4.9Hz), 7.82 
(d, 2H, J=8.6Hz), 7.70 (d, 2H, J=8.6Hz), 7.62 (d, 
1H, J=8.9Hz), 7.39 (t, 1H, J=8. 1Hz) 7.23 (s, 1H), 
7.07 (t, 1H, J=6.5Hz), 2.76(d. 3H, J=4.6Hz), 2.60 
(s, 3H); 

MS (APCI, m/z): 364 (M+H)+; 
HPLC (N): Rt = 6.6 min. 

mmmi 5 5) 

N, N-^ ^VW4-[4-(2-7< 9->V-4 * *V [1, 2- a ] b° V i? 

###ii4 0 (Dit&bi&R u nmm 1 1 mmcRii& 

[0 3 2 2] 1H-NMR (DMS0-d6) 6 : 10.65 (s, 1H), 8. 
91 (d, 1H, J=7.0Hz), 7.69 (d, 2H, J=8.9Hz), 7.56 
(d, 1H, J=8.9Hz), 7.42 (d, 2H, J=8.9Hz), 7.31 (t 1 
H, J=8. 1Hz), 7.18 (s, 1H), 7,00 (t, 1H, J=6.5Hz), 
2.96 (s, 6H), 2.54 (s, 3H) ; 
MS (APCI, m/z): 378 (M+H)+; 
HPLC (N): Rt = 6. 2 min. 

mmm 1 5 6 ) 

N-y h ^/W4-[4-(2-> 9vW->f * £V[1, 2- 

a] tf y v?y-3^^)-f7/-/l/-2-^;l/7 ^ y 

X7-; K 

##0ij4 2 ©ft-&*sr«ffi l> ^jfew 1 1 h«k:rje«: 

[0 3 2 3] MS (APCI, m/z): 394 (M+H) + ; 
HPLC (N) : Rt = 6. 1 min. 

(mmmi 5 7) 

o] tr y v^y-3-^/^-^r /u-w ao-ts v ^ 

2-Xn^e-l-(2-^ ^/W- T 5 2- a] tr y ^V-3-Y 

/l^-^y y (##0115 6) 12. 5mg(49. 5 T-f 
^n^;V) &tf(4-> h^V-7in/U)-ft^l/7 
(&%ffl3) 9. Omg (4 9. 5^^^n^;l^) ^r^:^ 

;-/Hilfc**U l 5«rW*0f»3taSL^ e Sl£«^ 
^-r/^ft^U, ^lEft^l 9. 4mg (9 4%) 

[0 3 2 4] 1H-NMR (DMS0-d6) 6 : 10.35 (s, 1H), 9. 
16 (d, 1H, J=7. 1Hz), 7.98-7.93 (m, 2H), 7.55 (d, 2 
H, J=9.0Hz), 7.55-7.51 (m, 1H), 7.36(s, 1H), 6.94 
(d,2H, J=9.0Hz), 3.73 (s, 3H), 2.64 (s, 3H). 

(§t£*fc#J 15 8) 
l-[4-[4-(2-^A~f ^^^[1, 2- a] try 
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* 



(4-T±7'/\'-yx.~Sl<)- s f*$l'T (###!4 7) 

[0 3 2 5] 1H-NMR (DMS0-d6) 6 : 11.02 (s, 1H), 9. 
12 (d, 1H, J=7.3Hz), 7.98-7.95 (m, 4H), 7.75 (d, 2 
H, J=8.9Hz), 7.58-7.55 (m, 2H), 2.66 (s, 3H), 2.49 

(s, 3H) . 

GHKfll 5 9) 

[4-(2-^^-f ^ *V[l,2-a] fcTJ ;v)-^T 
V—fr-2-4 M -p- h D /v-7 5 V t *f!S»fi 

fee 

[0 3 2 6] 1H-NMR (DMS0-d6) 6 : 10. 45 (s, 1H), 9. 
15 (d, 1H, J=6.8Hz), 7.96-7.93 (m, 2H), 7.52-7.50 
On, 1H), 7.51 (d, 2H, J=8. 1Hz), 7.41 (s, 1H), 7.14 

(d,2H, J=8. 1Hz), 2.64 (s, 3H), 2.26 (s, 3H). 

mmmi 6 o) 

4-[4-(2-y TvWf ^ [1, 2- a ] fc° y ^V-3-^T/V)-^ 

4-^*yi"{ K-5KA«»3i^ (##0J4 9) 

[0 3 2 7] 1H-NMR (DMS0-d6) 6 : 10. 10 (s, 1H), 9. 
11 (d, 1H, J=7.0Hz), 7.96-7.93 (m, 4H), 7.75 (d, 2 
H, J=8.9Hz), 7.55-7.54 (m, 2H), 4.28 (q, 2H, J=7. 3 
Hz) ,2. 65 (s, 3H), 1.31 (t, 3H, J=7. 3Hz). 

mmm hi) 

(6-y h^v-try v ? >--3--r/i/)-[4-(2-^^/w- r s *v 

[1, 2- a ] fcT 5 i?y-3->f M~T ^ V 

jut**** 

#^J4 3) Wt»U SOMAi 5 7 iiaflJfcRfcfcfT 

[0 3 2 8] 1H-NMR (DMS0-d6) 6 : 10.47 (s, 1H), 9. 

09 (d, 1H, J=6.8Hz), 8.48(d, lH,J=3.0Hz), 7.98-7.9 
2 (m, 3H), 7.53-7.49 (m, 1H), 7.42 (s, 1H), 6.84 
(d, 1H, J=8.9Hz), 3.82 (s, 3H), 2.63 (s, 3H). 

(mmmi e 2) 

[4- (2r* *?;V-4 * 2- a ] \f y S^-3->f /W)-^T 

7— /lx-2->f /l/]-(4- h y 7/I/tP^f;W7x^;l/)-7 

(4- h y 7/^n^^-7x^)-ft!)l/7 (# 

[0 3 2 9] 1H-NMR (DMS0-d6) 6 : 10. 10 (s, 1H), 9. 

10 (d, 1H, J=7.0Hz), 7.96-7.93 (m, 2H), 7.84 (d, 2 



H, J=8.9Hz), 7.69 (d, 2H, J=8.9Hz), 7.56-7.51 (m, 
2H),2.65 (s, 3H). 

mmm 1 e 3 ) 

4-[4-(2-^ Ttv-j * 2- a] try *J>>-3-<{ 
(4-^ry-^a:^^)-^^ixr (###»J4 8) & 

[0 3 3 0] 1H-NMR (DMS0-d6) 6 : 11. 11 (s, 1H), 9. 
06 (d, 1H, J=7.0Hz), 7.96-7.93 (m, 2H), 7.90-7.80 
(m, 4H), 7.60 (s, 1H), 7.55-7.52 (m, 1H), 2.64 (s, 

3H). 

mmmi 6 4) 

l-[4-[4-(8-b Kn^rV-2-^f;W S *V[1, 2-a] fc> 

y ^^-3->r^)-^r yw-w^r ^ /]-7*-=>m- 

#%#J3 3 (1) <0{k^flfe&O t (4-Tir^-7 3i=. 
;v)-W^7 (##0»J4 7) SH8/BU Hi£#jl5 

[0 3 3 1 ] 1H-NMR (DMS0-d6) 6 : 11.00 (s, 1H), 8. 
62 (d, 1H, J=6.8Hz), 7.95 (d, 2H, J=8.9Hz), 7.75 
(d, 2H, J=8.9Hz), 7.56 (s, 1H), 7. 40-7. 35 (m, 1H), 
7.21(d, 1H, J=7.6Hz), 2.63 (s, 3H), 2.52 (s, 3H). 

(H1M1 6 5) 
l-[4-[4-(7-yn^e-8-e Kn^ri/-2-^^-^ 

##0(3 3 (2) <Dit&V0RXM4~71Z?-/l'-y*~ 

^)-ft^i/7 (#*«4 7) £H£/BU H»J15 

[0 3 3 2] 1H-NMR (DMS0-d6) 5 : 10.97 (s, 1H), 8. 
54 (d, 1H, J=7.6Hz), 7.97 (d, 2H, J=8.6Hz), 7.74 
(d, 2H, J=8.6Hz), 7.54-7.49 (m, 2H), 2.61 (s, 3H), 

2.50(s, 3H). 

mmm 1 6 6 ) 

l-[4-[4-(2-y h^V^^/W^^y[l f 2-a]tfy 

##0113 4 0ft^iM(4-7tf;V-7x^)-f 
^^l/T (#%#J4 7) ^rffiffiL, ^S«15 7i^« 

[0 3 3 3] 1H-NMR (DMS0-d6) 6 : 11.02 (s, 1H), 9. 
14 (d, 1H, J=6.8Hz), 7.98-7.92 (m, 4H), 7.75 (d, 2 
H, J=8.9Hz), 7.55-7.52 (m, 2H), 4.81 (s, 2H), 3.42 

(s,3H), 2.51 (s, 3H). 

(H16«l 6 7) 
[4- (2-^ h ^ ?Vll t 2- a ] ¥ y v^-3-f 
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##«3 40fb^*3ttfp-hy^-^i?UT (K39C 
t)»A) Srttffl U Sttfl l 5 7 iflfcfcKJfc* 

[0 3 3 4] 1H-NMR (DMS0-d6) 6 : 10.45 (s, 1H), 9. 
17 (d, 1H, J=7.0Hz), 7.94-7.93 (m, 2H), 7.54-7.49 
(m, 1H), 7.52 (d, 2H, J=8.4Hz), 7.36 (s, 1H), 7.15 

(d,2H, J=8.4Hz), 4.81 (s, 2H), 3.42 (s, 3H),2.26 
(s, 3H): 

(XHM1 6 8) 
[4-(2-> 7A^<{ 5 ^[1, 2- o] try ^-3--f 

A)-f-T /W] - (6- ^ h * If y ^ 

##W34^»M(6-^ h^>-tryi?y-3 

-^^-ft^VT (###J4 3) Slfeffl 

I 5 7 *H«fcEE«rfrv\ *lBffc£*«:ttfc. 

[0 3 3 5] 1H-NMR (DMS0-d6) 6 : 10.48 (s, 1H), 9. 
12 (d. 1H, J=7.0Hz), 8.48 (d, 1H, J=2.4Hz), 7.99- 
7.94 (m, 3H), 7.55-7.50 (m, 1H), 7.39(s, 1H), 6.84 

(d.lH, J=8.9Hz), 4.80 (s, 2H), 3.82 (s, 3H), 3.41 

(s, 3H). 

(IGKfll 6 9) 

[4-(2-^ h*v^ % Wll, 2-a] If V 

^)-f7^ /W2->f AO -(4- h y * 

-/v)-T^y JMbicMfett 

3 4 <Dte&toRTf(4 -hV yA>*u * y 
x^)-ft!)l/7 (###J2) SrttfflU Wm\ 
5 7 il?a«fcK£*fTV\ SE{fr&**r#fc 0 

[0 3 3 6] 1H-NMR (DMS0-d6) 6 : 10.97 (s, 1H), 9. 

II (d, 1H, J=6.5Hz), 7. 92-7. 83 (m, 4H), 7.70 (d, 2 
H, J=8.6Hz), 7.52-7.50 (m, 2H), 4.80 (s, 2H), 3.42 

(s, 3H). 

GUM 17 0) 

U-te-^fvW ^ yy[\ t 2- a ] if y ^v-3-f A-)-^r 

;U] -(4-^ h^V-7x^;u)-7^> / Art: 
#*«3 7CO>fb'&^t/(4-^ F^^-7x^)-f 

tj'U'T (##03 3) SrtefliU IHkM 1 5 7 & n*K: 
EJESrfTV\ *Bft-frft*r#fco 

[0 3 3 7] 1H-NMR (DMS0-d6) 6 : 10.34 (s, 1H), 9. 
08 (d, 1H, J=6.8Hz), 7.98-7.96 (m, 2H), 7.56-7.51 
(m, 1H), 7.54 (d, 2H, J=9.2Hz), 7.36(s, 1H), 6.93 
(d,2H, J=9.2Hz), 3.73 (s, 3H), 3.02 (q, 2H, J=7. 6H 
z), 1.36 (t, 3H, J=7.6Hz). 

mmm i7i) 

l-[4-[4-(2-^^/W ^ 2-a] fcf y ^y-3--f A-) 

##0iJ3 7©flS-fr*XtK(4-r'fe^-73:=/U)-f- 

**ur (##^J4 7) srttfliu i 5 7 1 m» 

[0 3 3 8] 1H-NMR (DMS0-d6) 8 : 11.03 (s, 1H), 9. 



05 (d, 1H, J=7.0Hz), 8.01-7.93 (m, 4H), 7.75 (d, 2 
H, J=8. 1Hz), 7.58-7.55 (m, 2H), 3.05 (q, 2H, J=7.6 
Hz), 2. 50 (s, 3H), 1.37 (t, 3H, J=7.6Hz). 

GUMi 7 2) 

[4-(2-^^/w-r * ^/a, 2-a] if y *?>-z->r M-rr 

M -p- hyyw-7^y *4b*f{?»£[ 

#%0J 3 7 <Dik&®RTfp - h y A'-^*? 1/7 (JKSC 
fl3*J:0»A) SrffifflU SHSWl 5 7tW«cSrt?Sr 
ffv\ *Efls£*«r»fc. 

[0 3 3 9] 1H-NMR (DMS0-d6) 8 : 10.44 (s, 1H), 9. 
08 (d, 1H, J=7.0Hz), 7.98-7.92 (m, 2H), 7.56-7.50 
(m, 3H), 7.40(s, 1H), 7. 14 (d, 2H, J=8.4Hz), 3.03 
(q, 2H, J=7.6Hz), 2.26 (s, 3H), 1.36 (t, 3H, J=7. 6 
Hz). 

mmmi 73) 

4- [4- (2-^^-^ s yvii, 2-a] if y m-*? 
*a> mn$u 9) fttt^u mmmi 5 7 tuawcs 

[0 3 4 0] 1H-NMR (DMS0-d6) 5 : 11.02 (s, 1H), 9. 
05 (d, 1H, J=6.8Hz), 8.02-7.91 (m, 4H), 7.77 (d, 2 

H, J=8.6Hz), 7.57-7.54 (m, 2H), 4.27 (q, 2H, J=7. 0 
Hz) ,3.04 (q, 2H, J=7.6Hz), 1.37 (t, 3H t J=7.6Hz), 

I. 31 (t, 3H, J=7.0Hz). 
0UIM1 7 4) 

[4-(2-^^/W ^ ^✓[l, 2-a] try ^^-3->f A)-*T 

V— /W2-^yV]-(6-^ Y ^r^-lf y t?y-3-^/w)-r ^ V 

##^j3 7^ib-e*xtf<6-^ h^-tfy^-3 

->f/W-ft!>l/7 (##^J4 3) SrttfflU 
1 5 7 tn*fcK«*r1Tv\ *E{k^ftS:»fco 

[0 34 1] 1H-NMR (DMS0-d6) 8 : 10. 48 (s, 1H), 9. 
03 (d, 1H, J=6.8Hz), 8.48 (d, 1H, J=2.4Hz), 8.00- 
7.93 (m, 3H), 7.56-7.42 (m, 1H), 7.39 (s, 1H), 6.8 

3 (d, 1H, J=8.6Hz), 3.81 (s, 3H), 3.01 (q, 2H, J=7. 
6Hz), 1.35 (t, 3H, J=7.6Hz). 

(mmmi 1 5) 

[4-(2-^A~T ^ 2-a] If y (;U)-<?T 

V—;V-2->(;V]-(4- h y y/^u *^/l>-7 ^^/\,)-T 

&nmz 7 ©M»M(4 - b !l 7;v*d ^ f /u-7 

5 7 fcP«fcKJS«r*TV\ *E^*«r»fc. 

[0 3 4 2] 1H-NMR (DMS0-d6) 6 : 11.01 (s, 1H), 9. 

04 (d, 1H, J=7.0Hz), 8.00-7.94 (m, 2H), 7.84 (d, 2 
H, J=8.4Hz), 7.68 (d, 2H, J=8.4Hz), 7.59-7.53 (m, 
2H),3.03 (q, 2H, J=7.6Hz), 1.37 (t, 3H, J=7. 6Hz) ; 
MS (APCI, m/z): 470 (M+H)+ . 
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(XJMl 7 6) 
4-[4-(2-^yW ^/[1,2-a] If y 

#%#J 3 7 <Dik&toRxfi U-isry-y* - <?Jr 
»*«4 8) SrflEfflU l 5 7 £ matte: 

[0 3 4 3] 1H-NMR (DMS0-d6) 6 : 11.13 (s, 1H), 9. 
00 (d, 1H, J=7.0Hz), 8.01-7.93 (m, 2H), 7.88-7.67 
(m, 4H), 7.60 (s, 1H), 7.56-7.51 (m, 1H), 3.02 (q, 

2H,J=7.6Hz), 1.36 (t, 3H, J=7. 6Hz) ; 
MS (APCI, m/z): 427 (M+H)+. 

mmmi 7 7) 

/kW $ ?V\\ y 2-a] tf y i?y-2-#A'tf>'Wt* ^ 

t^fT (##«?U3) SrttfflU ^J6« 1 5 7 t 

[0 3 4 4] 1H-NMR (DMS0-d6) 6 : 10.24 (s, 1H), 8. 
87 (d, 1H, J=7.3Hz), 7.78 (d, 1H, J=8.9Hz), 7.65- 
7.59 (m, 1H), 7.54-7.51 (m, 3H), 7.25-7.20 (m, 1 
H), 6.93-6.90 (m, 2H), 3.86 (s, 3H), 3.72 (s, 3H). 

mmmi i s) 

3- [2- (4-7 ± fvl/- y n ^;V7 ^ / ) -*f~7 V—;V-4~4 
S *V[1, 2-a] tT !J ^/V 

###j3 9 OftdllSff (4 - - f 

**UT (##«J4 7) SrfcfflU *»«i5 7fcBl« 

[0 3 4 5] 1H-NMR (DMS0-d6) 6 : 10.94 (s, 1H), 8. 
83 (d, 1H, J=7.0Hz), 7.94 (d, 2H, J=8.9Hz), 7.82- 
7.62 (m, 5H), 7.28-7.23 (m, 1H), 3.86 (s, 3H), 2.5 
0 (s,3H). 

mmmi 1 9) 

3- (2-p- h y ;vr k /-fry-zwH/i/)-^ ^ yvih 

9 MSA) U JfeMffll 1 5 7 feMRKStt* 

[0 3 4 6] 1H-NMR (DMS0-d6) 5 : 10.36 (s, 1H), 8. 
87 (d, 1H, J=7.0Hz), 7.78 (d, 1H, J=9.2Hz), 7.67- 
7.61 (m, 1H), 7.55-7.48 (m, 3H), 7.26-7.21 (m, 1 
H), 7.12 (d, 2H, J=7.8Hz), 3.86 (s, 3H), 2.25 (s, 3 
H). 

8 0) 

3-[2-(4-^ Y*i/$;vi$^;v-y zl^VT * J)-T7V 

/u] -4 % # / [i f 2- a ] if y *J jvif, ym 



fy* (#%wi4 9) l> mmm 1 5 7 ^m^s 

[0 3 4 7] 1H-NMR (DMS0-d6) 6 : 10.91 (s, 1H), 8. 
82 (d, 1H, J=7.0Hz), 7.91 (d, 2H, J=8.6Hz), 7.81- 
7.61 (m, 5H), 7.27-7.22 (m, 1H), 4.27 (q, 2H, J=7. 
0Hz),3.86 (s, 3H), 1.30(t, 3H, J=7.0Hz). 

mmmi sd 

3- [2- (6-^ h^riz-t 8 y i/ls-Z-jtVT \ J)-^7V—fr 
-4~4 fV\ -4 ^ ? / [ 1 , 2- a ] tf y i? >-2-$ /U# ^ ^ 

— f/U)-WU7 (##^J4 3) ftftfflU ^«^J 

l 5 7 tf^1i^^^fi : v> > *Bft-g**r»fc. 

[0 3 4 8] 1H-NMR (DMS0-d6) 6 : 10.37 (s, 1H), 8. 
81 (d, 1H, J=7.3Hz), 8.45 (d, 1H, J=3.0Hz), 7.95 
(dd, 1H, J=3.0Hz, 8.9Hz), 7.77 (d, 1H, J=9.2Hz) f 
7.64-7.59 (m, 1H), 7.54 (s, 1H), 7. 24-7. 19 (m, 1H), 

6.82 (d, 1H, J=8.6Hz), 3.85(s, 3H), 3.81 (s, 3H). 

mmm is 2) 

3-[2-(4-h y 7/Vtn^f/W7x^7;;)-f7/ 
)V\-4 ^ 9V [1, 2- a] tT y i^>-2-iJ/^>St 

##0tj3 9©ft-&4fcAt/(4- hy7/vto^f;v-7 
5 7i:|PWIlcS*trm\ »Bft***#fc. 

[0 3 4 9] 1H-NMR (DMS0-d6) 6 : 10.91 (s, 1H), 8. 
81 (d, 1H, J=7.0Hz), 7.83-7.79 (m, 3H), 7.69-7.63 
(m, 4H), 7.29-7.24 (m, 1H), 3.86 (s, 3H). 

(H*«l 8 3) 

3-[2-(4-vr ;-7x ^yi^r ^ y )-^r ^-^-4— r /^]- 
-r ^ yyii, 2- a] try ^v-2-*/^^»y ^ 

##M3 9 (^f^ft^t; ( 4 - / - 7 x ^/U) - ft 
WT (###14 8) SrttfflU 1 5 7 i 

KJ5SSrffV\ *Bfb^*&»fc. 

[0 3 5 0] 1H-NMR (DMS0~d6) 6 : 11.01 (s, 1H), 8. 
74 (d, 1H, J=7.0Hz), 7.81-7.73 (m, 5H), 7.69 (s, 1 
H), 7.64-7.57 (m, 1H), 7.22-7.18 (m, 1H), 3.84 (s, 

3H). 

8 4) 

[4-(2-^M ^^^/[l,2-a]tf y ^V-3->T/V)-f T 

t7 ^ i/y-w/wf t7 i^TM i, nmwitia 

[0 3 5 1 ] 1H-NMR (DMS0-d6)6: 10.29 (s, 1H), 8. 
94 (d, 1H, J=6.6Hz), 8.30 (d, 1H, J=7. 1Hz), 8.13 
(t 1H, J=7.2Hz), 7.97 (d, 1H, J=9.4Hz), 7.71 (d, 1 
H, J=8. 1Hz), 7.63-7.51 (m 4H), 7.25 (t, 1H, J=6. 5H 
z), 7.08 (s, 1H), 6.88 (t, 1H, J=6.6Hz), 2.53 (s, 3 
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H); 

MS (APCI, m/z): 357 (M+H)+; 
HPLC (N): Rt = 4.7 min. 

mmmi s 5) 

(2,4-v^ h^r^-7i^;W-[4-(2-yf/M ^/[l, 

2- a ] tr y v-3->r /i/) r /u-2-f /w] - 7 $ y 

[0 3 5 2] 1H-NMR (DMS0-d6) 6 : 9.44 (s, 1H), 8.9 
7 (d, 1H, J=6.2Hz), 7.91 (t, 1H,J=7. 1Hz), 7.52 (d, 
1H, J=8.9Hz), 7.26 (t, 1H, J=6.6Hz), 6.96-6.93 (m 
2H), 6.66 (d, 1H, J=2.7Hz), 6.53 (dd, 1H, J=2. 7H 
z, 8.9Hz), 3.85 (s, 3H), 3.76 (s, 3H), 2.50 (s, 3 
H); 

MS (APCI, m/z) 367 (M+H)+ ; 
HPLC (N): Rt = 4.9 min. 

mmmi s 6) 

[4- (2-* fvlW ^ yyil, 2-a]f!)^y-3-^/W)-fT 
V— /W2-> f /^]-(4-^ V xx-y ^z=-/V)-T ^ V 

[0 3 5 3] 1H-NMR (DMS0-d6) 5 : 11.26 (s, 1H), 8. 
83 (d, 1H, J=6.7Hz), 8.25 (d, 2H, J=9.3Hz), 7.86 
(d, 2H, J=9.3Hz), 7.57 (d, 1H, J=9.3Hz), 7.33 (s, 
1H) , 7. 32-7. 28 (m, 1H), 7.01 (t, 1H, J=6.6Hz), 2.54 

(s, 3H); 
MS (APCI, m/z): 352 (M+H) + ; 
HPLC (N): Rt = 6.2 min. 

mmmi 8 7) 

(3, 4-^ n n-yai^)-[4-(2-^ S yV\\ t 2- 

a] try ^v-3-r^)-^ry r -yw2-^/H-r ^ v 

(3, a n-7 t ^ UT I, W&W 

[0 3 5 4] 1H-NMR (DMS0-d6) 6 : 10.77 (s, 1H), 8. 
92 (d, 1H, J=7. 1Hz), 8.25 (d, 1H, J=2.7Hz), 7.57 
(d, 2H, J=8.8Hz), 7.43 (dd, 1H, J=2. 6Hz, 8.8Hz), 
7.31 (t, 1H, J=7.2Hz), 7.22 (s, 1H), 6.99 (t, 1H, 
J=6.7Hz), 2.55 (s, 3H) ; 
MS (APCI, m/z): 375 (M+H)+, 377 (M+H) + ; 
HPLC (N): Rt = 5.0 min. 

mv&mi s s) 

r ^ v 

2-7 r o^e-l-(2-h V ^ *V[l,2-a] 

try ^V-3-^/^-31^/^ (###J2 0) 15. 2mg 
(49. 5^^^a^/W) ^T/(4-^ 
/H-ft!)l/r (##ftj3) 9. Omg (4 9. 5W 

^tur/w) fc^*/— /WiilfcflMJU 1 5^M*Pfi5S 
8U, gj£»C7 h7tKo77yt^^ / -/u«D 



H»tt*8ftU hy^- (2-T^y^.^/u) - 
7^y /Ky^^UV HL l/^50mg (122 
-v-r^n^e/K 2. 4 3;yw/g) $rAPx> 
3£|«]«#l,fc 0 Rj«ifc«:6»U 5?££®J£«igL 

-^A^ftifrU *lEfb^»l 4mg (7 3%) £#fc 0 
[0 3 5 5] m.p. 176-177^; 

1H-NMR (DMS0-d6) 8 : 10.25 (s, 1H), 8.66 (d, 1H, J 
=5.9Hz), 7.78 (d, 1H, J=9.2Hz), 7.56-7.48 (m, 3H), 
7.20 (s, 1H), 7.18-7.13 (m, 1H), 6.94-6.88 (m, 1 
H), 3.72 (s, 3H); 
MS (APCI, m/z): 391 (M+H) + ; 
HPLC (N): Rt = 4. 1 min. 

&mm s 9) 

l-[4-[4-(2-b y 7;Vtn^f;W 5 #V[l,2-a] try 
i> ;V) T A^2--f /V7 5/]-7x ~/H -:n 
$ jy 

###J2 0(Dfb'&^U t (4-rir5 L /V-yai^/W)-5 L 
(##M4 7) SftffiU SaS«18 8tra« 

[0 3 5 6] m.p. 179-181t:; 

1H-NMR (DMS0-d6)6: 10.93 (s, 1H), 8.65 (d, 1H, J 
=7.0Hz), 7.94 (d, 2H, J=8.9Hz), 7.80 (d, 1H, J=8. 9 
Hz), 7.75 (d, 2H, J=8.9Hz), 7.57-7.50 (m, 1H), 7.43 

(s, 1H), 7.21-7.15 (m, 1H), 2.51 (s, 3H) ; 
MS (APCI, m/z): 403 (M+H) + ; 
HPLC (N): Rt = 4.6 min. 

Gttfll 9 0) 
p-h y/W[4-(2-h y y;V*u**3-j\>-4 **V[l,2-a] 

try v?y-3-^;u)-f r^/w2-^/v]-r ^ y 

toSU V WA) Srftffl U HJfctfiJ 1 8 8 kmmzEL&& 

[0 3 5 7] 1H-NMR (DMS0-d6) 6 : 10.34 (s, 1H), 8. 
66 (d, 1H, J=7.3Hz), 7.79 (d, 1H, J=8.9Hz), 7.53 
(d, 1H, J=6.8Hz), 7.50 (d, 2H, J=8.9Hz), 7.25 (s, 
1H), 7. 18-7. 10 (m, 3H), 2.24 (s, 3H) ; 
MS (APCI, m/z): 375 (M+H)+; 
HPLC (N) : Rt = 3. 7 min. 

4- [4- (2- h!)7;Vtn> 5vW * £V[1, 2- a] tf V 

/U) -*?T V*-;V-2-<< ?VT ^ J ]-SA#*^^ 

2 O ©fc-&4MttM IsJ K-SS#»^ 

Trw (##0N 9) iffiffi L IlifcW 1 8 8 tmmzBVS 

[0 3 5 8] 1H-NMR (DMS0-d6) 6 : 10.93 (s, 1H), 8. 
65 (d, 1H, J=6.2Hz), 7.92-7.88 (m, 2H), 7.82-7.73 
(m, 3H), 7.56-7.53 (m, 1H), 7.42 (d, 1H, J=2.4Hz), 

7.18-7.16 (m, 1H), 4.26 (m, 2H), 1.30 (m, 3H) ; 
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MS (APCI, m/z): 433 (M+H) + ; 
HPLC (N): Rt = 4. 1 rain. 

mmmi 9 2) 

(6-^ h^i/-t°y v f v-3--f/W-[4-(2- h y y;v*ut 

1 8 8 tmmz.&fc*fti<\ mmit&vo&mco 

[0 3 5 9] m.p. 188-1911C; 

1H-NMR (DMS0-d6)5: 10.39 (s, 1H), 8.63 (d, 1H, J 
=6.8Hz), 8.44 (d, 1H, J=2. 7Hz), 7.97 (dd, 1H, J=2. 
7Hz, 8.9Hz), 7.78 (d, 1H, J=9.2Hz), 7.54-7.49 (m, 
1H), 7.27 (s, 1H), 7.18-7.13 (m, 1H), 6.81 (d, 1H, 
J=8.9Hz), 3.80 (s, 3H); 
MS (APCI, m/z): 392 (M+H)+; 
HPLC (N): Rt = 3.7 min. 

mmm\ 9 3) 

[4- (2- h V n * f;w r ^ ?V [1, 2- a ] t:° y ^V- 

3^;W-f-7/-/W2^;l/]-(4- h y ^/l^n ^ *fjV- 

###J 2 0 <Bffr&«Wfctf(4 -h97/i/*n^ ^/l— 7 

8 8fcW«te£jfc*fTl\ £fBfb&«£&fc 0 
[0 3 6 0] 1H-NMR (DMS0-d6) 6 : 10.91 (s, 1H), 8. 

62 (d, 1H, J=7.0Hz), 7.85-7.23 (m, 3H), 7.67 (d, 2 

H, J=8.6Hz), 7.61-7.51 (m, 1H), 7.42 (s, 1H), 7.17 
(t, 1H, J=6.8Hz); 

MS (APCI, m/z): 429 (M+H)+; 

HPLC (N): Rt = 3.9 min. 

mm 1 94) 

4-[4-(2- h y 7A>*u * % 2- a ] tf ]) *? 

>V)-^-TV—!V-2->( )VT * JV^sV ~ b y 

(#%^J4 8) SrffifflU Hifefli 1 8 8 t ®mz 

[0 3 6 1] 1H-NMR (DMS0-d6)6: 11.03 (s, 1H), 8. 
60 (d, 1H, J=7.3Hz), 7.82-7. 72 (m, 5H), 7.57-7.51 
(m, 1H), 7.47 (s, 1H), 7.17 (t, 1H, J=6. 8Hz) ; MS 
(APCI, m/z): 386 (M+H)+; 
HPLC (N): Rt = 5. 1 min. 
9 5) 

f^^-7x=/H-[4-(2-7x^;V-^>^/[l,2- 

o]try ^^-3-^/1^)-^-^ yu-2-^f/u]-T ^ y 

a-c^r (##^j3) sH-e^u mmmisstmm^ 

[0 3 6 2] 1H-NMR (DMS0-d6) 5 : 10.21 (s, 1H), 8. 
44 (d, 1H, J=8.4Hz), 7.76 (d, 2H, J=8. 1Hz), 7.67 
(d, 1H, J=8.6Hz), 7.50 (d, 2H, J=8. 1Hz), 7.39-7.32 



(m,4H), 7.02-6.98 (m, 1H), 7.00 (s, 1H), 6.84(d, 
2H, J=9.2Hz), 3.70 (s, 3H) ; 
MS (APCI, m/z): 399 (M+H) + ; 
HPLC (N): Rt = 4.2 min. 

r^-zv^/vr^ / ]-7s^/v]-x^ / y 
##092 1 ^M^(4 - rtf ;v-7i^)-f 
t!>UT (##^J4 7) SrffifflU H*fi«18 8tra« 

[0 3 6 3] MS (APCI, m/z): 411 (M+H)+; 
HPLC (N): Rt = 4.7 min. 
(HJfeflll 9 7) 

r/-/w2->r^]-p- h y /wr ^ > 

[0 3 6 4] MS (APCI, m/z) : 383 (M+H)+; 
HPLC (N): Rt = 3.7 min. 

4-14- (2-7 x.-Sls-J * 99W % 2-a] b° y i^y-Z-^M' 

*#«2 1 0{fr&«fttM -tttuj K-»A«fc* 

^ (##M4 9) 4r«JBU Hft^Jl 8 8 

[0 3 6 5] MS (APCI, m/z): 441 (M+H) + ; 
HPLC (N): Rt = 4.2 min. 

mmmi 99) 

(6-^ h^S/-try ^y-3->f;H-[4-(2-7xr:;M 5^ 
✓ [1, 2- a ] tf y V-3->T yw) -77 A-2--Y /P] -T 5: 

-^/v)-W^r (#%«4 3) H16*!l 
l 8 8 ^^JcKlSSrffvv *Bfts^«fft#fc. 

[0 3 6 6] MS (APCI, m/z): 400 (M+H) + ; 
HPLC (N): Rt = 3.8 min. 

mmm2 o o) 

\_4-(2-7 % *V[1, 2- a ] tT y ^y-3-^/U)-^ 

7/-;i/-2-^;v]-(4- h y 7;Ptn^f;W7i^)- 

x^l/)-ft^I/r (##0»J2) Srft^L, HJfeCTl 

[0 3 6 7] MS (APCI, m/z): 437 (M+H)+; 
HPLC (N): Rt = 3.9 min. 

mmm 201) 

4-[4-(2-7*^/W>f ^ 2-a]b°y i/V-Z— ( JV)- 

##0JJ2 10MW(4-^7/-7x^)-ft 
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[0 3 6 8] MS (APCI, m/z): 394 (M+H)+; 
HPLC (N): Rt = 5. 1 min. 

mnw2 o 2) 

7-^ n *-3- [2- (4- ^ h * 7 * -/wr ^ / ) -^*T N /— 
/W4--f ?vW>f S *V [1, 2- a ] tf y ^ 

l-(8-T ^ / - 7-^0^-2-^ fvW>f ^^/[1,2-alt 0 
y ^y-3-^;V)-2-^n^-x^/ V (##01J2 4) 1 
8mg(5 1. 9^^n^)M4-^^-7 
x^)-ft!)l/r (##0*J3) 9. 5mg (5 1. 9 

Kn77yimlW^/-/Hm 1 

u by*- (2-r^/^/u) - v #y*^ 

HL l/v^ySOmg (12 2W^n^K 
2. 4 3^'JWg) £»^3 5MB«E#L 

/Co R/S#*5iBU SttSrWEMBLfco #«bftfcS 

U «fB{frg>ft 12. 4 mg ( 5 6 %) «r#fc 0 
[0 3 6 9] 1H-NMR (DMS0-d6) 6 : 10. 16 (s, 1H), 8. 
20 (d, 1H, J=7.6Hz), 7.53 (d, 2H, J=9.2Hz), 6.97 
(d, 2H, J=9.2Hz), 6.91 (d, 2H, J=1.9Hz), 5.72 (s, 
2H),3. 73 (s, 3H), 2.51 (s, 3H) ; 
MS (APCI, m/z): 430 (M+H)+, 432 (M+H)+, 
HPLC (N): Rt = 4.3 min. 

mmn o 3) 

7-^n^e-2-^^/W3-[2-(4- h V 7/Vtn^f/W7x 
-JVT S J ) -f-T A-] ->f ^ *V [1, 2- a ] f 

##J2) SrftJBU »«l2 0 2tB»c»S«rfi l v\ 

[0 3 7 0] 1H-NMR (DMS0-d6) 6 : 10.82 (s, 1H), 8. 
12 (d, 1H, J=7.6Hz), 7.83 (d, 2H, J=8.9Hz), 7.68 
(d, 2H, J=8.9Hz), 7.20 (s, 1H), 6.97 (d, 1H, J=8. 6 
Hz), 5. 74 (s, 2H), 2.50 (s, 3H) ; 
MS (APCI, m/z): 468 (M+H)+, 470 (M+H)+; 
HPLC (N): Rt = 4.0 min. 

GB6«2 0 4) 

(W ^ *V[1, 2- a] \f V v?y-3-^;Wf7/-/H-^ 

*9lsT (##0J3) SrftfflU H«W2 0 2 tRl«^ 

[0 3 7 1] 1H-NMR (DMS0-d6) 6 : 10.20 (s, 1H), 9. 
19 (d, 1H, J=7.0Hz), 8.07 (s, 1H), 7.70 (d, 1H, J= 
8.9Hz), 7.55 (d, 2H, J=8.9Hz), 7.40 (t, 1H, J=7. 3H 



z),7.25 (s, 1H), 7.10 (t, 1H, J=7.0Hz), 6.96 (d, 2 
H, J=8.9Hz), 3.74 (s, 3H) ; 
MS (APCI, m/z): 323 (M+H) + ; 
HPLC (N): Rt = 5.3 min. 

mmm2 o 5) 

i-[4-(4— r ^ 2- « ] tf y ^y^/wf-rv^ 
-2— r^r ^ /)-^^^/H-^^ y ^ 

Hr^^T (##«4 7) SMEfflU Sll6«2 0 2 tra« 

[ 0 3 7 2 ] MS (APCI, m/z) : 335 (M+H)+; 
HPLC (N): Rt = 5.6 min. 
C$mM 2 0 6) 

4--f ^ ^^[l, 2- a] tf y i>y-3->f;wf7^-;u-2-^ 
fltffc SrttfflU *16«2 0 2i:H«^Kl£* 

[0 3 7 3] MS (APCI, m/z): 307 (M+H)+; 
HPLC (N): Rt = 4.8 min. 
(SOSW2 0 7) 

4-(w ^yy[i,2-a]try ^y-3-^;wfry-;w2- 

>fywr ^ /)-$If»^f/^^r;v 

fvw (##0N 9) Srffiffl U 3Ofe0ij2 o 2iB«l:K 

[0 3 7 4] MS (APCI, m/z) : 365 (M+H) + ; 
HPLC (N): Rt = 5.0 min. 
(mmM2 0 8) 

(4-^ s*V[i f 2- a] try ^y-3-^/wfry-;v-2-^ 

/i^)-(6-^ h*^-t?y ^y-3-f;i/)-7 5y 
##«2 5 0^«i;(6-^ h*V-t?y v^-3 
-f/W)-Wur (*#«4 3) SMSMU HJSffil 
2 0 2 &H«fcKJS«rffv\ *»fba*S:»fc 0 

[0 3 7 5] MS (APCI, m/z): 324 (M+H)+ ; 
HPLC (N): Rt = 4.7 min. 
(H16«2 0 9) 

(4->f ^ ^/[l, 2-a] tf y ^V-3-^;W^r 

2 5 (Dik&Va&Xfi ( 4 - h y :7/M*n ^ 7 
x^)-ft^7 (#%#J2) SMftflJU £110112 

0 2 tW*l!:K**rfTV\ *Bffc***»fc. 

[0 3 7 6] MS (APCI, m/z): 361 (M+H) + ; 
HPLC (N): Rt = 4.6 min. 

«*«2 10) 
4-(4--T 5 *V [1, 2- a ] t 9 y v^-3-^ /W^T 

-YA'T^ /)-^y N /- h y ^ 

##^)2 5 4 -y r / - 7 x ^) - f - 1 

(#%0»J4 8) ^«fflL, *lfc« 2 0 2 f: 
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[0 3 7 7] MS (APCI, m/z): 318 (M+H) + : 
HPLC (N): Rt = 5.8 min. 

mmm2 1 n 

[4- (8-^ y v 5 A>* * i/-2- 3vl~f S ? V [ 1 , 2- a ] fcT ]) 

*J ;v) r AS] -(4-* Y*i/-y^~ 

«i/T (##0J3) SrttfflU 0 2 i IfMlfc 

[0 3 7 8] 1H-NMR (DMS0-d6) 6 : 10. 16 (s, 1H), 8. 
56 (d, 1H, J=6.5Hz), 7.55-7.51 (m, 4H), 7.46-7.37 
(m, 3H), 7.00 (s, 1H), 6.92 (d, 2H, J=8.9Hz), 6,87 
-6.78 (m, 2H), 5.31 (s, 2H), 3.73 (s, 3H) 2.50(s, 
3H); 

MS (APCI, m/z): 443 (M+H)+ ; 
HPLC (N): Rt = 8.0 min. 

(30KM2 1 2) 
1- [4- [4- (8-^< V it/V-* 3f i/-2- * ^Sa~f $jf*/ll,2- 

#%«J 2 8 (Dit&toRTfi ( 4 - T±'?A'- 7 x. ~>V) - 

t^i/r (##0947) shsmu mmm2 0 2 tm^ 

[0 3 7 9] MS (APCI, m/z): 455 (M+H)+ ; 
HPLC (N): Rt = 7.2 min. 
mn&l2 1 3) 

[4-(8-'<>^**S/-2-> fvwf S ^V[l, 2- a] try 

2 8 ©f^ftM p - b y 1 9 l/r asm 

[0 3 8 0] MS (APCI, m/z): 427 (M+H) + ; 
HPLC (N): Rt = 7.6 min. 
1 4) 

4-[4-(S-s<yi;/V$'*ci/-2-* fvi'-f $ ?VW> 2- a] t° 
y ^y-3-^/W)-f7^-/W2-^;V7 ^ 

^ (#^j4 9 srttffl u mmm2 o 2 1 raaicsjs 

[0 3 8 1 ] MS (APCI, m/z) : 485 (M+H)+ ; 
HPLC (N): Rt = 6.8 min. 

mmm2 1 5) 

[4-(8-^V^/^^i/-2-^ ^VW-T ^ *V[1, 2- a ] t° y 
*J V-3-T ;v) -7T AS] - (6- * Y * is- fc° V i? 

y-3->f;v)-7^v 

&%m2 8<Dik&%)RXf(6-/ h^>-b°y 
-^/V)-ft!>l/7 (##^4 3) SHSMJU *ttfl 
2 0 2 fcRI«fcRj&«:fTV\ *IEft-&«*»fco 
[0 3 8 2] MS (APCI, m/z): 444 (M+H)+ ; 



HPLC (N): Rt = 6.4 min. 

mmm2 1 6) 

[4-<8^5/$*/U:**$/-2-*^/l^ ^ ^/[l, 2- a] try 
^y-3-^;l^)-f7/- A-2--fA\l-(4- h y 

&^M2 8<nit&®)Rxf(4- y y 

x^)-ft<)U7 «Mr«2) SrfcfflU Hffi#j2 

[0 3 8 3] MS (APCI, m/z): 481 (M+H)+ ; 
HPLC (N): Rt = 5.5 min. 

mMM2 1 7) 
4-[4-(8-^<^v ? A^-^f V-2-y ^ *V[1, 2- a] tf 

y/u 

2 8 ^frg-ttXtf ( 4 ->7/-7x nA) - ^ 
^7 (##0tj4 8) *«fflU Htt«2 0 2 tBI«^ 

RJS*fifv\ *Bffc£**Wfc 0 

[0 3 8 4] MS (APCI, m/z) : 438 (M+H)+ ; 
HPLC (N): Rt = 7. 5 min. 

mmm2 1 s) 

[4- (8- * Y *i/-2-t ^/v-^i * 9VW> 2- a] \f V *J>-Z 
-4 As) -f-T /- ^-2—T A] ~(4-^ h^V-7x -T 

##W3 l<Dfc&MRTM4-* Y**s-7x^;v)-7- 
t!>l/7 (#%0»J3) Sr«ffiLiafiff!l2 0 2 ira«^R 

[0 3 8 5] 1H-NMR (DMS0-d6) 6 : 10. 16 (s, 1H), 8. 
54 (d, 1H, J=7.0Hz), 7.54 (d, 2H, J=8.9Hz), 6.99 
(s, 1H), 6.93 (d, 2H, J=8.9Hz), 6.86 (t, 1H, J=7. 0 
Hz) ,6. 70 (d, 1H, J=7. 6Hz), 3.94 (s, 3H), 3.73 (s, 
3H) 2.51 (s, 3H); 
MS (APCI, m/z): 367 (M+H)+ ; 
HPLC (N): Rt = 9.4 min. 

mmm2 1 9) 

1- [4- [4- (8- * Y * i/-2- * ^^/[1,2-a]^!) 

AS) -*?T V—A^-2-4 ;VT$/]-7x -A]-Ji 

##^J3 \<Dte§ttoRX${A-T±*f-As-7 x^AS)~*f 

irvur (##^ij4 7) srttfflt, mmm 2 0 2 1 mm 

[0 3 8 6] 1H-NMR (DMS0-d6) 5 : 10.87 (brs, 1H), 
8.49 (d, 1H, J=6.8Hz), 7.96 (d,2H, J=8.6Hz), 7.76 
(d,2H, J=8.6Hz), 7.22 (s, 1H), 6.90 (t, 1H, J=7. 3H 
z),6. 73 (d, 1H, J=7.6Hz), 3.95 (s, 3H), 2.52(s, 3 
H) 2.50 (s, 3H); 
MS (APCI, m/z): 379 (M+H)+ ; 
HPLC (N) : Rt = 7.4 min. 

mmm2 2 0) 

[4-(8-y F^-2-^f;M^/[l,2-a]t p y 

-^/i/)-f7y-;v-2-^;v]-p- Y V fr-T ^ s 
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« 



mms KDik&mttxfp- by vt (josc 

[0 3 8 7] 1H-NMR (DMS0-d6) 6 : 10.28 (s, 1H), 8. 
54 (d, 1H, J=7.0Hz), 7.51 (d, 2H, J=8.4Hz), 7.14 
(d, 2H, J=8.4Hz), 7.04 (s, 1H), 6.86 (t, 1H, J=7. 3 
Hz) ,6. 70 (d, 1H, J=7.3Hz), 3.94 (s, 3H), 2.51 (s, 
3H), 2.26 (s, 3H); 
MS (APCI, m/z): 351 (M+H)+ ; 
HPLC (N): Rt = 7.5 min. 
2 2 1) 

mm 3 1 <Dik&fob 4 -^*Sr f-f K-£A»^ 
(#%0J4 9) Srftffl U ^Jfc0j2 0 2 fcH«fcRJS 

[0 3 8 8] 1H-NMR (DMS0-d6) 5 : 10.86 (brs, 1H), 
8.49 (d, 1H, J=6.8Hz), 7.93 (d, 2H, J=8.9Hz), 7.76 
(d,2H, J=8.9Hz), 7.21 (s, 1H), 6.90 (t, 1H, J=7. OH 
z),6.72 (d, 1H, J=7.3Hz), 4.28 (q, 2H, J=7.3Hz), 
3.95 (s, 3H), 2.51 (s, 3H) 1.31 (t, 3H, J=7.0Hz); 
MS (APCI, m/z): 409 (M+H) + ; 
HPLC (N): Rt = 7.3 min. 

m&«2 2 2) 

[4- (8- * h * ^-2- ^ ^/W>T S y % S [ 1, 2- a ] tf ]} V V-% 

mms i<Dfc<&tob(6-* 

a M - ^ * vr (mm 4 3 ) u mum 2 

[0 3 8 9] 1H-NMR (DMS0-d6) 6 : 10.31 (brs, 1H), 
8.48-8.46 (m, 2H), 7.98 (dd, lH,J=3.0Hz, 8.9Hz), 
7.06(s, 1H), 6.86 (t, 1H, J=5.9Hz), 6.84 (d, 1H, J 
=8.6Hz), 6.70 (d, 1H, J=7. 8Hz), 3.94 (s, 3H), 3.82 

(s, 3H), 2.51 (s, 3H); 
MS (APCI, m/z): 368 (M+H) + ; 
HPLC (N): Rt = 6.6 min. 

mMW2 2 3) 

[4- b * i/-2-/ f/W^ ^ y / [1, 2- a ] fc° V ^ 

->f/v)-fr^;v-2-f;v]-(4- h y 7;i/^D^f;v-7 

mm 3 1 <D{fr&*Rtf ( 4 - h y y ^/V- y 

s^-ft^l/T (###12) ittffiU ^ft^J2 

0 2tiHi«HcBat:ftm\ *E<fc;^ftt#fc. 

[0 3 9 0] 1H-NMR (DMS0-d6) 6 : 8. 47 (d, 1H, J=7. 
0Hz), 7.84 (d, 2H, J=8.9Hz), 7.68 (d, 2H, J=8. 9H 
z), 7.21 (s, 1H), 6.89 (t, 1H, J=7.3Hz), 6.72 (d, 
1H, J=7.6Hz), 3.98 (s, 3H), 2.51 (s, 3H) ; 
MS (APCI, m/z): 405 (M+H) + ; 



HPLC (N): Rt = 6.5 min. 

(H«0J2 2 4) 
4-[4-(8-^ h ^rV-2-^ % 2- a ] t° y 

-3--f Ad-TTV— Jl>T % h ]} ;U 

mm 3 l^»StJ ! (4-i/7/-7s^)-ft 

^7 (##«4 8) SMSWHU «S«2 0 2iH«l: 

[0 3 9 1] 1H-NMR (DMS0-d6) 6 : 10.97 (brs, 1H), 
8.43 (d, 1H, J=6.8Hz), 7.88-7. 71 (m, 4H), 7.25 (s, 
1H), 6.88 (t, 1H, J=7.3Hz), 6.72 (d, 1H, J=7.6Hz), 

3.95 (s, 3H), 2.50 (s, 3H) ; 
MS (APCI, m/z): 362 (M+H)+ ; 
HPLC (N): Rt = 8. 7 min. 

mmm2 2 5) 

1- [4- [4- (8- fc K a * V-2- 1 *vW>f * y V [1, 2- a ] If 

y v-3-f -f-r >^-/v-2— f /i/T s y ] - 7 = ~M - 

###J3 3 (1) ^^^(4-Tir^-7a:n 

;^)-W?ur (##^J4 7) SrttfflU ^J6WI2 0 
2i|iS«K:£a6;**TV\ «Bfb^**#fc. 

[0 3 9 2] 1H-NMR (DMS0-d6) 6 : 10.87 (brs, 1H), 
8.39 (d, 1H, J=6.8Hz), 7.95 (d, 2H, J=8.6Hz), 7.76 
(d, 2H, J=8.6Hz), 7.21 (s, 1H), 6.83-6.78 (m, 1H), 

6.54 (d, 1H, J=7.6Hz), 2.54 (s, 3H), 2.50 (s, 3H) ; 
MS (FAB, m/z) : 365 (M+H) + . 

(mmm 2 2 6) 

3-[2-(4-y Y*i/-y^ ^-JVT ^ 7 ) 

/U]-2-> TjV-'t * ?Va, 2-a] b° U itls-Z-jr—tV 

mmSS (1) %^Xtf(4-y h^>-7x = 

;v)-ft^T (##^J3) 4rfl6fflL, ^»J2 0 2 

[0 3 9 3] 1H-NMR (DMS0-d6) 6 : 10. 16 (s, 1H), 8. 
45 (d, 1H, J=6.8Hz), 7.54 (d, 2H, J=8.9Hz), 6.99 
(s, 1H), 6.93 (d, 2H, J=8.9Hz), 6.77 (t, 1H, J=7. 3 
Hz), 6. 54 (d, 1H, J=7.6Hz), 3.73 (s, 3H), 3.46 (br 
s, 1H), 2.52 (s, 3H); 
MS (FAB, m/z): 352 (M)+ . 

(H»ftJ2 2 7) 

2- y ^/W3-(2-p- h y ;VT ^ J-^T y—/V-4-4 )V) 
% y^/Lh 2-a] V y i?y-8-*—/\s 

mmss (i) (Dit&mtp- hi) ur 

(MRitJ&X 5 »A) ^rffiffl L, 51*011 2 0 2 t ftftk: 
SJ6Srfifv\ 

[0 3 9 4] 1H-NMR (DMS0-d6) 6 : 10.27 (s, 1H), 8. 
45 (d, 1H, J=6.8Hz), 7.52 (d, 2H, J=8.4Hz), 7.40 
(d, 2H, J=8.4Hz), 7.04 (s, 1H), 6.78 (t, 1H, J=7. 3 
Hz), 6. 55 (d, 1H, J=7.3Hz), 3.35 (brs, 3H), 2.52 
(s, 3H), 2.25 (s, 3H); 
MS (FAB, m/z) : 336 (M) + . 

(Jtlkfl2 2 8) 
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4-[4-(8-t K d =^^-2-^ f /W^ [1, 2- a ] t° !) 

##^J3 3 (1) (Dtt&mtA-?**;^ K-ScS* 
gfe:n^ (§#M4 9) SHSMBU Hlt«2 0 2fcra« 

[0 3 9 5] 1H-NMR (DMS0-d6) 6 : 10.87 (s, 1H), 8. 
43 (d, 1H, J=6.8Hz), 7.93 (d, 2H, J=8.6Hz), 7.77 
(d, 2H, J=8.6Hz), 7.27 (s, 1H), 6.91 (t, 1H, J=7. 0 
Hz) ,6. 67 (d, 1H, J=7.6Hz), 4.27 (q, 2H, J=7.0Hz), 
3.17 (brs, 3H), 2.56 (s, 3H), 1.31 (t, 3H, J=7. OH 
z); 

MS (FAB, m/z) : 394 (M) + . 

(mmm2 2 9) 

-4-4/^-2-^^^-4 ^ [1, 2- a] If y S^-*-*— 
#%#J3 3 (1) 0MfrS*&(6-p* h^v-try^v 

«2 0 2 £H«K:EJSSrtTi\ *fB{fc&«>Sr#fc« 
[0 3 9 6] 1H-NMR (DMS0-d6) 6 : 10.37 (s, 1H), 8. 

48-8.46 (m, 2H), 7.96 (dd, 1H, J=3. OHz, 8.9Hz), 7. 

21 (s, 1H), 7.00 (d, 1H, J=6.8Hz), 6.84 (d, 2H, J= 

8.9Hz), 3.82 (s, 3H), 3.32 (s, 3H) 2.52 (s, 3H) ; 

MS (FAB, m/z): 353 (M)+ . 
(mMW2 3 0) 

2- t< f-/V-3- [2- (4- h y ^/U^-n^ ^yU- y^^/VT^ 

/)^r^-/w4^^]-r $ *V[i,2-a] try s^-8- 

#%#J3 3 (1) ^fti:(4-hy7/Vtn^f;V 

2 0 2 iW«K:Kl6«rfifv\ *ieffr&«54r»fc 0 

[0 3 9 7] 1H-NMR (DMS0-d6) 6 : 10.82 (s, 1H), 8. 
37 (d, 1H, J=6.8Hz), 7.84 (d, 2H, J=8.6Hz), 7.68 
(d, 2H, J=8.6Hz), 7.20 (s, 1H), 6.80 (t, 1H, J=7. 3 
Hz), 6. 55 (d, 1H, J=7.0Hz), 3.33 (brs, 1H), 2.54 
(s, 3H); 

MS (EI, m/z): 390 (M) + . 

(£J6«2 3 1) 
l-[4-[4-(7-7'n^-8-t Kn ^i/-2-^ fvW 
[1, 2- a ] fc° y v^-3—f /V)-f7/-/U-2--<;l/7 S /]- 

##«3 3 (2) <Dik&®b (4-7tf/U-7x^) 
-ft^l/7 (##0H7) MfcfllU ISffe0J2O2£ 

[0 3 9 8] 1H-NMR (DMS0-d6) 5 : 10.97 (s, 1H), 8. 
54 (d, 1H, J=7.6Hz), 7.97 (d, 2H, J=8.6Hz), 7.75 
(d, 2H, J=8.6Hz), 7.52 (d, 1H, J=7.0Hz), 7.49 (s, 
1H),3. 80 (brs, 1H), 2.61 (s, 3H), 2.50 (s, 3H) ; MS 

(FAB, m/z) 443 (M+H) + 



(*MM2 3 2) 
2,2,2-h y 7/W^n-N-[3-[2-(4-^ Y**s-7 ^~)VT 
^/)-^T)/-^-A-f^]-2-/ % *V[1, 2- a] 

tfy v^-s-^/i/i-r-fe hr ^ k 

N-(3-Ti?^/W-2-7< ^-^f ^ *V [1, 2- a] try v^-8- 
-fyW)-2 f 2,2-h y hT^ K(##«2 3) 

2 9mg (lOOW^n^) , (4-^ F^'>-7i 
^)-ft^7 (##«3) 18mg (lOOW^ 
n^) Ma^|2 5mg (lOOW^n^) £ 
N,N- Wf/V^W7 5 K2m 1 MffiEflfU 1 0 Ot 

- (^^/mm^^=i : i) -e»«u ^taft 

£^3mg (7%) £»fc 0 

[0 3 9 9] 1H-NMR (CDC 13) 6 : 8. 68 (d, 1H, J=6. 2 
Hz), 8.08 (d, 1H, J=7.6Hz), 7. 53 (brs, 1H), 7.26-7. 
24 (m, 3H), 6.90 (d, 1H, J=8.9Hz), 6.80 (t, 1H, J= 
7.3Hz), 6.61 (s, 1H), 3.82 (s, 3H), 2.10 (s, 3H) ; 
MS (APCI, m/z) 448 (M+H)+ ; 
HPLC (N); Rt = 4.0 min. 

(mm&\2 3 3) 

3-[2-(4-y Y**s-y ^-jvy % ;)-^TV—)v-\->( 

3vW S ?V [1, 2- a] fc° y ^>--8— T^T ^ V 
2,2,2- h y 7/V^n-N-[3-[2-(4-^ h^^-7^^^T 
^ 7 ) -^T /V] -2-^ *f-)V-4 ^ V [1, 2- a ] 

tr y ^>--8--r/u]-T-fe h r ^ k mw\ 232) 22 

mg (4 9W^nw) £r h 7 t Hp 7 y 1/ 1 m 1 

h y * AtRS«5 0 ju 1 **D;t, 1 4 wm-ci#l 
tZo nxfi, 1 N-*SMb^ h y ^^7KS^5 0 m 1 SrJO 

fco f^8im»i^P^h^77^ (KK 
^^/W) T?3(tKU *ia©ft^*l 2mg (6 7%) §r# 

[0 4 0 0] 1H-NMR (CDC 13) 6 : 8. 22 (d, 1H, J=6. 8 
Hz), 8.04 (brs, 1H), 7.20 (d, 2H, J=8.9Hz), 6.85 
(d, 2H, J=8.9Hz), 6.58 (d, 1H, J=6.5Hz), 6.57 (t, 
1H, J=6.5Hz), 6.32 (d, 1H, J=6.8Hz), 4.45 (s, 2H), 

3.81 (s, 3H), 2.58 (s, 3H) ; 
MS (APCI, m/z) 352 (M+H)+ ; 
HPLC (N); Rt =8.6 min. 

(Htt«2 3 4) 
3-[2-(4-^ Y*i/-7*. ~)VT % 7 )-^T 

M -4 * y y [ i t 2- a ] tr y *j y^-xfris i^m 

3-[2-(4-y K'>-7i^T; y)-f7/-/M-^f 
^ [1, 2- a ] tf y ^V-2-^/^/K^p< f-ywai 
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x^^ikfrmmm. i38m g (o. 299^^ 

A) l:^^;-/W5mll:^)SU lN-7K^f^hy 
^AxKSfSO. 6miSr*P^. ^M-ei^ffl, 6 0t"C 

immmwLtco ^jtm^Mc^m. mt*m—*?;- 

micssu hy*- - r^y 

*'J^l/y HL U^lOOmg (2 4 3v/f 
^n^e/K 2. 4 3^!)Wg) 4r»Pi, £iTC3# 

-CttfrU *Effre*l 2 lmg£#fCo 

[04 0 1] 1H-NMR (DMS0-d6) 6 : 10.26 (s, 1H), 
8.84 (d, 1H, J=7.0Hz), 7.72 (d, 1H, J=8.9Hz), 7.54 
-7.47 On, 5H), 7.14 (t, 1H, J=7.0Hz), 6.90 (d, 2H, 

J=8.9Hz), 3.72 (s, 3H) ; 
MS (FAB, m/z) 367 (M+H)+. 
2 3 5) 

/^W 5^/[l,2-a]fcT y ^y-s-J^Rviirs K 

3-[2-(4-> h^riz-^ain/wr ^ /)-^T/-/W4-f 

^ ^/[l,2-a]if y ^y-2-*;^v» 

234) 25mg (68. 2 ^|*rh 
y t Kb7? Vim llC*j||SU £iB."CN, N-#/WxK 
=*fr*M%9*/*- A' (0. 136;y^/V) £N, N — 

Lfc, 2 8%-T^^TtKO. lml ^JPx., 3 NfM 

—r/V"Cffi#U £iE{fr&<fel lmg (4 4%) £#fc 0 
[0 4 0 2] 1H-NMR (DMS0-d6) 6 : 10.15 (s, 1H), 

9.04 (d, 1H, J=7.3Hz), 7.79 (brs, 1H), 7.66 (d, 2H, 
J=8.6Hz), 7.52 (d, 2H, J=8.6Hz), 7.44-7.39 (m, 2 

H), 7.06 (t, 1H, J=6.5Hz), 6.93 (d, 2H, J=8.9Hz), 

3.73 (s, 3H); 

MS (APCI, m/z): 366 (M+H)+ ; 
HPLC (N): Rt = 6.2 min. 

mmn 3 e) 

3- [2- (4-^ h^^-7x=;ur ^ ;)-fr/-/H- r 

/^W 5 *V [1, 2- a ] tr y i^-s-ifr/n* ym* f/vr 

^ K 

4 0%-^ ^vPT ^ y*Jg#SMfcffl U 2 3 5 fc 

[0 4 0 3] 1H-NMR (CDC 13) 6 : 9.11 (d, 1H, J=6. 6H 
z), 7.85 (s, 1H), 7.62-7.54 (m,2H), 7.34 (d, 2H, J 
=8.9Hz), 7.35-7.26 (m, 2H), 6.93 (d, 2H, J=8.9Hz), 

6.85 (t, 1H, J=6. 1Hz), 3.83 (s, 3H), 3.02 (d, 3H, 

J=5. 1Hz) ; 



MS (APCI, m/z) 380 (M+H) + ; 
HPLC (N): Rt = 5.6 min. 

mmm2 3 d 

3-[2-(4-^ Y*i/-y^~;VT % 

( ^^/[i,2-a]if y y^-i-juvif^mv* 

5 0 ^)VT ^ >7kmmifeHl U 2 3 5 

[0 4 0 4] 1H-NMR (CDC 13) 6 : 9. 07 (d, 2H, J=7. 3H 
z), 7.91 (s, 1H), 7.60 (d, 1H, J=9.2Hz), 7.51 (br 
s, 1H), 7.33-7.22 (m, 3H), 6.92-6.83 (m, 3H), 3.81 

(s,3H), 3.15 (s, 3H), 3.02 (s, 3H) ; 
MS (APCI, m/z): 394 (M+H) + ; 
HPLC (N) : Rt = 5. 3 min. 

(Hffii2 3 8) 
N-(4-7tf;W7 ^^/u)-N-[4-(2, 6-v^ fvl~T 5 ^ 

✓ [ i, 2- a ] tr y ^ ^-3-^ /u) -^r v—;v-2--< as\ -t± 

l-[4-[4-(2, 6-^p* ^ ^V[l, 2- a ] b° y 

mmm 5 8) zmm tt, ute^j 1 2 e t mm^Rfo 

[0 4 0 5] 1H-NMR (CDC13) 6 : 8.27 (s, 1H), 8.20 
(d, 2H, J=8.9Hz), 7.56 (d, 2H, J=8.9Hz), 7.36 (d, 
1H, J=9.2Hz), 7.04 (s, 1H), 6.90 (dd, 1H, J=1.6Hz, 

9.2Hz), 2.68 (s, 3H), 2.58 (s, 3H), 2.15 (s, 3H), 

2.01 (s, 3H); 
MS (APCI, m/z): 405 (M+H)+ ; 
HPLC (N) : Rt = 7. 3 min. 

mmm2 3 9) 

N- (4-T± 7x^;U) -N- [4- (6- * u TvW 
5 £V [1, 2- a ] fc° y v> JV) -<?T ^-/W2--T />] - 

l-[4-[4-(6-^ a ?vl~ ( * 2- a] t° y i? 

^-3--f /l^) -f-T /V-2-<{ /VT ^ /]-7x -3i ^ 
y ^ (Htfl8 2) SHjefflLT, StlK«l 2 6tPI«lc: 

[0 4 0 6] 1H-NMR (CDC13) 6 : 8. 60 (d, 1H, J=l. 6H 
z), 8.24 (d, 2H, J=8.4Hz), 7. 54 (d, 2H, J=8.4Hz), 
7.39(d, 1H, J=9.5Hz), 7.08 (s, 1H), 7.00 (dd, 1H, 
J=1.9Hz, 9.5Hz), 2.69 (s, 3H), 2.61 (s, 3H), 2.17 
(s, 3H); 

MS (APCI, m/z): 425 (M+H)+, 427 (M+H)+ ; 
HPLC (N): Rt = 5. 1 min. 
(H»«2 4 0) 

[4-(2-^ h *A<-4 5 ?V [1, 2- a ] tf V V V-3-f 
A)-^T (4-^ h ^ -A)-T ^ 

^!^VT (##^J3) «r«fflUSafc«15 7tm«^R 
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[0 4 0 7] 1H-NMR (DMS0-d6) 8 : 10.34 (s, 1H), 9. 
17 (d, 1H, J=6.8Hz), 7.94-7.92 (m, 2H), 7.54 (d, 2 
H, J=9.2Hz), 7.56-7.53 (m, 1H), 7.32 (s, 1H), 6.94 

(d,2H, J=9.2Hz), 4.81 (s, 2H), 3.73 (s, 3H),3.42 
(s, 3H). 

(mmm2 4 d 

( 4 - ^ ^V-7x^)-[4-[2-(Hf/Wi/^ny 

p * #y [i, 2- « ] tr y v-w /p]-*-t 

###]5 10>{frg^3lt/(4--7< h^>-7x^)-f 
**u-T (##0113) SrffifflU 1 8 8 

E**rfrv\ *Eft^»S:»fco 

[0 4 0 8] 1H-NMR (DMS0-d6) 6 : 10. 16 (s, 1H), 8. 
80 (d, 1H, J=7.0Hz), 7.56-7.51 (m, 3H), 7.25 (d, 2 
H, J=7.6Hz), 7.08 (s, 1H), 6.95-6.90 (m, 1H), 6.92 

(d,2H, J=8.9Hz), 3.71 (s, 3H), 1.38 (s, 3H),0.96 
(s, 2H), 0.74 (s, 2H). 

(30kfl2 4 2) 

l-(4-[4-[2-(l-^ p tr/ww ^ ^/[l, 2- 

a ] t 9 y ^ ;u]-f7y^W2-^;i/7 ^/]-7j 

t^UT (««4 7) SrtttfBU SWI18 8^« 

[0 4 0 9] 1H-NMR (DMS0-d6) 6 : 10.85 (s, 1H), 8. 
73 (d, 1H, J=5.9Hz), 7.94 (d, 2H, J=6.5Hz), 7.75 
(d, 2H, J=6.5Hz), 7.54 (d, 1H, J=8.9Hz), 7.28-7.25 

(m,lH), 7.28 (s, 1H), 6.96 (s, 1H), 2.50 (s, 3H), 

1.39 (s, 3H), 0.97 (s, 2H), 0.74 (s, 2H). 

(HJfe#j2 4 3) 

[4-[2-(l-^ fyW-i^ uzfn * ^/[l, 2- a] fcf 

y i/ M -j-t m - P - v y /u-r ^ > 

«dU 9 »A) Srffiffi U H»J 1 8 8 <b HflKcfiOS*: 
frv\ «Efc£**r»fc. 

[0 4 10] 1H-NMR (DMS0-d6) 6 : 10.27 (s, 1H), 8. 
80 (d, 1H, J=7.3Hz), 7.55-7.51 (m, 1H), 7.53 (d, 2 
H, J=8.4Hz), 7.26 (t, 1H, J=6.5Hz), 7.15-7.12 (m, 
1H),7. 13 (d, 2H, J=8.4Hz), 6.93 (t, 1H, J=6.8Hz), 
2.25 (s, 3H), 1.38 (s, 3H), 0.98-0.95 (id, 2H), 0.7 
6-0.72 (m, 2H). 

4-[4-[2-(l-^^ L /Wv'^ n^D tf 7V) — T ^ *V[1, 2-a] 

5 1 c^^&tM W K-£&§»^ 

fyl, (###J4 9) MMU WMll 8 8iH*l;:K 

[0411] 1H-NMR (DMS0-d6) 8 : 10.84 (s, 1H), 8. 



73 (d, 1H, J=6.2Hz), 7.93 (d, 2H, J=8.6Hz), 7.76 
(d, 2H, J=8.6Hz), 7.54 (d, 1H, J=9.2Hz), 7.28-7.26 

(m, 1H), 7.28 (s, 1H), 6.97-6.95 (m, 1H), 4.27(q, 
2H, J=7.3Hz), 1.39 (s, 3H), 1.30 (t, 3H, J=7.3Hz), 

0.97 (s, 2H), 0.75 (s, 2H). 

mmm2 a 5) 

(6-^ h^-fc-y v^-3-f yW)-[4-[2-(l-^ f-Jl'-i/t 
p/n -4 % ? V [ 1 , 2- a ] If y *J A] - ^ T 

###|5 1 Offr&4M!fctf( 6 - * h^ri/-fc°y v?^-3 
->f^)-^5r^T (##0J4 3) ittfflLlHftffOl 
8 8iH«fcRJfc*frv\ *IBfb^*Sr#fc. 

[0 4 12] 1H-NMR (DMS0-d6)5: 10.27 (s, 1H), 8. 

72 (d, 1H, J=5.9Hz), 8.40 (d, 1H, J=2.4Hz), 8.02- 
7.98 (m, 1H), 7.53 (d, 1H, J=8.9Hz), 7.26 (t, 1H, 
J=6.8Hz), 7.13 (s, 1H), 6.92 (t, 1H, J=6.8Hz), 6.8 
3 (d, 1H, J=8.9Hz), 3.81 (s, 3H), 1.37 (s, 3H), 0. 
96 (s, 2H), 0.75(s, 2H). 

(mmW2 4 6) 
[4- [2- (1- ^ f/W'> ^n/p If AO r * y V [1, 2- a ] l? 

y v> >--3--f /v] -^r ^—^-2-^ >v\ - (4- h y yjv^u 

#%«5 l<Dffr&W£tf(4- h y 7y^n^^-7 
x^)-ft^r (##M2) SrflMSU HffiWl 
8 8 tia«^Si£«rfTV\ aiBft^»*»fco 

[0 4 13] 1H-NMR (DMS0-d6)6: 10.83 (s, 1H), 8. 
69 (d, 1H, J=7.0Hz), 7.84 (d, 2H, J=8.4Hz), 7.68 
(d, 2H, J=8.4Hz), 7.54 (t, 1H, J=8.9Hz), 7.30-7.25 

(m, 1H), 7.28 (s, 1H), 6.96 (t, 1H, J=7.0Hz), 1.38 

(s, 3H), 0.97 (s, 2H), 0.76-0.73 (m, 2H). 

mMM2 4 7) 
4-[4-[2-(l-^ f P ^p W-f ^ [1, 2-a] 

5 1 <Dit&VoRTM 4-v/7y-7x ~;V) - J-Jr 
V\sT (#%W4 8) ftftfflU MM! 1 8 8 fc RWKl 

[0 4 14] 1H-NMR (DMS0-d6) 5 : 10.95 (s, lH) t 8. 
65 (d, 1H, J=6.8Hz), 7.83-7.75 (m, 4H), 7.55 (d, 1 
H, J=8.9Hz), 7.32 (s, 1H), 7.28 (t, 1H, J=8.9Hz), 
6.95(t, 1H, J=7.8Hz), 1.38 (s, 3H), 0.99-0. 95 (m, 2 
H), 0.76-0.72 (m, 2H). 

{Mfam2 4 8) 

[4-(-r y -fn tfyw ^ #v [l, 2-a] tr y v^v-3-r/W- 

t!>U7 (##^U3) ^«fflL, Hlfcffil 1 8 8 i: RltlHc 
R«Srffv\ *Bfb^*«r#fe. 

[0 4 15] 1H-NMR (DMSO-d6)6: 10.17 (s, 1H), 8. 

73 (d, 1H, J=7.0Hz), 7.60-7.54 (m, 3H), 7.27 (t, 1 
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H, J=6.8Hz), 6.98-6.89 (m, 4H), 3.72 (s, 3H), 3.39 
-3.29 (m, 1H), 1.32 (s, 3H), 1.30 (s, 3H). 

4 9) 

i-[4-[4-(-r y^BW^/[i,2-a]try 

#%0tj 5 3 C9jfc£-#3& ( 4 - T -fc ^/W- 7 x n/W) - f- 

«ur (##^J4 7) she^u mm 1 8 8 1 mm 

[0 4 16] 1H-NMR (DMS0-d6)5: 10.86 (s, 1H), 8. 
70 (d, 1H, J=6.8Hz), 7.94 (d, 2H, J=8.6Hz), 7.76 
(d, 2H, J=8.6Hz), 7.60 (d, 1H, J=8.9Hz), 7.29 (t, 
1H, J=7.8Hz), 7.20 (s, 1H), 6.97 (t, 1H, J=6.8Hz), 

3.43-3.32 (m, 1H), 2.50 (s, 3H), 1.34 (s, 3H), 1. 
32 (s, 3H). 

(Sttfl2 5 0) 

[4-W Vfn tVi^ ^ *V[1, 2- a ] fc 9 ]) A>)- 

#%#J5 3^«^(p- hy^-f-a-frw esc 

SCflSrt J: 9 St A) Srttffl U 1 8 8 t l?B«lc:KJS 

[0 4 17] 1H-NMR (DMS0-d6) 6 : 10.34 (s, 1H), 8. 
82 (d, 1H, J=7.0Hz), 7.73-7.71 (m, 1H,), 7.53 (d, 
2H, J=6. 8Hz) , 7. 17-7. 03 (m, 5H) , 3. 47-3. 35 (m, 1 
H), 2.25 (s, 3H), 1.36 (s, 3H), 1.33 (s, 3H). 

(Hte$|2 5 1) 

[4-(>r y^p tr^w s yvw> 2-«] try v^-3-^ao- 

^Ti/-/W2--f/U]-(6-^ h^-tfU i^V-3->f^)-T 
##«5 3<0{fr&«Xtf(6-;rf h*S/-fcfy^y-3 

1 8 8 tiaatciKJS^fi 1 ^, *lEft£*«r#fc e 
[0 4 18] 1H-NMR (DMS0-d6) 6 : 10.30 (s, 1H), 8. 
68 (d, 1H, J=7.3Hz), 8.45 (d, 1H, J=2.2Hz), 7.99 
(dd, 1H, J=2.2Hz, 10.5Hz), 7.60 (d, 1H, J=9.5Hz), 
7.31-7.29 (m, 1H), 7.05 (s, 1H), 6.97-6.95 (m, 1 
H), 6.83 (d, 1H, J=9.2Hz), 3.81 (s, 3H), 3.42-3.26 
(m, 1H), 1.32 (s, 3H), 1.29 (s, 3H). 
{Wm\2 5 2) 

[4-k yyp tvw \¥vw*7r*\ try zty-z-JM- 

###|5 3<Oit&mt(4- h y 7/l/tP^f^-7i 

[0 4 19] 1H-NMR (CDC13) 5 : 9.13 (brs, 1H), 8.6 
3 (d, 1H, J=6.8Hz), 7.65 (d, lH,J=8.9Hz), 7.58-7.3 
6 (m, 4H), 7.20 (t, 1H, J=7.8Hz), 6.80 (t, 1H, J= 
7.0Hz), 6.73 (d, 1H, J=3.8Hz), 3.47-3.37 (m, 1H), 

I. 45 (s, 3H), 1.43 (s, 3H). 

mmm 253) 



[4-(2->^ P -f*f-jV-4 ^ #V [1, 2- a ] fcf y v^-3-f 

/u)-^r/-^-2--r /u]-(6-^ h^i/-t°y v^^-3-r 

tlfcl-G-^* p ^/w^ * ^i/[i f 2- a ] y v^-3- 

>r a/) -31 * / ^ £##t*j 2 8 1 mm 1- l t :/ n .m b l# 

btlto-yv^-l-Q-ist p :/?vW-f ^ ^/ [1, 2- a ] 

tr y ^-3— r M y&xf ( 6 - y h * */- if y ^ 

y-3-^/v)-^^i/7 (##^»J4 3) SrttfflU 
Hifi^l 8 8 *H«fc£Jfc*rfTV\ *fift**«r»fc. 

[0 4 2 0] 1H-NMR (DMS0-d6) 6 : 10.31 (s, 1H), 8. 
76 (d, 1H, J=6.2Hz), 8.46 (d, 1H, J=2.4Hz), 7.99 
(dd, 1H, J=2.4Hz, 8.1Hz), 7.61 (d, 1H, J=8.6Hz), 
7.28 (t, 1H, J=7.8Hz), 6.95 (s, 1H), 6.83 (d, 1H, 
J=8.6Hz), 3.90 (t, 1H, J=8. 1Hz), 3.82 (s, 3H), 2.5 
0-2.41 (m, 2H), 2.30-2.22 (m, 2H), 2.05-1.86 (m, 2 
H); 

MS (APCI, m/z) 409 (M+H)+, 378 (M+H)+ ; 
HPLC (N); Rt = 5.4 min. 

(HJS0H2 5 4) 
p-h y^-[4-(2-|> y 7;^n>fyW 

tf y v ? >--3-^^)-^r>^->'W2-^/^]-T^ v 2 mm 

p- h y )V- [4- (2- h y 7 tV* P p< ^yW-f ^^^[1,2-a] 

19 0) $rffiffib, i*M2 6 9 iH«fcEJ6*fTV\ 

[04 2 1] 1H-NMR (DMS0-d6) 6 : 10.46 (s, 1H), 8. 
66 (d, 1H, J=7.0Hz), 7.79 (d, 1H, J=9.2Hz), 7. 55 1 
7.49 (m, 3H), 7.25 (s, 1H), 7.18-7.10 (m, 3H), 6.3 
1 (brs, 2H), 2.24 (s, 3H) ; 
MS (APCI, m/z) 375 (M+H)+ ; 
HPLC (N): Rt = 3.7 min. 

(H»J2 5 5) 

(4-^ h^>--<V^)-[4-(2- h y 7>V$ru **5->v-4 
5 ^3/ [1,2- a] try -*?T*/—JV-2-s(jV] 

#%«2 0Oft^ftRt;(4-^ h^rV ^JM-^ 

«U7 72, 1952, 1009-10 

1 2) ^ffiu. hwji 8 1 tmm\cRjt^\ m 

[0 4 2 2] 1H-NMR (CDC 13) 6 : 8. 59 (dd, 1H, J=l. 1 
Hz, 7.3Hz), 7.67 (dd, 1H, J=l. 1Hz, 8.9Hz), 7.31 
(d, 2H, J=8. 1Hz), 7.32-7.29 (m, 1H), 6.93-6.81 (m, 

4H),5.91 (brs, 1H), 4.45 (s, 2H), 3.82 (s, 3H). 

mmm 2 5 6) 

[4-(6-^PP-2-h y ytVlrxi*^)^ <^^)/[l t 2-a] 

tfy ^y-3->r^)-^r^-/w2->f /i-]-(6-^ h^^-t° 
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&m\ 7 o (Dit&voRme - * h tr y w- 3 

[0 4 2 3] m.p. 200-204^; 

1H-NMR (DMSO-d6)6: 10.41 (brs, 1H), 8.90 (d, 1H, 
J=2.7Hz), 8.42 (d, 1H, J=2.7Hz), 7.99 (dd, 1H, J= 

2.7Hz, 8.9Hz), 7.85 (d, 1H, J=9.7Hz), 7.58(dd, 1H, 

J=2.2Hz, 9.7Hz), 7.31 (s, 1H), 6.82 (d, 1H, J=8. 9 

Hz), 3.82 (s,3H); 

MS (APCI, m/z) 426 (M+H)+ ; 

HPLC (R): Rt = 5.3 min. 

mmw2 s 7) 

[0 4 2 4] m.p. 176-179^; 

1H-NMR (DMS0-d6)6 10.28 (s, 1H), 8.97 (dd, 1H, J 
=0.8Hz, 1.9Hz), 7.85(dd, 1H, J=0. 8Hz, 9.7Hz), 7.58 

(dd, 1H, J=2.2Hz, 9.7Hz), 7.53 (d, 2H, J=9.2Hz), 
7.24 (s, 1H), 6.92 (d, 2H, J=8.9Hz), 3.72 (s, 3H) ; 
MS (APCI, m/z) 425 (M+H)+, 427 (M+H)+, 
HPLC (R) ; Rt = 5. 8 min. 

QBK«2 5 8) 

1- [4-[4-(6-^nn-2-MJ 7;Uto^f/M ^^/[l, 

2- 0] t° y ^y-3->f;v)-fry- ^2-^7 ^/i-? 

#%#J7 0^^ / S:Uf(4-r-fe^-^^^/v)-5 1 
**U7 (###J4 7) SrttfflU tia«^s 

[0 4 2 5] m. p. 290-295t: ; 

1H-NMR (DMSO-d6)6: 11.07 (s, 1H), 8.92 (d, 1H, J 
=1.6Hz), 7.94 (d, 2H, J=8.6Hz), 7.87 (d, 1H, J=9. 7 
Hz), 7.76 (d, 2H, J=8.9Hz), 7.61 (dd, lH,J=1.9Hz, 
9.7Hz), 7.48 (s, 1H), 2.50 (s, 3H) ; 
MS (APCI, m/z) 437 (M+H)+, 439 (M+H)+ ; 
HPLC (R): Rt = 5.3 min. 
5 9) 

[4-(6-^ciP-2-b y 7/>to^f;M ^ £V[l,2-a] 

tf y s; v-3-^r >^) -^r ^-2--r - P - b y /v-r ^ 
y 

*#«7 0©<t^»»tfp- hJ/u-f-^ur 

[0 4 2 6] m.p. 212-217t:; 

1H-NMR (DMS0-d6)5 10.40 (s, 1H), 8.98 (dd, 1H, J 
=1. 1Hz, 2.2Hz), 7.85(dd, 1H, J=l. 1Hz, 10.0Hz), 7.5 
9 (dd, 1H, J=2.2Hz, 9.5Hz), 7.51 (d, 2H,J=8.4Hz), 



7.29 (s, 1H), 7.13 (d, 1H, J=8.6Hz), 2.26 (s, 3H) ; 
MS (APCI, m/z): 409 (M+H)+, 411 (M+H) + ; 
HPLC (R): Rt = 6.5 min. 

mmm2 6 o) 

[4- (6-* n n-2- h y y>V*u / ^/U-J * 2- a] 

tf y s^-waO-^:/— A*-2--f j^]-(4- h y y;v* 

x^)-ft!)U7 «rtt/8U JtlMI 1 

[0 4 2 7] m.p. 227-230t:; 
1H-NMR (DMS0~d6) 6 : 10.93 (s, 1H), 8.89 (dd, 1H, 
J=0.8Hz, 2.2Hz), 7.87 (dd, 1H, J=0. 8Hz, 9.7Hz), 7. 
83 (d, 2H, J=8. 1Hz), 7.66 (d, 2H, J=8. 9Hz), 7.60 
(dd, 1H, J=2.2Hz, 9.7Hz), 7.47 (s, 1H) ; 
MS (APCI, m/z) 463 (M+H)+, 465 (M+H) + ; 
HPLC (R): Rt = 6.7 min. 

mmm2 6 1) 

(4-p« v**s-y* —AO - [4- (6-^ ?vw2- b y y/i>*u 
* ?vw $ ¥V [i, 2- a ] tr y *j ?v) -j-t 
-2-4 M-r*y 

^i/T (##«3) SrttfflU 36«« 1 fc H«I-RI& 

[0 4 2 8] m. p. 163-166^ ; 
1H-NMR (DMS0-d6)6: 10.25 (s, 1H), 8.51 (d, 1H, J 
=l.lHz), 7.69 (d, 1H, J=9.2Hz), 7.54 (d, 2H, J=8. 9 
Hz), 7.38 (dd, 1H, J=1.6Hz, 9. 2Hz), 7.19 (s, 1H), 
6.91 (d, 2H, J=8.9Hz), 3.72 (s, 3H), 2.33 (s, 3H) ; 
MS (APCI, m/z): 405 (M+H)+; 
HPLC (R): Rt = 5. 3 min. 

mffiM2 6 2) 

1- [4-[4-(6-^5vW2- b y y/u$-u*^/u-j * *V[1, 

2- « ] t° y *? JV) -*f- T )\<T % J ]-y 
^~/u]-3L? j y 

[0 4 2 9] m.p. 224-227^; 

1H-NMR (DMS0-d6)6: 10.93 (s, 1H), 8.49 (s, 1H), 

7.93 (d, 2H, J=8.6Hz), 7.75 (d, 2H, J=8.9Hz), 7.72 

(d, 1H, J=9.7Hz), 7.42 (s, 1H), 7.40 (dd, 1H, J=l. 

6Hz, 9.5Hz), 2.50 (s, 3H), 2.34 (s, 3H) ; 
MS (APCI, m/z) 417 (M+H)+; 
HPLC (R): Rt = 4.8 min. 

mmm2 6 3) 

try ^y-3^^)-f7^^-2-^^] T h y ;v-r ^ 
y 
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[0 4 3 0] m.p. 212-215^; 

1H-NMR (DMS0-d6)6: 10.36 (s, 1H), 8.53 (s, 1H), 
7.69 (d, 2H, J=9.2Hz), 7.52 (d, 2H, J=8.4Hz), 7.39 

(dd, 1H, J=1.6Hz, 9.2Hz), 7.23 (s, 1H), 7.13 (d, 
1H, J=8.4Hz), 2.33 (s, 3H), 2.25 (s, 3H) ; 
MS (APCI, m/z): 389 (M+H)+ ; 
HPLC (R) : Rt = 5. 9 min. 

(506012 6 4) 

[4-(6-^^yW2-b U 7/U*P^fM S*V[l,2-a] 

tf y yv-w /W-fr A-2-f a-] -(4- b y 

[0 4 3 1] m.p. 212-215t:; 

1H-NMR (DMSO-d6)6: 10.90 (brs, 1H), 8.45 (s, 1 
H), 7.84 (d, 2H, J=8.9Hz), 7.70 (d, 1H, J=9.5Hz), 
7.66 (d, 2H, J=8.9Hz), 7.41 (s, 1H), 7.39 (d, 1H, 
J=8.6Hz), 2.33 (s, 3H) ; 
MS (APCI, m/z): 443 (M+H) + ; 
HPLC (R): Rt = 6. 1 min. 
(*6feM2 6 5) 

(6-^ h ^>-t° y ^^-3-^/u)-[4-(6-p« vvy 

^ n ^ f M ; [1, 2- a ] If y ^>3-^/H-f 7 
#*«7 3^»M(6-y h^>-tfy ^V-3 

■-f/u)-Wur (###J4 3) SHftJBU Slfctt 
[0 4 3 2] m. p. 225-227t: ; 

1H-NMR (DMS0-d6) 6 : 10.38 (s, 1H), 8.48 (s, 1H), 

8.45 (d, 1H, J=2.7Hz), 7.99 (dd, 1H, J=2. 7Hz, 8. 9H 

z), 7.69 (d, 1H, J=9.2Hz), 7.38 (dd, 1H, J=l. 6Hz, 

9.5Hz), 7.25 (s, 1H), 6.82 (d, 1H, J=8.9Hz), 3.81 

(s, 3H), 2.33(s, 3H); 

MS (APCI, m/z): 406 (M+H) + ; 

HPLC (R): Rt= 4.9 min. 

{Wm 2 6 6) 
N-(6-^ h * i'-fcf y is y -3-4 ;V) -N- [4- (6- * *?;V-2- V 

yyjvarut 3vi~f * 2-0] tf y s^-3-^/w)- 
£»J 2 6 5 0fc6*«r4feffl U 2 8 0 t R*K 

[0 4 3 3] m.p. 209-211^; 

1H-NMR (DMS0-d6) 6 : 8.44 (d, 1H, J=2. 7Hz), 8.24 
(brs, 1H), 8.03 (dd, 1H, J=2. 7Hz, 8.9Hz), 7.62 (s, 
1H), 7.60 (d, 1H, J=9.2Hz), 7.30 (dd, lH,J=1.9Hz, 
9.2Hz), 7.00 (d, 1H, J=8.9Hz), 3.89 (s, 3H), 2.20 
(s, 3H), 2.09(s, 3H); 



MS (APCI, m/z): 448 (M+H)+; 
HPLC (R): Rt = 5. 0 min. 
(3B60J2 6 7) 
[4- (2, 6-^ f/W * [1, 2- a ] tf y *J AO - 

2 mm 

[4- (2, 6- ^/W-T ^ [1, 2- a ] t° y y-3->f A-) - 
fr^/- /u-2->f /u]-(4-* h*i/-7s^)-r ^ V 

(IBM! 5 7) fcflUHU £tfffl|2 6 9fclB«lcS*S: 
frv\ «IMfc*4fc*r#fc. 

[0 4 3 4] 1H-NMR (DMS0-d6) 5 : 10.51 (s, 1H), 9. 
10 (s, 1H), 7.92 (d, 1H, J=9. 2Hz), 7.85 (d, 1H, J= 
9.2Hz), 7.56 (d, 2H, J=8.4Hz), 7.38 (s, 1H), 6.94 
(d,2H, J=8.9Hz), 3.74 (s, 3H), 2.65 (s, 3H), 2.45 
(s, 3H); 

MS (APCI, m/z): 351 (M+H)+ ; 
HPLC (R) : Rt = 9. 5 min. 
6 8) 

[4- (2, ^ *V[1, 2- a] If y i^V-3-^/W)- 

fry-;W2-f;v]-p- h y ;wr ^ y 

[4- (2, 6- * fA->f % 9V [1, 2- a ] f y *J y~3~4 AO - 

y-ju-2--<M-p- v y ;u-t s y mm* 5 9 ) & 

[0 4 3 5] 1H-NMR (DMS0-d6) 6 : 10.62 (s, 1H), 9. 
09 (s, 1H), 7.91 (d, 1H, J=8.9Hz), 7.83 (d, 1H, J= 

9.2Hz), 7.52 (d, 2H, J=8.4Hz), 7.41 (s, 1H), 7.13 

(d,2H, J=8. 1Hz), 2.63 (s, 3H), 2.43 (s, 3H), 2.25 
(s, 3H); 

MS (APCI, m/z) 335 (M+H)+; 
HPLC (R): Rt = 8.0 min. 

mmm2 6 9) 

[4- (2, 6-v?pt f /W>f ^ PVlh 2-a] t° y i/y-2-4 /U)- 

9- ry- /W2-- f/H-(6->« y ^-3-^A^)-r 

[4- (2, 6-^ fA->f ^ £V [1, 2- a ] tf y v»--3-^ A0~ 

fry-;w2->{;H-(6-^ h*^-tf y i?v-3->f^)-r 

s >- (^ffi^j 6 1 ) zmt*m- * * j -/mmzmm 

[0 4 3 6] 1H-NMR (DMS0-d6) 6 : 10.80 (s, 1H), 9. 
04 (s, 1H), 8.52 (d, 1H, J=2.7Hz), 8.03 (dd, 1H, J 
=2.7Hz, 8.9Hz), 7.91 (d, 1H, J=8.9Hz), 7.84 (d, 1 
H, J=9.2Hz), 7.44 (s, 1H), 6.87 (d, 1H, J=8.9Hz), 
3.83 (s, 3H), 2.64 (s, 3H),2.44 (s, 3H) ; 
MS (APCI, m/z): 352 (M+H)+; 
HPLC (R) : Rt = 6. 5 min. 

«l£fia|2 7 0) 

[4- (2, 6-^^ f S 9VW> 2-a] If y i^y-3^/V)- 
f7y^-2->f;V]-(4- h y 7/VtP^f;W7xx;l/) 
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[4- (2, 8-S^fyu->f S ^i/[l,2-a]tf y ^V-WA')- 

-T^y (HJ60J6 2) SMfcfflU ^JS0»J 2 6 9 t PtS 

[0 4 3 7] 1H-NMR (DMS0-d6) 6 : 11.19 (s, 1H), 8. 
99 (s, 1H), 7.94-7.85 (m, 4H), 7.69 (d, 2H, J=8.4H 
z), 7.59 (s, 1H), 2.65 (s, 3H), 2.45 (s, 3H) ; 
MS (APCI, m/z): 389 (M+H)+ ; 
HPLC (N): Rt = 6.0 min. 
7 1) 

[4- -2-/ f-/U--f * #9 [ 1, 2- a ] b° ]) i? 
[4-(6^DD-2-yf/W>f>y/[U-a]lf!j v^-3- 

-r /v) /-/v-2-w m -p- h y /wr ^ ^ (Hffi^j 8 

6) £ffifflU *1K«2 6 9<tl^c£j&£fTV\ ^15 

[0 4 3 8] 1H-NMR (DMS0-d6) 6 : 10.62 (s, 1H), 9. 
55 (t, 1H, J=1.4Hz), 8.03 (d, 2H, J=1.6Hz), 7.52 
(d, 2H, J=8.6Hz), 7.45 (s, 1H), 7.17 (d, 2H, J=8. 4 
Hz), 4. 74 (brs, 2H), 2.68 (s, 3H), 2.28 (s, 3H) ; 
MS (APCI, m/z): 355 (M+H)+, 357 (M+H) + ; 
HPLC (R): Rt = 3.8 min. 

mmm2 1 2) 

[4-(6-^ ^vW * #V[1, 2- a ] fcf }) *J V-3- 

-r;w)-^r^-/w2-r;^]-(6-^ h^y-fy v^-z-j 

[4- (6-^ a a -2-/ Jsu-J ^y[l,2-a]t'!j 

-r^)-f-Ti/-/w2--r^]-(6-^ y*i/-w w-z-j 

/V)-T^y (^Ift«l8 4) £M£iBU ^5S01j2 6 9 tI^ 

[0 4 3 9] 1H-NMR (DMS0-d6) 6 : 10.67 (s, 1H), 9. 
42 (d, 1H, J=1.4Hz), 8.46 (d, 1H, J=1.9Hz), 8.02- 
7.99 (m, 3H), 7.46 (d, 1H, J=1.6Hz), 6.85 (d, 1H, 
J=8.9Hz), 5.08 (brs, 2H), 3.83 (s, 3H), 2.67 (s, 3 
H); 

MS (APCI, m/z): 372 (M+H)+, 374 (M+H)+ ; 
HPLC (R): Rt = 3.7 min. 

mmm2 1 3) 

(4-^ v*y-y^~M- [4- (2- * s *v [ 1 , 2- 

lel u£* eb 

a ] fcT y M-<?7 )/—/V-2-4M-7 ^ > 

[0 4 4 0] 1H-NMR (DMS0-d6) 6 : 10.54 (s, 1H), 9. 
19 (d, 1H, J=7.0Hz), 7.98 (d, 2H, J=5.7Hz), 7.59- 
7.55 (m, 3H), 7.39 (s, 1H), 6.93 (d, 2H, J=8.9Hz), 

4. 25 (brs, 2H), 3.73 (s, 3H), 2.66 (s, 3H) ; 



MS (APCI, m/z) 337 (M+H)+; 
HPLC (R): Rt = 6.4 min. 

(»M2 7 4) 
[4- (6-^ ?vW ^ ^/[l, 2- a] fc° D i? 

^;i/)-f"T^;W2--f^]-(4- b ]) 7;vjru **?-;\,-y 

[4-(6-^ P n-2-7< ?VlW ^ ^/[l, 2-a ] tT y v^-3- 
3l=l/1,)-T5V (HJS#J8 5) SrffifflU Hlfc«2 6 9 

[0 4 4 1] 1H-NMR (DMS0-d6) 6 : 11. 12 (s, 1H), 9. 
35 (dd, 1H, J=l. 1Hz, 1.9Hz), 7.95 (d, 1H, J=9. 5H 
z), 7.92 (d, 1H, J=9.7Hz), 7.85 (d, 2H, J=8.6Hz), 
7.68 (d, 2H, J=8.6Hz), 7.54 (s, 1H), 3.71 (brs, 1 
H), 2.65 (s, 3H); 

MS (APCI, m/z): 409 (M+H)+, 411 (M+H) + ; 
HPLC (R): Rt = 5. 9 min. 

(mmm2 7 5) 

(N-[4-(6-^ ^/W ^ ?V [1, 2- a ] t° V 

3- J A') - ^ 7 V —}V-2~4 /V] -N- (4- ^ b*c V- 7 =.~>V) 

-7± V 7 ^ K 

[044 2] 1H-NMR (CDC 13) 6 : 8. 76 (dd, 1H, J=0. 8 
Hz, 2.2Hz), 7.40 (d, 1H, J=9. 5Hz), 7.31 (d, 2H, J= 
8.6Hz), 7.12 (d, 2H, J=8.6Hz), 7.06 (s, 1H), 7.03 
(dd, 1H, J=2.2Hz, 9. 5Hz), 3.90 (s, 3H), 2.62 (s, 3 
H), 2.17 (s, 3H). 

mmm27Q) 

(4-^ h <y v ? ^)-[4-(2-^ * ?VW, 2- 

a]tf y ^V-3->T/W)-^r^— A^2-4 AS]-7 ^ y 
2-7x2*-\-{2-* s f-;V-4 S*V[l f 2-a]t?y i^y-3-^T 
/U)-ai^y ^ (##^5 6) 2 5. 3mg(0. 10^!) 
^) Xtf(4-* b^r^—O'^-ft^l/r (X 
^JtK, 72, 1952, 1009-1012) 19. 
7mg (0. 10;!)^) /H . 5ml(C»#p 

16 P^Pll&tS L/Co Affile 
yK /-Ky^^U^ W^lOOmg (6 7^^ 

^e^, o . 6 7 ^ y g ) ZMx.m&r* 3 ^ffljf^ 

SiS«rt73-y/^c-l SSrffifflU * (0. i%hy 
7/^aft») -^^/-;^(ill*Eft&ft2 1m 
g (6 0%) $r#fc 0 

[0 4 4 3] 1H-NMR (CDC 13) 6 : 8. 93 (d, 1H, J=7. OH 
z), 8.17 (d, 1H, J=9.2Hz), 7.62(t, 1H, J=7.8Hz), 
7.33(d, 2H, J=8.6Hz), 7.12 (t, 1H, J=7.0Hz), 6.91 
(d,2H, J=8.6Hz), 6.67 (s, 1H), 6.14 (brs, 1H), 4.4 
9 (s, 2H), 3.82 (s, 3H),2.68 (s, 3H). 

(mim 2 7 7) 
[4- (6-^ n p-2-^ tf-lXt-J % *V[1, 2-a] fcT y i^^-3- 
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$ 1/7 (g^$l^, 7 2, 1952, 1009-101 

2) $H£ffiu mmmi s i t3«^s**frv\ *e 

[0 4 44] 1H-NMR (CDC13) 6 : 9. 12 (d, 1H, J=l. 4H 
z), 7.79 (d, 1H, J=9.5Hz), 7.34(d, 2H, J=8.6Hz), 
7.31-7.24 (m, 1H), 6.92 (d, 2H, J=8.6Hz), 6.61 (s, 

1H), 5.79 (brs, 1H), 4.49 (d, 2H, J=4.3Hz), 3.82 
(s, 3H), 2.63 (s f 3H). 

(mmm2 7 s) 

[4-(2, 6-v^^/W^ ^£V[l,2-a]fc*y i?y-Z--{Jl>) 
\sT (^$tl£, 72, 1952, 1009-101 

2) SrftfflU 5£ifi0U 8 1 iH*fcKj6«:fTV\ *E 

[0 4 4 5] 1H-NMR (CDC13) 6 : 8. 74 (s, 1H), 8. 10 
(d, 1H, J=9.2Hz), 7.47 (dd, lH,J=1.9Hz, 9.5Hz), 7. 
33 (d, 2H, J=8.6Hz), 6.92 (d, 2H, J=8.6Hz), 6.68 
(s, 1H), 6.00 (brs, 1H), 4.50 (s, 2H), 3.82 (s, 3 
H), 2.67 (s, 3H), 2.38 (s,3H). 
7 9) 

N-[4-(2, 6-^^ ^ ?V [1, 2- a ] fc° V 

)V)-^-T y—/V-2-4 M -N- (4-7* b* is- 7 = -T 

ir hT^ K 

[4-(2, 6-v^^vW ^^^[1,2-a] t°y v>>SW /W)- 
^T^-^-2-^/W]-(4-^ h^iz-^a^AO-T ^ y 
(^JSW!5 7) 5 0 0mg (1. 4 3^!)^) £rt°y 
v'yiOmlMU ^7K^5ml^Pxi, 70t 
5 Lfc„ tt^ftttEEmiL4»&tifcA(K«rn 

v>r, fift*ifcic-e»»ufco by 

^4 30mg (7 7%) &#fc 0 

[0 4 4 6] id. p. 201-204^; 
1H-NMR (DMSO-d6)6: 8.42 (s, 1H), 7.53 (d, 2H, J= 
8.9Hz), 7.37 (s, 1H), 7.36 (d, 1H, J=8.9Hz), 7.15 
(d, 1H, J=9.2Hz), 7.03 (d, 1H, J=9.2Hz), 3.84 (s, 
3H), 2.47 (s, 3H), 2.07 (s, 3H) ; 
MS (APCI, m/z): 393 (M+H) + ; 
HPLC (R) : Rt = 3.2 min. 

(MM&\ 2 8 0) 
N-[4-(2, *-*J* t f*A>-4 *yy[l, 2-a]¥Vi»'-3-'{ 

[4- (2, 6-v^ fvW ^ *V[1, 2- a ] tf V fr)- 
f-T'/— /U-2->f /V]-(6-7« h^^-b 0 U ^y-3-^/W)-T 



SVftflakSHKfc (H1KM3 0 7) 2. 0 0 g (4. 6 
3^y^u) £fc°y ^4 Oml&tf hV^/^T^y 
5ml «S*ft»l Oml 4:1)1!*., 70t 

^4P*IHS#Lfc 0 I^Slml SrSe>{C*P^ 70 

stb»ji^/^»»l, mumm^m* b y ^a*^ 

»3i^/i/-ej5t*U *Eft-&*l. 7 9g (9 8%) Sr 

[0 4 4 7] m. p. 200-203^ ; 
1H-NMR (DMS0-d6) 6 : 8.45 (d, 1H, J=2.7Hz), 8.39 
(d, 1H, J=0.8Hz), 8.03 (dd, 1H, J=2. 7Hz, 8.9Hz), 
7.42 (s, 1H), 7.37 (d, 1H, J=9.2Hz), 7.07 (d, 1H, 
J=8.6Hz), 7.04 (d, 1H, J=7.6Hz), 3.94 (s, 3H), 2.4 
6 (s, 3H), 2. 10 (s, 6H); 
MS (APCI, m/z): 394 (M+H)+ ; 
HPLC (R): Rt = 3. 0 min. 

mmm2 8 n 

N-[4-(6-^ nn-2-^ ?vl~f ^ *V[1, 2- a ] \f ]) v^-3 
—r/^)-^T>'-/W2-^/U]-N-(6-> h^ri/-t°y v^-3 

[4- (6-^ pp-H fvW ^^^[1,2-a] t°y ^^-3- 

><^)-^r^-/w2->f/H-(6-p« h*s/-try ^^-3->r 

/U)-T S V (^J£#J8 4) 5 00mg (1. 3 4 ^ y ^ 
/i") ^b o y^yiOmll:g«U «7kft» 5 in 1 *ao 
^7 0t:T5^a^Lfc o &j«£«iE»*§L#e>*lfc 

»«. fti*-c\ ^n*J£*^ft#Lfc 0 *«S^r«*« 

*Eft^»4 9 5mg (8 9%) Sr»fc 0 

[0 4 4 8] m.p. 217-221^; 
1H-NMR (DMS0-d6)6: 8.72 (d, 1H, J=2.2Hz), 8.42 
(d, 1H, J=2. 7Hz), 8.02 (dd, 1H, J=2. 7Hz, 8.9Hz), 
7.52 (d, 1H, J=9.5Hz), 7.51 (s, 1H), 7.23 (dd, 1H, 

J=2.2Hz, 9.5Hz), 7.07 (d, 1H, J=8.6Hz), 3.94 (s, 
3H), 2.50 (s, 3H), 2.11 (s, 3H) ; 
MS (APCI, m/z): 414 (M+H)+, 416 (M+H) + ; 
HPLC (R): Rt = 3.4 min. 

mmm 282) 

3- [2- (6-^ h^v-tf y i?y-z-4/uT ^/)-f7/-/i/ 
-4— r )V\ -2-* ^/w-y ^ y ✓ [1, 2- a ] e y & >-6-x ;v 

-<;u)-ft^i/r (##0»J4 3) £ftfflu HffiWl 
lilB«fcK««:tTV\ *E^«Sr#^ 0 

[0 4 4 9] ra. p. 232-236^ (dec. ) ; 
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1H-NMR (DMS0-d6)6 10.36 (s, 1H), 9.49 (s, 1H), 
8.59-8.57 (m, 1H), 8.32 (d, 1H, J=2. 7Hz), 8.20 (d 
d, 1H, J=2. 7Hz, 8.9Hz), 7.70 (dd, 1H, J=1.6Hz, 9.5 
Hz), 7.56 (d, 1H, J=9.5Hz), 7.41-7.36 (m, 1H), 7.1 
4 (s, 1H), 6.84(4 1H, J=8.9Hz), 3.81 (s, 3H), 2.5 
3 (s, 3H); MS (APCI, m/z) 381 (M+H)+,HPLC (R) ; R 
t = 2. 6 min. 

(Hffi^j2 8 3) 
3-[2-[TirfvM6-y b^>-b*y )V)-T ^ 

/ ] T ;U] -2- * fylW * 2-a] fc° 

mmm 2 8 2 <D\t&m*®im u mmm 2 s 0 1 mm\z 

[0 4 5 0] m. p. 142-145<t; 

1H-NMR (DMSO-d6)6: 9.00 (s, 1H), 8.34 (d, 1H, J= 
2.7Hz), 8.04 (dd, 1H, J=2. 7Hz, 8.6Hz), 7.96 (brs, 
1H), 7.61 (dd, 1H, J=1.6Hz, 9.5Hz), 7.58 (s, 1H), 
7.49 (d, 2H, J=9.2Hz), 6.97 (d, 1H, J=8.6Hz), 3.88 

(s, 3H), 2.43(s, 3H), 2.10 (s, 3H) ; 
MS (APCI, m/z): 383 (M+H) + ; 
HPLC (R): Rt = 4. 1 min. 

(Hlfe0iJ2 8 4) 
N- (6- ^ h 3r is- f ]) i? )V) -N- [4- (2- * ?VW6-~ 

^p-^^^/[l, 2-a] try ^-3-^) -^7*/— a-2 

mmm 2 s 5 coft^*«r«ffl u 2soi f^ic 

[0 4 5 1 ] m.p. 248-251t:, 

1H-NMR (DMSO-d6)6: 9.64 (d, 1H, J=2.2Hz), 8.40 
(d, 1H, J=2.4Hz), 8.00 (dd, 1H, J=2. 7Hz, 8.6Hz), 
7.88 (dd, 1H, J=2.2Hz, 9.5Hz), 7.66 (s, 1H),7.64 
(d, 1H, J=8. 1Hz), 6.99 (d, 1H, J=8.6Hz), 3.92 (s, 
3H), 2.57 (s, 3H), 2.09 (s, 3H) ; 
MS (APCI, m/z): 425 (M+H)+ ; 
HPLC (R): Rt = 4.2 min. 
mm&\2 8 5) 

(6-y h *i/-t? y V>-Z-s<M-[4-(2-* T-JU-e-^ h n 

->r s*V[i,2-a]try *j>-z-j /v>)-^r^-/u-2-4 

[ 0 4 5 2 ] m. p. 234-237t: ; 

1H-NMR (DMSO-d6)6: 10.42 (s, 1H), 10.22 (d, 1H, 
J=2.2Hz), 8.33 (d, 1H, J=2.7Hz), 8.18 (dd, 1H, J=2. 
7Hz, 8.9Hz), 7.96 (dd, 1H, J=2. 2Hz, 9.7Hz), 7.69 
(d, 1H, J=9.7Hz), 7.21 (s, 1H), 6.84 (d, 1H, J=8. 9 
Hz), 3.83 (s, 3H), 2.60 (s, 3H) ; 
MS (APCI, m/z): 383 (M+H) + ; 
HPLC (R): Rt = 4.2 min. 



mimz 8 6) 
[4- (2, 6-v^ f/U-^ ^ [I, 2- a] tf V A*)- 

[4- (2, S-*J*<f-A>-<f K *V[l,2-a]tfy ^V'-WA')- 

^VJftft**»* (*!fe«3 0 7) 4 0 0mg (0. 9 
3 ^ y $:TF7tKn77^10mlWF!)^ 
f;l/T^O. 4mlCSI^ i^-tert-y^ 
^>-^h8 0 8mg (3. 7^y^-/W) SriP;!, 
6 0tn?3R#W*#Lfc o try^VSmlfcHUi* 
1 5fl#IB«t#«, i^-tert-^/V h 8 

0 8mg (3. 7^y^^) SriDx., 6Ot:T*3 0P^jt 

9 2 m g (70%) £#fc e 

[0 4 5 3] m. p. 182-184t; (dec. ) ; 
1H-NMR (DMS0-d6)6: 8.40 (s, 1H), 8.32 (d, 1H, J= 
2.7Hz), 7.92 (dd, 1H, J=2. 7Hz, 8.9Hz), 7.41 (s, 1 
H), 7.37 (d, 1H, J=9. 2Hz), 7.04 (d, 1H, J=10.5Hz), 

6.98 (d, 1H, J=8.6Hz), 3.91 (s, 3H), 2.45 (s, 3 
H), 2.10 (s, 3H),1.44 (s, 9H) ; 
MS (APCI, m/z) : 452 (M+H)+ ; 
HPLC (R): Rt = 3. 8 min. 

mmm2 s d 

N- [4- (8-^ h * V-2-* %^/\\,7ra\^) 9 JV 

-3-^/w)-^T > /-/v-2->fyw]-N-(6-y h*$/-try 

HJfiWI 2 2 2 <Dfls£*«rffiffl U UlSfcl 2 8 0t 
SJ«SrfTV\ *E{t£««:»fc. 

[04 54] m. p. 213-214^ ; 
1H-NMR (DMS0-d6) 8 : 8.40 (s, 1H), 8.09 (d, 1H, J= 
5.7Hz), 8.00 (d, 1H,J=8. 6Hz), 7.47 (s, 1H), 7.05 
(d, 1H, J=8.6Hz), 6.64-6.56 (m, 2H), 3.93(s, 3H), 
3.89 (s, 3H), 2.41 (s, 3H), 2.10 (s, 3H) ; 
MS (APCI, m/z) :410 (M+H)+ ; 
HPLC(R): Rt = 3. 1 min. 

mmm2S8) 

l--f xx *-3-[2- (4-^ h *i/-7 * ~>VT ^ J ) -*PT /- 

* y*sii, 2-a ] tr y v^-8-3- 

— /V 

##«3 3 (2) <Dik&®Rm4-* h*i/-7*~ 

;^-ft^i/r (##^J3) H8W2 0 2 

[0 4 5 5] 1H-NMR (DMS0-d6) 6 : 10. 18 (s, 1H), 8. 
38 (d, 1H, J=7.0Hz), 7.53 (d, 2H, J=8.6Hz), 7.05 
(d, 1H, J=5.4Hz), 7.04 (s, 1H), 6.93 (d, 2H, J=8. 9 
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Hz), 3. 73 (s, 3H), 2.55 (s, 3H) ; 
MS (FAB, m/z): 431 (M+H)+, 433 (M+H)+. 
(£»W2 8 9) 

7- ^ n ^ (2-p- h y^r^/-fr^;w4 

/V) -2- ^ fvW ^ ^ [ 1 , 2- a ] t? y 

##{&J3 3 (2) coit&VoRXfip- YV;v-?*Vut 

t 9 f»A) Srttffl Lx HJfcfll 2 0 2 i ®®\C 

[0 4 5 6] 1H-NMR (DMS0-d6) 6 : 10.30 (s, 1H), 8. 
37 (d, 1H, J=7.3Hz), 7.51 (d, 2H, J=8. 4Hz), 7.14 
(d, 2H, J=8.6Hz), 7.09 (s, 1H), 7.05 (d, 1H, J=7.0 
Hz) ,2. 55 (s, 3H), 2.26 (s, 3H) ; 
MS (FAB, m/z): 414 (M)+, 416 (M)+. 

(HJfcfll2 9 0) 
7-^ n [2- (6 - * h * tf 9 v 1 y-3--f /ur S J ) - 

^tv-)v-\-4)vY2-i ^ ?9 [i, 2- a ] tr y v> 
##^j3 3 (2) <offrg*xtf(6-* b^^-try y 

y-3-^;V)-ft!)l/7 (#%^J4 3) SrflyflU 

HJS^ 2 0 2 iCT«li:E«*f?v\ »IBffr&tt«r#fc, 

[0 4 5 7] 1H-NMR (DMS0-d6) 8 : 10.32 (s, 1H), 8. 
44 (d, 1H, J=2.7Hz), 8.28 (d, 1H, J=7.3Hz), 7.98 
(dd, 1H, J=3.0Hz, 8.9Hz), 7.11 (s, 1H), 7.03 (d, 1 
H, J=7.3Hz), 6.85 (d, 1H, J=8.9Hz), 3.82(s, 3H), 
2.54 (s, 3H); 
MS (FAB, m/z): 431 (M)+ . 

ohm 2 9 1) 

l-Zf n*-2-^^-3- [2-(4- 1> y 7/Vtn-7x^7 

^ ;)-^t M-j *yvu,2-a] try 

##«3 3 (2) 0{^^St5(4- hy 

/v- 7 ai~/w) (##0»J2) SrttfflU * 
*«2 0 2fcH«lcRj£&m\ *Eft^*«:#*:, 

[0 4 5 8] 1H-NMR (DMS0-d6) 6 : 10.85 (s, 1H), 8. 
30 (d, 1H, J=7.3Hz), 7.83 (d, 2H, J=8.6Hz), 7.70 
(d, 2H, J=8.9Hz), 7.26 (s, 1H), 7.09 (d, 1H, J=7. 3 
Hz), 2. 56 (s, 3H); 
MS (FAB, m/z) 468 (M)+ . 

(SQM2 9 2) 

(4-^ Y^iy-y^ ~M - [4- (2-^ n tVw^ * #V[1,2- 
a ] fcT y i? )V) -*?T As] -T^> 

t^UT (##«3) «T«fllU *1S«1 8 8 

[0 4 5 9] 1H-NMR (CDC13) 6 : 8.71 (d, 1H, J=7. OH 
z), 8.03 (brs, 1H), 7.59 (d, lH,J=9.2Hz), 7.25-7.1 
3 (m, 3H), 6.90-6.85 (m, 2H), 6.76 (dt, 1H, J=1.4H 
z,6.8Hz), 6.58 (s, 1H), 3.81 (s, 3H), 3.47-3.37 
On, 1H), 3.81 (s, 3H), 2.90 (t, 2H, J=7.6Hz), 1.93 
-1.79 (m, 2H), 1.02 (t, 3H, J=7.3Hz). 



(MUM 2 9 3) 

[4-(2-7 P n 5 ^[1,2-a] !J ^V-3-f^)-^ 

7/- A*-W A"]-(4- h y ^/^n^ f;W7xn;u)- 

##0ij5 5^«lM(4-h y 7;^P^f^-7 
x^)-ft!)l/7 (#%«2) SrttJBU 3HM1 

[0 4 6 0] 1H-NMR (CDC 13) 6 : 8. 76 (d, 1H, J=6. 8H 
z), 8.26 (brs, 1H), 7.65-7.36 (m, 5H), 7.26-7.19 
(m, 1H), 6.83 (t, 1H, J=6.8Hz), 6.77 (s, 1H), 2.93 

(t,2H, J=8. 1Hz), 1.93-1.84 (m, 2H), 1.03 (t, 3H, 
J=7. 3Hz) . 

(*1M2 9 4) 

N-[4»(2->r y tvw6-^ r * [1, 2- a ] t° y 

v ? >'-3-^/W)-^T> f -/W2-^^]-N-(6-y h ^rv'-tf y 

him 304 ©ft-e^srttffl u mmm 28 ot mmt 

[0 4 6 1 ] m.p. 147-148^; 
1H-NMR (DMSO-d6)6: 8.43 (s, 1H), 8.29 (s, 1H) , 
8.01 (d, 1H, J=8.6Hz), 7.43 (s, 1H) , 7.42 (d, 1 
H, J=7.3Hz), 7.06 (d, 1H, J= 9.2Hz) f 7.04 (d, 1H, 
J=8.9Hz), 3.92 (s, 3H), 3.33 (sep, 1H, J=6.5Hz), 
2.15 (s, 3H), 2.10 (s, 3H), 1.21 (d, 6H, J= 6. 75H 
z>; 

MS (APCI, m/z): 422; 
HPLC(R): Rt =3.4 min. 
2 9 5) 

3- [2- (6-^ h^i/-t: 0 y v^-3— { /UT * /)-f-T*S— iV 
-4-4 /l/]-6-y ^vW % *V[1, 2-a ] t° y i? y-2-UjV 

##«8O<0ffrg*Xtf(6-7< h^>-ify^-3 
-^f/V)-ft!>U7 (IM*«4 3) SrffifflU 
3 0 7 fcRWlcEJSSrfi 1 ^ *IBft^»Sr#fc 0 

[0 4 6 2] 1H-NMR (DMSO-d6) 6 : 10.37 (s, 1H), 8. 
73 (s, 1H), 8.46 (s, 1H) , 7.98(d, 1H, J= 8.9Hz), 
7.71 (d, 1H, J=9.7Hz), 7.60-7.50 (m, 2H), 6.84 
(d, 1H, J= 8.9Hz), 3.86 (s, 3H) , 3.81 (s, 3H),2.3 
5 (s, 3H); 

MS (APCI, m/z): 396 (M+H)+ ; 
HPLC(R): Rt =3.7 min. 

(mMM2 9 6) N-(6-* h^rV-tfy -N- 
[4-(2-^^W6-h y 7/U*u*f-/U-4 2-a] 
If 9^>3->f;V)-f7/- /U-2->f7W]-T-ir hT^ K 
UttM 7 9 Oft-Mll*r«ffl b> H^^iJ 2 8 0 t 

[04 6 3] m. p. 197-199^ ; 

1H-NMR (DMSO-d6)6: 9.02 (s, 1H), 8.40 (s, 1H), 
7.98 (d, 1H, J=8.9Hz), 7.68 (d, 1H, J=9.5Hz), 7.5 
9 (s, 1H), 7.41 (d, 1H, J=9.5Hz), 6.98 (d, 1H, J=8. 
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6Hz), 3.92 (s, 3H), 2.55 (s, 3H), 2.08 (s, 3H) ; 
MS (APCI, m/z): 448 (M+H)+ ; 
HPLC(R): Rt = 4.0 min. 

2- a ] tr y yv-3->r ^-f-ry— a^2->t ao-t 
-feb7s K 

§g»J 6 l <&{frg*ftttfli t> ^ffi^J 2 8 o £ PJfcfcK 
«*frV\ *Efl:£*ft#fc. 

[ 0 4 6 4 ] m. p. 168-170^ ; 

1H-NMR (DMSO-d6)6: 8.48 (d, 1H, J=7.0Hz), 8.41 
(d, 1H, J=2.7Hz), 8.01 (dd, 1H, J=2. 7Hz, 8.9Hz), 
7.48 (s, 1H), 7.47 (d, 1H, J=8.9Hz), 7.20 (dt, 1H, 
J=1.4Hz, 6.8Hz), 7.06 (d, 1H, J=8.6Hz), 6.68 (dt, 
1H, J=l. 1Hz, 6.8Hz), 3.94 (s, 3H), 2.44 (s, 3H), 
2.11 (s, 3H); 

MS (APCI, m/z): 380 (M+H)+ ; 
HPLC (R): Rt = 2.8 min. 

mmm2 9 8) 

N-[4- (6-7 $ 7-2-^ * # V [1, 2- a ] If ]) i^-3 

-4;V)-*f*T*/*- /W2-Y/U]-N-(6-^ b*:X-fc o y v>:/-3 

N-(6-^ b =fr 1° ]) AO -N- [4- (2-* ^A*-6-<= 

hP-^^/[l,2-a]t s y^ ^-3— T AO -^T ^-/V-2 
-^f/H-T-fe b7S K (H*ftl2 8 4) 8 3 0mg 
(1. 96^^) A*4 0mlKljgfl?Lffi#8 

9 2 gSrJP*.S*StjlET*»Ufco 6 
m 1 ft 5 5HBW»H"CjBT LfcfiL 2 ftRDftDftil&E UfCo 
SiSftafflS-Cft^U hft«fflLTSJES«ft« 

0:1) rttaau »&hfctt*ftMKS»Lfc1l^ 

^V-ft*J.^-easi^L*tBO{b^ft3 4 Omg 
(4 4%) ftfffc 0 

[0 4 6 5] 1H-NMR (DMS0-d6) 6 : 8.40 (d, 1H, J=3. 

0Hz), 8.01 (dd, 1H, J=3.0Hz, 9.2Hz), 7.83 (s, 1H), 
7.36 (s, 1H), 7.24 (d, 1H, J=9.5Hz), 7.06 (d, 1H, 
J=8.6Hz), 6.79 (dd, 1H, J=l. 9Hz, 9.2Hz), 4,61(br 

s, 2H), 3.91 (s, 3H), 2.30(s, 3H), 2.10 (s, 3H) ; 

MS (APCI, m/z): 395 (M+H) + ; 

HPLC (R): Rt = 2.8 min. 

mmm2 9 9) 

N-[4-(2, 6-v^/W * ^[1,2-0] try 
/V) -^7^-/^-2-^/1^]^- (6-^ b^>-fc? y 

SlttM 3 0 7 ©^(feftflM! Ls HJgfll 2 8 0 tf>&*S 

U *«J2 8 0fcH*fcRfcftfTi\ *IWfr&ttft# 

fee 

10 4 6 6] m. p. 196-198t; ; 



1H-NMR (DMS0-d6) 6 : 8.51 (d, 1H, J=2.4Hz), 8.37 
(brs, 1H), 8.10 (dd, 1H, J=2, 7Hz, 8.6Hz), 7.44 (s, 
1H), 7.37 (d, 1H, J=9.2Hz), 7.09-7.03 (m,2H), 3.93 
(s, 3H), 2.46 (s, 3H), 2.33 (brq, 2H, J=7.2Hz), 

2.10 (s, 3H),1.06 (t, 3H, J=7. 2Hz) ; 
MS (APCI, m/z): 422 (M+H)+ ; 
HPLC(R): Rt = 3.6 min. 

(31*0113 0 0) 
N-[4-(2, 6-^ TvW ^ y ^[1, 2- a ] tT V 

;v)-fry^/v-2-f/H-N-(6-> b^rv-try ^v-3->r 

^i£0iJ 3 0 7 0>ffrg*ft«ffi U Hffi^J 2 8 0 O^tKS 

I, mm®\2 8 o tra«{cSJC*frv\ MBft^ttft* 

[0 4 6 7] m. p. 208^ (decomp) ; 
1H-NMR (DMS0-d6)6: 8.44 (d, 1H, J=2.4Hz), 8.39 
(brs, 1H), 8.02 (dd, 1H, J=2, 7Hz, 8.9Hz), 7.42 (s, 
1H), 7.37 (d, 1H, J=8.9Hz), 7.08-7.02 (m,2H), 3.94 

(s, 3H), 2.63 (sep, 1H, J=6.5Hz), 2.46 (s, 3H), 

2.11 (s, 3HM.09 (d, 6H, J=6. 5Hz) ; 
MS (APCI, m/z) 408 (M+H)+ ; 
HPLC(R): Rt = 3.4 min. 

(mmm3 on 

[4- (2, 6-^ ?7W ^ *V [1, 2- a] \f y v^-3-f A0- 

+t y-tw-JM -(6-^ h*s/-i^y t?v-3->r^)-* 

[4- (2, 6->^ ^ ^ x /[l, 2-a ] t° y /l<) - 

^■7^-/^-2-^/1-] -(6-^ b^rv'-tf y )V)-T 
% (HS0tf 307) 600mg (1. 3 

95 5**0 ftr-t b^2 ominiiiK»u 

A3 90mg (6. 94^y *A0 ft* 0 . 1 8 m lid 

«WLfct>oftaDi, 6 0t:i:MLfco ^Wpb 

bO. 5 4ml (6. 94^1)^) ftflPx., 
eottflttlBaWLfc. S«ffiftSiiL5ttfttt£Eai 

■C, l&fnA«7K-cffi#bfco #»«ft*7k«»^by^ 
A-c*a«M6, S«EftttE«t8bfc 0 »biifc*ftftj»^ 

4 5 0 m g (79%) ^r#fc 0 
[0 4 6 8] m.p. 164-166^; 

1H-NMR (DMS0-d6) 5 : 8.39-8.37 (m, 2H), 7.95 (dd, 
1H, J=2.4Hz, 8.6Hz),7.43 (s, 1H), 7.37 (d, 1H, J= 
8.9Hz), 7.06-6.98 (m, 2H), 3.91 (s, 3H), 3.80 (s, 
3H), 2.46 (s, 3H), 2.10 (s, 3H) ; 
MS (APCI, m/z): 410 (M+H) + ; 
HPLC(R): Rt = 3.2 min. 

(H*WI3 0 2) 
l-[4-(2, 6-v^^^/W $^y[l,2-a] try v^^-3-^ 

;i/)-fry-;v-2-^7v]-i-(6-^ b^r^-t°y ^^-3--r 
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A') -3, 3-^f;w«>i/r 

[4- (2, %WW> 2-a] fy 

^7/— a^-W A0-(6-* h^^-t e y^y-3-^^)-r 

5 (SHEW 3 0 7 ) 6 0 0mg (1. 3 

9^y^) &Ti? hV2 OmlKJBHBU 

A3 9 0mg (6. 94^!)^) £r;fcO. 18mlC 

mmi-tzhoztinz-s 6 o^cicjptaLfco 

/^Wn7>f KO. 6 4ml (6. 94 3!I*A') 
SrJOx., 6 0^1B$Pfl«#Lfc 0 SJ««*»iflL, 5 

^/V) U *Effc-g* 4 9 3 m g (84%) 

/i 0 

[0 4 6 9] m. p. 140-142t: ; 
1H-NMR (DMS0-d6)6: 8.56 (s, 1H), 8.34 (d, 1H, J= 
2.7Hz), 7.97 (dd, 1H, J=2. 7Hz, 8.9Hz), 7.40 (d, 1 
H, J=9.2Hz), 7.34 (s, 1H), 7.09 (dd, 1H, J=1.9Hz, 
9.2Hz), 6.98 (d, 1H, J=8.9Hz), 3.91 (s, 3H), 2.80 
(s, 6H), 2.47 (s, 3H), 2.21 (s, 3H) ; 
MS (APCI, m/z) 423 (M+H)+; 
HPLC(R): Rt = 3. 1 min. 

0Hftfl|3O 3) 
N- [4- (8- / V * *y-2- * 3vW ^-^/[u-alt^^y 
-3— T JU) -^T V—;V-2-J /U] -N- (4- h ]) 7;V*X2 * 

mmm 223 ©fc-e*«rjjwa u mmm 2 sot mm^ 

[0 4 7 0] 1H-NMR (DMS0-d6) 6 : 8.03-7.99 (m, 3 
H), 7.89 (d, 2H, J=8.6Hz), 7.47 (s, 1H), 6.63 (d, 
1H, J=7.3Hz), 6.46 (t, 1H, J=7.3Hz), 3.87 (s, 3H), 

2.41(s, 3H), 2.09 (s, 3H) ; 
MS (APCI, m/z) 447 (M+H) + ; 
HPLC(R): Rt = 3.6 rain 

($tt«3 0 4) 

[4-(2->f y^n tvu-6-^ r s ^/[i, 2-a] tf y 
-2>-4^)-r^y 

##M8 3©fbfrftjfctf(6-p« h*$/-fcT9S^-3 
-^;U)-ft9i/7 (##^J4 3) SrttJHU £ttffl 

[ 0 4 7 1 ] n. p. 258-260*0 ; 

1H-NMR (DMSO-d6)6: 10.35-10.25 (brs, 1H), 8.58 
(s, 1H), 8.46 (s, 1H), 8.03 (d, 1H, J=8.9Hz), 7.4 
9 (d, 1H, J=9.2Hz), 7.13 (d, 1H, J= 9.2Hz), 7.02 
(s, 1H), 6.83 (d, 1H, J=8.9Hz), 3.82 (s, 3H), 3.3 
5 (sep, 1H, J=6.8Hz), 2.29 (s, 3H), 1.29 (d, 6H, J 
= 6. 8Hz) ; 

MS (APCI, m/z): 380; 



HPLC(R): Rt =3.3 min. 

(mmm3 o 5) 

3- [2- (6-t« >- tr y >\<T^J)-^T V—A> 

-4—f;V]-6-^ ?vW I 2-a] fc° ]) v ? y-2-#A' 

[0 4 7 2] m. p. 256-258^C ; 
1H-NMR (DMS0-d6) 6 : 10.27 (s, 1H), 8.92 (s, 1H), 
8.46 (s, 1H) , 7.99(d, 1H, J= 8.9Hz), 7.85-7.70 
(m, 2H), 7.58 (d, 1H, J=9.2Hz), 7.45-7.35 (brs, 1 
H), 7.29 (d, 1H, J=9.5Hz), 6.84 (d, 1H, J= 8.6Hz), 

3.82 (s, 3H), 2.31 (s, 3H) ; 
MS (APCI, m/z): 381 (M+H) + ; 
HPLC(R): Rt =3.3 min. 

(HKSM3 O 6) 
3-[2-[Tir^/W(6-^ b^^-try f AO-T S 

/l-fr^-zM^/vi-e^fw ^ ^✓[i, 2-a] br 
y ^>--2-*/w#^»r^ K 

Uttffll 3 0 5 (Dfc&VoZ&m bx HJfeWI 2 8 0 £ HO^tlC 

[0 4 7 3] m. p. 291-294t: ; 
1H-NMR (DMS0-d6) 6 : 8.52 (s, 1H), 8.47 (s, 1H), 
8.46 (s, 1H) , 8.04 (d, 1H, J= 8.9Hz), 7.85-7.70 
(brs, 1H), 7.73 (d, 1H, J=8.6Hz), 7. 45-7. 35 (brs, 1 
H) f 7.19 (d, 1H, J= 9.2Hz), 7.06 (d, 1H, J= 8.9H 
z), 3.93 (s, 3H),2. 12 (s, 3H), 2.09 (s, 3H) ; 
MS (APCI, m/z) : 423 (M+H)+ ; 
HPLC(R): Rt =3.6 min. 

(*mWl3 0 7) 
[4- (2, 6-^ fvW ^ [1, 2- a ] \f ]) A0- 

2- ^n^-l-(2, ^ *V[l,2-a] t°y 

3- ^;H-x^/y (##M5) 3. 14g (11. 8^ 

y^-zw) tie-* h^i^-try t?y-3 — t/v)-?-* 

(##^J4 3) 2. 15g (3. 14;yw) 
^^/MOOmlCgiU 7 0ttl4^I 
i$L/c 0 ffl»5 0ml ^^MJE^L, Sixf;U 
Jfi5 OmlXUt^*V*Sl 5 0ml SrlPx.* i:Sl*fi* s 
ffWLfco r*t*JtiBL*Bft^**4. 83g mm 
9 8 %) #fc 0 

[0 4 7 4] 1H-NMR (DMS0-d6) 6 : 10.47 (s, 1H), 9. 
03 (s, 1H), 8.47 (d, 1H, J=2.4Hz), 7.99 (dd, 1H, J 
=2.7Hz, 8.9Hz), 7.90 (d, 1H, J=9.2Hz), 7.82 (dd, 1 
H, J=1.4Hz, 9.2Hz), 7.43 (s, 1H), 6.85 (d, 1H, J=8. 
6Hz), 3.83 (s, 3H), 2.62 (s, 3H), 2.44 (s, 3H) ; 
MS (APCI, m/z): 352 (M+H) + ; 
HPLC (R): Rt = 3. 1 min. 
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6 



mmms os) 

N-[4-(8-> h *i/-2~/ 7A>-<{ % 
K 

2 2 0 ©fls£ft*rttJH LT, S^5fe0tf 2 8 0 ^^ 

[0 4 7 5] 1H-NMR (DMS0-d6) 5 : 8. 09 (d, 1H, J=5. 
7Hz), 7.60-7.30 (m, 5H), 6.70-6.40 (m, 2H), 3.88 
(s, 3H),2.42 (s, 3H), 2.41 (s, 3H), 2.06 (s, 3H) ; 
MS (APCI, m/z): 393 (M+H)+ ; 
HPLC(R) : Rt = 3.5 min. 

(^ffi^j3 0 9) 
N-[4-(8-7^ V*is-2-*3-/l>-<{ S^/[l,2-a]fcT!J i?> 

;v) -*?T ^—^-2-4 -N- (4-^ h^v/-7x^ 
/V)-T* VT ^ K 

tarn 2 1 8 toft&m*&m u 2 8 0 1 mmc 

[0 4 7 6] 1H-NMR (DMS0-d6) 6 : 8. 13 (d, 1H, J=6. 
5Hz), 7.49 (d, 2H, J=6.5Hz), 7.43 (s, 1H), 7.13 
(d, 1H, J=8.9Hz), 6.65-6.50 (m, 2H), 3.88 (s, 3H), 

3.84(s, 3H), 2.42 (s, 3H), 2.07 (s, 3H) ; 
MS (APCI, m/z): 409 (M+H) + ; 
HPLC(R) : Rt = 3.3 min. 

mmms 1 o) 

[4- (2- * ^)\>-4 % # ✓ [1, 2- 0 ] 4 V * J V fr) - 

^)-ft^ur (##t*2) Srtt/BU 

[0 4 7 7] 1H-NMR (CDC 13) 6 : 9.77 (s, 1H), 8.10 
(s, 1H), 7.75-7.65 (m, 4H), 7.30-7.26 (m, 4H), 6.8 
7-6.82 (m, 2H), 2.78 (s, 3H) ; 
MS (APCI, m/z): 425 (M+H) + ; 
HPLC (N): Rt = 6.4 min. 

mmm 311) 

4- [4- (2- * % # >/ [ i, 2- 0 ] y * / y x-3-< 

###| 1 6 <Oft&®h 4 K-3SA«xf- 

A- (##0»J4 9) SrttfflU aaswi^rawicR^tfi 1 

[0 4 7 8] 1H-NMR (CDC13) 5 : 9.79 (s, 1H), 8.08 
(d, 2H, J=8.9Hz), 8.06 (s, 1H),7.74 (t, 2H, J=8. 9H 
z), 7.58 (d, 2H, J=8.9Hz), 7.32-7.26 (m,3H), 6.82 
(s, 1H), 4,38 (q, 2H, J=7. 0Hz ), 2.77 (s, 3H), 1.41 

(t, 3H, J=7.0Hz); 
MS (APCI, m/z): 429 (M+H) + ; 
HPLC (N): Rt = 7.4 min. 

mmm3 1 2) 



(4-^ h^i/-7x=/l/)-[4-(2-^f;M S*V[1,2- 

2->^ a ^--1- (2- y ?vW ^^/[U-ol^/Uy-l- 
1/ (##^|1 7) 17mg (56. 5 W 
^n^/b) i:(4-^ h4r^-7x^/i/)-ft^l/7 
(##W3) 10. 3mg (56. 5W^n^/U) £ 

igy^Ul/ I/^lOOmg (67^^n^ 

/k o. 6 7^^/g) srip*.. aa-e3^ra«# 

U £fBffc£ft 12. 5 m g Sr#/c a 

[0 4 7 9] 1H-NMR (DMS0-d6) 6 : 10.20 (s, 1H), 7. 
96 (d, 1H, J=7.3Hz), 7.72 (d, 1H, J=9.2Hz), 7.65 
(d, 1H, J=8.4Hz), 7.54 (d, 1H, J=9.2Hz), 7.50-7.41 

(m,4H), 7.16 (d, 1H, J=2.7Hz), 6.80 (dd, 2H, J=2. 
7Hz, 9.2Hz), 3.65 (s, 3H),2. 31 (s, 3H) ; 
MS (APCI, m/z): 387 (M+H)+; 
HPLC (N): Rt = 4.3 min. 

(H16«3 1 3) 

(4-* v^y-y^ - [4- (2-y ^/v— r s *V[2, l- 

2- ^n^e-i-(2-^ ?vw ^/[2, i-a]-f y^r/yy- 

3- ^/W)-^/^(##0iJl 7>fe(4-;* h*^-^ 
^)-ft^7 (##«13) SrttfflU Hl&t&Jl^ 

[0 4 8 0] 1H-NMR (DMS0-d6) 6 : 10. 21 (s, 1H), 8.7 
8 (d, 1H, J=7.6Hz), 8.47 (d, lH,J=7.3Hz), 7.90-7.8 
6 (m, 1H), 7.67-7.62 (m, 2H), 7.57 (d, 2H, J=8.6H 
z),7.31 (d, 1H, J=7.3Hz), 7.06(s, 1H), 6.94 (d, 1 
H, J=9.2Hz), 3.74 (s, 3H),2.57 (s, 3H) ; 
MS (APCI, m/z): 387 (M+H)+; 
HPLC (N): Rt = 5. 1 min. 

(mmms 1 4) 

4 )V) -<f-T y — /W-2->f iV7 ^/]-7x ~;v]-3L $ j 1/ 
2-7 r n^-l-(2-^f;W?^/[2, 1-aU V V- 

1 7)t(4-7tf;V-7x 

~M-^irv\<>T (##^47) ^r«fflb, mmmi 

[0 4 8 1] 1H-NMR (DMS0-d6) 6 :10.90 (s, 1H), 8.7 
3 (d, 1H, J=7. 3Hz), 8.52-8.49 (m, 1H), 7.98 (d, 2 
H, J=8.9Hz), 7.90-7.87 (m, 1H), 7.78 (d, 2H, J=8. 4 
Hz) , 7. 67-7. 65 (m, 2H), 7.35 (d, 1H, J=7.8Hz), 7.29 
(s, 1H), 2.59 (s, 3H), 2.49 (s, 3H) ; 
MS (APCI, m/z): 399 (M+H)+ ; 
HPLC (N): Rt = 4. 8 min. 
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mmm3 1 5) 

[0 4 8 2] 1H-NMR (DMS0-d6) 6 : 10.32 (s, 1H), 8. 
78 (d, 1H, J=7.3Hz), 8.50-8.47 (m, 1H), 7.90-7.87 
(m, 1H), 7.70-7.61 (m, 2H), 7.54 (d, 2H, J=8.6Hz), 

7.31 (d, 1H, J=7.8Hz), 7.15 (d, 2H, J=8.6Hz), 7.1 
0(s, 1H), 2.57 (s, 3H), 2.26 (s, 3H) ; 
MS (APCI, m/z): 371 (M+H) + ; 
HPLC (N): Rt = 5.7 rain. 

mm&\3 1 e) 

4- [4- (2- ^ *f-)\>-4 ^/[2,i-a]>fy^;y >-3--f 

3-j/v)-=c? ; X^mi 7)£4-^?W K— ft 
SSK^^V (###14 9) SrffifflU SafiMltP^S 

[0 4 8 3] 1H-NMR (DMS0-d6) 8 : 10. 90 (s, 1H), 8.7 
3 (d, 1H, J=7.6Hz), 8.51-8.48 (m, 1H), 7.96-7.88 
(m, 3H), 7.79 (d, 2H, J=8. 6Hz), 7.71-7.64 (m, 2H), 

7.35(d, 1H, J=7.6Hz), 7.28 (s, 1H), 4.28 (q, 2H, 
J=7.0Hz), 2.59 (s, 3H), 1.31 (t, 3H, J=7. 0Hz) ; 
MS (APCI, m/z): 429 (M+H)+; 
HPLC (N): Rt = 5.6 min. 

mmms 1 d 

(6-p< h^r^-tf ]) v ? y-3-^yi-)-[4-(2-y TyW-f 

[2, 1-aU y * J ]) >-3-Y AO 7 V—fV-2-4 M - 7 

2- -f d (2-^ 5vi~ r 5^/[2,i-a]>fy^yyy- 

3- ^^)-^^/ !/(JMMf 1 7)^(6-^ h^r^-try 
^V-3 — fA)-^?V7 (##«4 3) Srffiffl 

[0 4 8 4] 1H-NMR (DMS0-d6) 6 :10.35 (s, 1H), 8.7 
0 (d, 1H, J=7.0Hz), 8.50-8.46 (m, 2H), 8.02-7.98 

(□, 1H), 7.90-7.88 (m, 2H), 7.66-7.63 (m, 1H), 7.3 

0 (d, 1H, J=6.8Hz), 7.12 (s, 1H), 6.85 (d, 1H, J=9. 
2Hz), 3.82 (s, 3H), 2.56 (s, 3H) ; 
MS (APCI, m/z): 388 (M+H)+; 
HPLC (N): Rt = 4.7 min. 

mmms 1 8) 

[4- (2- 1 w ^/[2,i-a]-Yy^/y y-3--f a) - 

f-7*/— A-2-^AO -(4- h y 7^tn^f;P-7x^) 

2- ^ n *-l- (2-t« ^ A— f ^^U-al^y^/Dy- 

3- T/W)-^^y >(###! 1 7) t (4 - 7A:*-p* 



[0 4 8 5] 1H-NMR (DMS0-d6) 6 : 10. 89 (s, 1H) , 8. 7 
0 (d, 1H, J=7.6Hz), 8.51-8.47 (m, 1H), 7.91-7.85 
(m, 3H), 7.71-7.64 (m, 4H), 7.34 (d, 1H, J=7.6Hz), 

7.27(s, 1H), 2.58 (s, 3H) ; 
MS (APCI, m/z): 425 (M+H) + ; 
HPLC (N): Rt = 6.0 min. 

mmm3 1 9) 

4- [4- (2-^ * #V [2, 1- a ] y * / }) 

A)-f-7/— A-2-- <A7^ Z]-^/^ h y A 
2-:/u*-l-(2-yfyW [2, 1-aM U V- 

;v)-ft^u7 mnm 4 8 > u mm 1 1 

|i?*fcKje*r?ri\ *Bfc***#fc. 

[0 4 8 6] 1H-NMR (DMS0-d6) 6 : 11.00 (s, 1H), 8. 
66 (d, 1H, J=7.6Hz), 8.49 (d, 1H, J=8.6Hz), 7.91- 
7.77 (m, 5H), 7.71-7.65 (m, 2H), 7.33 (d, 1H, J=8. 
6Hz), 7. 32 (s, 1H), 2.56 (s, 3H) ; 
MS (APCI, m/z): 382 (M+H)+; 
HPLC (N) : Rt = 5. 0 min. 

mmms 2 0) 

i-[4-[4-(2-^,w $^y[i,2-o]^/ y ^-WA) 

VUT (&m\*7) SrffifflU 3 1 2 i: rawc 

[0 4 8 7] 1H-NMR (DMS0-d6) 8 : 10.88 (s, 1H), 7. 
99-7.96 (m, 1H), 7.81 (d, 2H, J=8. 9Hz), 7.74 (d, 1 
H, J=9.5Hz), 7.64 (d, 2H, J=8.9Hz), 7.60-7.54 (m, 
1H) , 7. 50-7. 43 (m, 3H), 7.38 (s, 1H), 2.43 (s, 3H), 

2.32 (s, 3H). (^&fe#l3 2 1) [4- (2-* % ? 

2-«]*y y V- W AO 7^-^-2— (M-p- h 
y ;v-T % >-##^J 5 7 (DitSm ip-hy;v-W 
vr (*JCftfi8J:!9l«A) ^rffifflb. HM^J3 I2il3 

[0 4 8 8] 1H-NMR (DMS0-d6) 8 : 10.32 (s, 1H), 8. 
00 (d, 1H, J=7.0Hz), 7.80 (d, 1H, J=9.5Hz), 7.66 
(d, 1H, J=8.4Hz), 7.59 (d, 1H, J=9.5Hz), 7.55-7.47 
(m,2H), 7.42 (d, 2H, J=8. 1Hz), 7.23 (s, 1H), 7.00 
(d, 2H, J=8. 1Hz), 2.33 (s, 3H), 2.18 (s, 3H). (M 
MM* 2 2) 4-[4-(2-^A— f 5y/[l,2-o]*y V 

^7s7->V&2$m 5 7 <Dtt&®b 4 K-ft 
(##0ij4 9) SrttfflU, ^09 3 1 2 t 

[0 4 8 9] 1H-NMR (DMS0-d6) 6 : 10. 87 (s, 1H), 8. 0 
0 (d, 1H, J=9.5Hz), 7.80-7.45(m,3H), 7.66-7.56 (m, 

4H), 7.51-7.45 (m, 2H), 7.39 (s, 1H), 4.22 (q, 2 
H, J=7.0Hz), 2.33 (s, 3H), 1.26 (t, 3H, J=7.0Hz). 
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mmm3 2 3) (6-* h*^-t?y $^-3--f ao-m-g 

-y * #v [i f 2- a ] * y y W /V) -*-r y- 

3 -4 /v)-*?*$u7 (###J4 3) 
(##fl4 9) *«8U 3aK«3 1 2 fcia«icKl£* 

[0 4 9 0] 1H-NMR (DMS0-d6) 6 : 10. 37 (s, 1H), 8.3 
6 (d, 1H, J=3.0Hz), 8.02 (d, lH,J=7.3Hz), 7.89-7.8 
3 On, 2H), 7.69-7.50 (m, 4H), 7.27 (s, 1H), 6.70 
(d,lH, J=8. 9Hz), 3.73 (s, 3H), 2.34 (s, 3H). 

mmmz 2 4) 

[4- (2-* 7vl"f 5 ¥V [1, 2- a ] * / 9 y-l-J M-f-T 

###J5 7 <Dit£® t ( 4 - hl)7;Vtn^f/V-7 3: 
^/W-^tf-^T «*%«2) SrffifflU *Jfc«3 1 
2iH«fcEJ&*frv\ *EflS^*fr#fc. 

[0 4 9 1 ] 1H-NMR (DMS0-d6) 6 : 10.85 (s, 1H), 7. 
97 (d, 1H, J=7.0Hz), 7.75-7.72 (m, 3H), 7.61-7.53 
(m, 4H), 7.50-7.41 (m f 2H), 7.37 (s, 1H), 2.32 (s, 

3H). 

mmms 2 5) 

4-[4-(2-^/W ^£V[l,2-a]3f/ y y-l-f /W)-^" 

W7 (#*«J4 8) SrttfflU 1 
?tv\ *Effr&**»fc. 

[0 4 9 2] 1H-NMR (DMS0-d6) 6 : 10.97 (s, 1H), 8. 

00- 7.97 (m, 1H), 7.75-7.54 (m, 7H), 7.46-7.41 (m, 
3H), 2.31 (s, 3H). 

0OS«3 2 6) 

(4-y Y*i/-y ^^)-iA-{2-yt?-;V-4 *¥V[\,2- 

0H y^y y y-3-^^)-fry-/w2-fyv]-r * y 

■^1/7 (#%#J3) SHfcflJU H16« 1 5 7 t ih»j:k 
Jfc«rfTV\ &Eft;£**#fc. 

[0 4 9 3] 1H-NMR (DMS0-d6) 5 : 10.36 (s, 1H), 1 
0.14 (s, 1H), 8.53 (s, 1H), 8. 19 (d, 2H, J=8.6Hz), 
7.75-7.72 (m, 1H), 7.65-7.58 (m, 3H), 7.44 (s, 1 
H), 6.94 (d, 2H, J=8.9Hz), 3.73 (s, 3H), 2.75 (s, 

3H). 

(3lffi#j3 2 7) 

1- [4-[4-(2-^^/w s*V[i,2-0M y*y y 

VUT (##^4 7) MtfflU «M1 1 5 7 fc IWKC 
[0 4 9 4] 1H-NMR (DMS0-d6) 5 : 11.05 (s, 1H), 1 



0.10 (s, 1H), 8.56 (s, 1H), 8.24-8.18 (m, 2H), 7.9 
5 (d, 2H, J=8. 7Hz), 7.83-7.75 (m, 3H), 7.67 (s, 1 
H), 7.65-7.60 (m, 1H), 3.60 (s, 3H), 2.50 (s, 3H). 

mm\* 2 s) 

[4- (2-y ^/W-f s*V[i,2-i3Ky*yy >-3-^;u)- 
y-^-2--f /u] -p- h y ;v-7 ^ ^ 
i 6 (Dit&tot p - h y A'-*-** (*scft 

v\ *EffrS***fc. 

[0 4 9 5] 1H-NMR (DMS0-d6) 6 : 10.50 (s, 1H), 1 
0.16 (s, 1H), 8.56 (s, 1H), 8.20(d, 2H, J=8. 1Hz), 
7.81-7.75 (m, 1H), 7.68-7.62 (m, 1H), 7.58 (d, 2H, 

J=8.2Hz), 7.50 (s, 1H), 7.15 (d, 2H, J=8.2Hz), 2. 
76 (s, 3H), 2.27 (s, 3H). (HJfe^j3 2 9) 

4-[4-(2-^^/w-< s *V[i,2-j8M y^y y 
ao -f7/-/u-2-^f * y 
a- HfeKiSfSfcifi 

A- (##«*J4 9) SrttfflU 5Slfe«l 5 7^M« 

[0 4 9 6] MS (APCI, m/z): 429 (M-Br) + ; 
HPLC (N): Rt = 5.6 min. 

mmmz 3 0) 

(6- y h ^ ^y- tf y ^ v-3— r /w) - [4- (2-y ^/w- r ^ ^ ✓ 
[1, 2- j3 ] -r y y y v-3— r ^) - f-r ?v\ -r 

5 7tRI«lcSl£Srm\ *E{k^»Sr#^. 

[0 4 9 7] 1H-NMR (DMS0-d6) 6 : 10.49 (s, 1H), 1 
0.12 (s, 1H), 8.55-8.53 (m, 2H) , 8. 23-8. 16 (m, 2H), 

8.05-8.00 (ra, 1H), 7.80-7.74 (m, 1H), 7.66-7.63 
(m, 1H), 7.49 (s, 1H), 6.85 (d, 1H, J=8.9Hz), 3.82 

(s, 3H), 2.74 (s, 3H). 

G06«3 3 1) 

[4-(2-^f;w ^ y 

##^Jl 60{t;^i:(4- h y ^/v^ny^/u-^ai 

-;W-ft!>l/7 (##^J2) ^ffifflL, HJfim 5 

7^PJ«^R^SrfrV\ *E^»€:#feo 
[0 4 9 8] 1H-NMR (DMS0-d6) 6 ; 11.04 (s, 1H), 1 
0.07 (s, 1H), 8.57 (s, 1H), 8.25-8.19 (m, 2H), 7.9 
0 (d, 2H, J=8. 7Hz), 7.81-7.75 (m, 1H), 7.68 (d, 2 
H, J=8.7Hz), 7.70-7.61 (m, 2H), 2.76 (s, 3H). 

mmmz 32) 

4- [4- (2-y ^u-f y-3--r 

^)-f7^-H-^7 5 y]-^v>^=. h yyu ||>ft 
##0IJ 1 6 (Dik&® M4-y7y-7x ^/W) 
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VT (»%ff|4 8) SMSMIU H*#J 1 5 7 fc f^tilcS 

[0 4 9 9] 1H-NMR (DMS0-d6) 6 : 11. 17 (s, 1H), 1 
0.08 (s, 1H), 8.58 (s, 1H), 8.26-8.20 (m, 2H), 7.8 
8-7.77 (m, 5H), 7.70-7.63 (m, 2H), 2.76 (s, 3H). 

(£JS«3 3 3) 

(4-> h^^-7x^)-[4-(2^f/V-^ S*V[2, 1- 
JUbMMtfft 

2- ^n ^--1- (2-y fvW ^ #V [2, l-aHy^r/Py- 

3- -f/v)-3i^y ^ (##fli 7)£(4-y Y**s-y=. 
^M-i"*VuT (###j3) SrttfflU 
7iWI«fcKJS*:fTV\ *Eft-&*«r»fc 0 

[0 5 0 0] 1H-NMR (DMSO-d6) 6 : 10.33 (s, 1H), 8. 

91 (d, 1H, J=7.8Hz), 8.62-8.57 (m, 1H), 8.15-8.10 
(m, 1H), 7.92-7.89 (m, 2H), 7.79-7.72 (m, 1H), 7.5 

6 (d, 2H, J=8.9Hz), 7.33 (s, 1H), 6.94 (d, 2H, J= 
8.9Hz), 3.73 (s, 3H), 2. 67 (s, 3H). 

GHS«3 3 4) 

1- [4-[4-(2-y ?Vl~r ^ *V[2, 1-aU V >-3- 

2- -7u^-\-{2-/^-/V-4 ^¥V\2, 1-aH y*y 5 V- 

~>v)-ttVVT (###14 7) SrttfflU 3SJSM1 
5 7 fclll«^KlS:«rtTV\ SEfl^ttSrWt, 

[0 5 0 1] 1H-NMR (DMS0-d6) 6 : 11.00 (s, 1H), 8. 
86 (d, 1H, J=7.8Hz), 8.62-8.58 (m, 1H), 8.13-8.10 
(in, 1H), 7.98 (d, 2H, J=8.6Hz), 7.96-7.85 (m, 2H), 

7.80-7.77 (m, 1H), 7.79 (d, 2H, J=8.6Hz), 7.53 
(s, 1H), 2.69 (s, 3H), 2.49(s, 3H). 

(H*fll3 3 5) 

[4-(2-y<?Vl~f ^^V[2, ^-3--f JV) - 

2--/ u ^.-i-(2-^.^/u-4 s^V[2, x-a]4 y*; v 

7 (MRikf&ZVmA) Srffi^U ^IKW l 5 7 1 

[0 5 0 2] 1H-NMR (DMS0-d6) 6 : 10.45 (s, 1H), 8. 

92 (d, 1H, J=7.3Hz), 8.61-8.59 (m, 1H), 8.15-8.10 
(m, 1H), 7.93-7.91 (m, 2H), 7.80-7.78 (m, 1H), 7.5 
4 (d, 2H, J=8.4Hz), 7.39 (s, 1H), 7.15 (d, 2H, J= 
8.4Hz), 2.69 (s, 3H), 2.27(s, 3H). 

(11*0113 3 6) 

4- [4-(2-^;l~f ^*V[2, 1-aH y*y ]) 

-f 7 / -;u-2-^ ^ / ] If ixf ;v 

2-/a*-i-(2^f;w^ s*V[2, i-a]<<{ y*y y 

SSK^f-zw (##«4 9) SrffifflU Xttffll 57t 



[0 5 0 3] 1H-NMR (DMSO-d6) 6 : 11.00 (s, 1H), 8. 
87 (d, 1H, J=7.3Hz), 8.63-8.60 (m, 1H), 8.15-8.10 
(m, 1H), 7.97-7.90 (m, 5H), 7.79 (d, 2H, J=8. 9Hz), 

7.55 (s, 1H), 4.25 (q, 2H, J=7.0Hz), 2.70 (s, 3 
H), 1.31 (t, 3H, J=7.0Hz). 

mmms 3 d 

(6-y h^r^-tf y V>-3-'(/l')-[4-(2-* TvWf * *V 

[2, y *y y y-3->f;v)-fr/- )v-2-4)V\-r 

2- 7 (2- s ^v[2, i-«m y*y y 

3- -f/W-^^/ 7)^(6-y h*$/-tT9 

^-3-^/V)-Wl/r (##0lj4 3) £^18 

[0 5 0 4] 1H-NMR (DMS0-d6) 6 : 10.47 (s, 1H), 8. 
85 (d, 1H, J=7.6Hz), 8.60-8.57 (m, 1H), 8.16-8.13 
(m, 1H), 7.99-7.90 (m, 3H), 7.80-7.75 (m, 1H), 7.4 
1 (s, 1H), 6.85 (d, 2H, J=8. 1Hz), 3.82 (s, 3H), 2. 
67 (s, 3H). 

(Hlfc«3 3 8) 

[4-(2-y?vi~f s ^V[2, i-aH y*y y 

fry-/U-2->f;V]-(4- h y y/V^n y f/V-7x=/U) 

2- ^ n^-l-(2-y ^/w>f ^yci-aMy^yy- 

3- ^/w)-^i^y ^(##0yi 7 )£(4_ hy 7y^ny 
^-y^^/U)-^^-^ ur (##0iJ2) SrttfflU 

^js^u i 5 7fcw«fcEj«fcfTV\ •efk-a****:. 

[0 5 0 5] 1H-NMR (DMS0-d6) 6 : 10. 10 (s, 1H), 8. 
85 (d, 1H, J=7.6Hz), 8.61-8.59 (m, 1H), 8.14-8.10 
(m, 1H), 7.92-7.86 (m, 4H), 7.80-7.75 (m, 1H), 7.7 
0 (d, 2H, J=8.9Hz), 7.55 (s, 1H), 2.69 (s, 3H). 

mmms 3 9) 

4- [4-(2-y r/v-j x y*/[2, i-aU y dp-y y 

2- ^n ^--1- (2- y ^/w->r ^/[2,i-a]>fy^yyy- 

3- ^;l/)-x^yy(#%{!l 7)t(4-^7/-7x^ 

7tR«^SJ«:SrtTV\ *Bft^*Sr»fc« 

[0 5 0 6] 1H-NMR (DMS0-d6) 6 : 11. 10 (s, 1H), 8. 
80 (d, 1H, J=7.6Hz), 8.61-8.59 (m, 1H), 8.12-8.10 
(m, 1H), 7.92-7.90 (m, 1H), 7.85-7.70 (m, 6H), 7.5 
8 (s, 1H), 2.68 (s, 3H). 
4 0) 

(4- y b* i/~ 7xn;v)- [4- (2- y f;M ^/[l,2- 

a]^yy y-H;W-f7^;H-^^]-r^y * 

5 7 <0{fr&4* £ ( 4 - y h^r^-^ai^yu)-^ 

^v^T (##0>J3) SrttfflU **« 1 5 7 4: RMKfcK 
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[0 5 0 7] 1H-NMR (DMS0-d6) 6 : 10.34 (s, 1H), 8. 
32 (d, 1H, J=9.2Hz), 8.22 (d, 1H, J=6.8Hz), 7.87 
(d, 1H, J=9.2Hz), 7.79-7.68 (m, 3H), 7.46 (d, 2H, 
J=8.9Hz), 7.37 (s, 1H), 6.80 (d, 2H, J=8.9Hz), 3.6 
6 (s, 3H), 2.43 (s, 3H). 

(Hlfe«3 4 1) 
l-[4-[4-(2^fW>y>/[l,2-a]^ry ]) V-W/U) 

5 7 <r>ft&m t ( 4 - Tir^vi"- y*.~)V) -tt 
V^T (##«4 7) SMfcfflU *ffi0U 5 7 fcl^MiU: 
EJS*frv\ *Bfls£**r#fc. 

[0 5 0 8] 1H-NMR (DMS0-d6) 6 : 11.01 (s, 1H), 8. 
30 (d, 1H, J=9.2Hz), 8.22 (d, 1H, J=6.2Hz), 7.87 
(d, 1H, J=9.4Hz), 7.82 (d, 2H, J=8.9Hz), 7.75-7.64 

(m,5H), 7.57 (s, 1H), 2.54 (s, 3H), 2.44 (s, 3H). 

(Hft«Bj3 4 2) 

5 7 co<k^» * p - h y /v-^* * ur uawts 

*J: U Hft^i 1 5 7 i Mllc£tt*fr 

[0 5 0 9] 1H-NMR (DMS0-d6) 6 : 10.44 (s, 1H), 8. 
32 (d, 1H, J=9.2Hz), 8.22 (d, 1H, J=7.0Hz), 7.87 
(d, 1H, J=9.2Hz), 7.81-7.65 (m, 3H), 7.43 (d, 2H, 
J=8.6Hz), 7.42 (s, 1H), 7.00 (d, 2H, J=8.6Hz), 2.4 
4 (s, 3H), 2.18 (s, 3H). 

mm\3 4 3) 

4-[4-(2-^f;M^^[i,2- a ]^y y y-i-JM-? 

##0»J5 7 (Dft&tob 4 W K-^ASKaif 1 

/V (#%{*j4 9) tttfflU 5 7 fcPMKEtt 

[0 5 10] 1H-NMR (DMS0-d6)6: 10.99 (s, 1H), 8. 
30-8.27 (m, 1H), 8.22 (d, 1H, J=6.2Hz), 7.88-7.64 
(m, 8H), 7.56 (s, 1H), 4.22 (q, 2H, J=7.0Hz), 2.44 

(s,3H), 1.26 (t, 3H, J=7.0Hz). 

(^JfeW3 4 4) 

(6-* h^i/-t°y i? ^-3— T As) - [4- (2- * 3-;V-J 
[1,2-a]*/ V V-W/W)-^r^-/W-2-^/W]-T^y 

^/u)-f*?ur (#^4 3) SrttfflU SllS0»Jl 

[0 5 11] 1H-NMR (DMS0-d6) 6 :10.49 (s, 1H), 8.3 
9 (d, 1H, J=2.7Hz), 8.31 (d, lH,J=8.9Hz), 8.22 (d, 

1H, J=7.6Hz), 7.89-7.84 (m, 2H), 7.77 (d, 2H, J= 
2. 7Hz), 7.73-7.70 (m, 1H), 7.44 (s, 1H), 6.71 (d, 



1H, J=8.6Hz), 3.73 (s, 3H), 2.43 (s, 3H). 

(nnvts 4 5) 

[4-(2-^;H^ > /[l,2-a]^/ V ^-W/U)-^T 

^)-ff)l/7 (##M2) *«fl!U HJI«15 

[0 5 12] 1H-NMR (DMS0-d6) 6 : 10.99 (s, 1H), 8. 
28 (d, 1H, J=8.9Hz), 8.21 (d, 1H, J=7.3Hz), 7.86 
(d, 1H, J=5. 7Hz), 7.76-7.70 (m, 5H), 7.57-7.54 (m, 

3H),2.43 (s, 3H). 

(11*0113 4 6) 
[4-(2-*?vW 5 WW*7r*\*J y is-l-JM-^T 

v-;v-2-j ;vr by a- 

###J5 KDjt&tob (4-^/7y-7x^)-ff) 
(##«4 8) SrttJBU ^Jfe^J 1 5 7 

[0 5 13] 1H-NMR (DMS0-d6) 6 : 11.12 (s, 1H), 8. 
28 (d, 1H, J=9.2Hz), 8.23-8.20 (m, 1H), 7.85 (d, 1 
H, J=9.4Hz), 7.44-7.59 (m, 8H), 2.43 (s, 3H). 

(mmms4 7) 

(4-^ F^rV-7x^)-[4-(2^f/W/f ^ *V[1,2- 

a]^y y y-i-^ ;u) -f r /-;v-2-^ ;v]-r ^ y 2 

«]^/ y y-i-^/^)-fr/-;i/-2^/v]-7 ^ v (n 

JS^ll 12 1) 2 2mg (5 6. 5^J?u*r/\s) 

*IB{k'&* 12. 5 m g $r#fc 0 

[0 5 14] 1H-NMR (DMS0-d6) 5 : 10.42 (s, 1H), 8. 
41 (d, 1H, J=9.4Hz), 8.26 (d, 1H, J=7.0Hz), 7.92 
(d, 1H, J=9.4Hz), 7.81-7.80 (m, 1H), 7.76-7.73 On, 
2H),7.46 (d, 2H, J=8.9Hz), 7.40 (s, 1H), 6.80 (d, 
2H, J=8.90Hz), 3.66 (s, 3H), 2.46 (s, 3H). 

[4- (2, 6-v^^ ^/W-T ^ 1 , 2- a] If V V^-Z-J ;U) 
-3-7 ^—^-2-4 M ~ (6-^ h is- tf y *J >-2-j )V) - 

[4-(2, 6-i>^ ^ ^/[l, 2- a] fc° y i^V-3-^yU)- 

f-rv— /w-2-^/w]-(6-^ h^f^-try v?y-3-< 

^ vAfbfciff (IHKW 3 0 7) ^dd *ixf^ 

^^/v^m^mmms o 1 traai{csjES4:fT*v^ 

[0 5 1 5] m. p. 191-192 °C (decomp) ; 
1H-NMR (CDC13) 5 8.43 (br s, 1H), 8.20 (d, 1H, J= 
2.7Hz), 7.59 (dd, 1H, J=2. 7Hz, 8.6Hz), 7.38 (d, 1 
H, J=7.4Hz), 7.01 (s, 1H), 6.95 (dd, 1H, J=l. 6Hz, 
9.2Hz), 6.90 (d, 1H, J=8.6Hz), 4.35 (q, 1H, J=7. OH 
z), 4.01 (s, 3H), 2.59 (s, 3H), 2.13 (s, 3H), 1.29 
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(t, 1H, J=7.0Hz); 
MS (APCI, m/z): 424(M+1) + ; 
HPLC (R): Rt. =3.5 min. 

[4-(2, 6-^> ?VW> ( * 1 , 2- a] fcT y S^-3-f A-) 
[4- (2, 6-v^ ^/W 5 ^[1. 2-o] 5 

MBfc#**#fc. 

[0 5 1 6] m.p. 161-162^; 
1H-NMR (CDC13) 8 8.41 (brs, 1H), 8.21 (dd, 1H, J= 
0.5Hz, 2.7Hz), 7.58(dd, 1H, J=2.7Hz, 8.6Hz), 7.39- 
7.26 (m, 6H), 7.00 (s, 1H), 6.94 (dd, lH,J=1.6Hz, 
8.9Hz), 6.89 (dd, 1H, J=0. 5Hz, 8.6Hz), 5.32 (s, 2 
H), 4.00 (s,3H), 2.58 (s, 3H), 2.13 (s, 3H) ; 
MS (APCI, m/z): 486(M+1) + ; 
HPLC (R): Rt. =3.7 min. 

(3I16W350) 

[4- (2, 6-v^ ^/W S£V[l,2-a]t>y ;V) 

fee 

[0 5 17] 1H-NMR (DMSO d-6) 6 : 10.84 (s, 1H), 
8.98 (s, 1H), 8.89 (d, 1H, J=2.2Hz), 8.24 (dd, 1H, 
J=1.6Hz, 4. 9Hz), 8.16 (ddd, 1H, J=l. 6Hz, 2. 7Hz, 8. 
4Hz),7.88 (d, 1H, J=9.2Hz), 7.80 (dd, 1H, J=l. 6Hz, 

9.2Hz), 7.52 (s, 1H), 7.43(dd, 1H, J=5. 0Hz, 8. 4H 
z), 2.62 (s,3H), 2.43 (s, 3H) ; 
MS (APCI, m/z): 322(M+1) + ; 
HPLC (R): Rt. =2.2 min. 

(SU60IJ351) 

N-[4-(2, 6-v^^ f/V-^f * 1 , 2- a ] fcT V W-Z-J 
S K 

gUSfll 3 5 0 L*J609 2 8 0 t ra«lcS 

[0 5 18] 1H-NMR (CDC13) 6 : 8.83 (dd, 1H, J=1.4 
Hz, 1.6Hz), 8.75 (d, 1H, J=1.9Hz), 8.33 (s, 1H), 
7.79 (ddd, 1H, J=l. 6Hz, 2. 4Hz, 8.1Hz), 7.64 (d, 1 
H, J=9. 2Hz) , 7. 58 (ddd, 1H, J=0. 8Hz, 4. 9Hz, 8. 1H 
z), 7.12 (s, 1H), 7.11 (dd, 1H, J=l. 6Hz, 8.9Hz), 
2.62 (s, 3H), 2.17 (s, 6H) ; 
MS (APCI, m/z): 364(M+1) + ; 
HPLC (R): Rt. =2.7 min. 

(!»0»J352) 
5- [4- (2, 6-^ TvW * yV[ 1 , 2- a] tT V 



2- yn^-l-(2,6-^f/M^/[l, 2-a]tf ]) S»- 

3- ^H-x^;y (###J5) lOOmg (0. 3 7^ y 

T (###18 4) 7 0. Omg (0. 4 1 S y ^/V) Srffi 

v^r, nmmi tmmzRfc*?f\<\ aefis^ftso. 

Omg (4 0%) £#fc 0 

[0 5 19] 1H-NMR (DMSO-d6) 6 : 10.01 (s, 1H), 8. 
81 (s, 1H), 7.93 (d, 1H, J=2.4Hz), 7.66 (d, 1H, J= 
9.5Hz), 7.55 (dd, 1H, J=3. 0Hz, 9. 7Hz), 7.48 (d, 1 
H, J=9.5Hz), 7.19 (s, 1H), 6.42 (d, 1H, J=9.5Hz), 
2.54 (s, 3H), 2.34(s, 3H) ;MS (APCI, m/z): 338 (M+ 
H)+; 

HPLC (R): Rt = 2. 3 min. 
(HJS0U353) 

N-[4-(2, 6-v^ ^ y ✓[ 1 , 2- a] If y P 

AO-^T^A- ;V-2-4M-2 t 2,2- V y ^/U^n-N-(6-^ 
h ^ i/- fc? y 5>j/-3-> T >v)-T-fc hT^ K 
[4- (2, 6-^ fvW ^*V[l,2-a]fc°y S»-3-^ A^)- 

s ^*^t:**»ia (**WI 3 0 7) t h y 

[0 5 2 0] 1H-NMR (DMSO-d6) 6 : 11.40 (s, 1H), 8. 
43 (d, 1H, J=2. 7Hz), 8.04-8.00 (m, 2H), 7.56 (d, 1 

H, J=8.9Hz), 7.30 (d, 1H, J=8.6Hz), 6.92 (d, 1H, J 
=8. 6Hz), 3.85 (s, 3H), 2.36 (s, 3H), 2.30 (s, 3H) ; 
MS (APCI, m/z): 448 (M+l)+; 

HPLC (R): Rt. =3.5 min. 
(HS6W354) 

N-[4-(6-* n u-2- h V ?JV*xz * ^A~T S *V [ 1 , 2- 

a ] tr y ^ >--3--r M-*f-7 v—fr-i-j >v\ - n- (4- ^ h 

^-^^AO-T-fe bTS K 

SSSftl 2 5 7 oft'&ftrSrflEffl L^IS0*J 2 8 0 £ 

[0 5 2 1] m. p. 204-207^ ; 
1H-NMR (DMS0-d6)6: 8.66 (dd, 1H, J=0. 8Hz, 1.9H 
z), 7.76 (dd, 2H, J=0.8Hz, 9. 5Hz), 7.64 (d, 1H, J= 

I. 1Hz), 7.56-7.46 (m, 3H), 7.12 (d, 2H, J=8.9Hz), 
3.82 (s, 3H), 2.07 (s, 3H) ; 

MS (APCI, m/z): 467(M+1)+, 469(M+1) + ; 
HPLC (R): Rt. =6.0 min. 

N-[4-(6-^nn-2-h!) 7;U*v * ^ 1 , 2- 

y ity-Z-J^-^T*/— yW2->f/W]-N-(6-^ h 

^ri/-t e y ^^-3--f/v)-r-fe hr * 5 6 oft 

[0 5 2 2] m. p. 204-206t: ; 
1H-NMR (DMS0-d6)6: 8.64 (dd, 1H, J=0. 8Hz, 2. 2H 
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z), 8.42 (d, 1H, J=2.4Hz), 8.04 (dd, 1H, J=2.7Hz, 
8. 9Hz), 7. 78 (d, 1H, J=9.7Hz), 7.68 (d, 1H, J=0. 8H 
z), 7.49 (dd, 1H, J=2.2Hz, 9.7Hz), 7.03 (d, 1H, J= 
8.9Hz), 3.91 (s,3H), 2.10 (s, 3H) ; 
MS (APCI, m/z): 468(M+1)+, 470(M+1)+; 
HPLC (R): Rt. =5.5 min. 
(^JSWI356) 

N-(6-^ h^r:X-b°!; ^-3— T^)-N-[4-(2- h U 7 7V 

^-d^^/w ^y[i,2-a]tf y ity-MM-^Ty 

)V\-T* YT % Y 

mmm 1 9 2 (Dit^m^m \.mmm 2 8 0 ^ mm^R 

J&Zftfo 
[0 5 2 3] m.p. 190-193^; 

1H-NMR (DMSO-d6)6: 8.40 (d, 1H, J=1.9Hz), 8.36 
(d, 1H, J=7.0Hz), 8.00 (dd, 1H, J=2. 7Hz, 8.9Hz),7. 
73 (d, 1H, J=9.2Hz), 7.67 (s, 1H), 7.48 (dt, 1H, J 
=1. 1Hz, 6.8Hz), 7.01 (d, 1H, J=12.7Hz), 3.89 (s, 3 
H), 2.09 (s, 3H); 
MS (APCI, m/z): 434(M+1) + ; 
HPLC (R): Rt. =4.7 min. 
(3IJ£#J357) 

N-[4-(2, 7-^f/M^/[l,2-a]b'y v^-3-f 
/W)-^r^/W2-^/l-]-N-(6-^ h^rv-tf y v^-3- 

mmm 6 1 (oit^m^m vmrnm 2 s 0 1 mmz&fo 

[0 5 2 4] m.p. 160-162t:; 
1H-NMR (DMSO-d6)6: 8.40 (dd, 1H, J=2.4Hz), 8.37 
(d, 1H, J=7.6Hz), 8.01 (dd, 1H, J=2. 7Hz, 8.9Hz), 
7.42 (s, 1H), 7.24 (s, 1H), 7.06 (d, 1H, J=8.9Hz), 

6.53 (dd, 1H, J=1.9Hz, 7.3Hz), 3.94 (s, 3H), 2.40 

(s, 3H), 2.32(s, 3H), 2.10 (s, 3H) ; 
MS (APCI, m/z): 394(M+1)+; 
HPLC (R): Rt. = 3. 1 min. 

N-[4- (2, 8-v^ *f-)V-4 * # 7 [ 1 , 2- a ] b° U v^-3-^ 
/V)-^T^/-yW2-^^]-N-(6-^ Y*i/-K°V v^-3- 
^A-)-Ti? hT ^ K 

5 5 ©^^»srttffl Lmmm 28 ot mmzRfc 

[0 5 2 5] m. p. 163-166t:; 

1H-NMR (DMSO-d6)6: 8.40 (dd, 1H, J=2.2Hz), 8.34 
(d, 1H, J=7.0Hz), 8.01 (dd, 1H, J=3.0Hz, 8.9Hz), 
7.46 (s, 1H), 7.05 (d, 1H, J=8.9Hz), 7.01 (d, 1H, 
J=6.8Hz), 3.93 (s, 3H), 2.50 (s, 3H), 2.44 (s, 3 
H), 2.10 (s, 3H);MS (APCI, m/z): 394(M+1) + ; 
HPLC (R) : Rt. = 3. 1 min. 

N-(6-^ h 3r*>-tf y v ? ^-3—f/U)-N-[4-(2-^ ^yl^f 



2- ^n^e-i-(2-^^-^ ^^^[i,2-a]^y^y y v- 

USIffi^l ^^^^$^#^^^^(6-^ 
>- ¥ V V ^-3— f ;v) -[4- (2-y ;^7[2,l-a] 

[0 5 2 6] m.p. 272-275^; 
1H-NMR (DMSO-d 6 ) 6 : 8.45-8.40 (m, 2H), 8.31 (d, 1 
H, J=7.3Hz), 8.04 (dd, 1H, J=3. 0Hz, J=8.8Hz), 7.66 
-7.57 (m, 2H), 7.54 (s, 1H), 7.10-7.00 (m,2H), 3.9 
5 (s, 3H), 3.31 (s, 3H), 2.11 (s, 3H) ; 
MS (APCI, m/z): 430(M+1) + ; 
HPLC (R) : Rt. =3.4 min. 

(H*»60) 

3- [2-(6-^ h^>-tf y ^V-3-^yur ^/)-f7/^ 
-4— T/^]-6-y fvW ^ #V [ 1 , 2- a] tf U ^V-2-^7/l/ 

HJ60S2 9 5 0ft£tt*r£tt0!l 1 5 1 i:ia«mi7K4W»Sr 
§g«fi|2 3 5 t H«^SJ6S**Bft^*Sr#fc. 

[0 5 2 7] m. p. 278-280 c t ; 
1H-NMR (DMS0-d 6 ) 6 : 10.27 (s, 1H), 8.93 (s, 1H), 
8.47 (s, 1H), 8.45-8.40 (br, 1H), 7.99 (d, 1H, J= 
8.9Hz), 7.82 (s, 1H), 7.57 (d, 1H, J=9.7Hz), 7.29 
(d, 1H, J=9.2Hz), 6.84 (d, 1H, J=8.6Hz), 3.82 (s, 
3H), 2.79 (d, 3H, J=4.9Hz), 2.31 (s, 3H) ; 
MS (APCI, m/z): 395(M+1)+; 
HPLC (R) : Rt. = 3. 5 min. 

«*«361) 

3-[2-[Tir^A--(6-^ b^-fy v^-3— fM-7 K 

sl-f-r y-A-4— r /v]-6-y ^ y y [ 1 , 2- a ] If 

mmm 3 e 0 coit^m^m x^mrnm 2 8 0 1 mmcs 

[0 5 2 8] m.p. 220-222t;; 
1H-NMR (DMS0-d 6 )6: 8.52 (s, 1H), 8.47 (s, 1H), 
8.45-8.41 (br, 1H), 8.41 (s, 1H), 8.04 (d, 1H, J= 
8.9Hz), 7.50 (d, 1H, J=9.5Hz), 7.20 (d, 1H, J=9. 5H 
z), 7.06 (d, 1H, J=8.9Hz), 3.93 (s, 3H), 2.79 (d, 
3H, J=4.6Hz), 2.12 (s, 3H), 2.09 (s, 3H) ; 
MS (APCI, m/z): 437(M+1)+; 
HPLC (R): Rt. =3.9 min. 

(H»J362) 

[4- (2, 6-^pt ^ ?v [ i , 2- a ] tf y v^-3-^A-) 

-^r y — /w-2--r m - (6-^ ^ t° y ^ v-3--r >v) -r % 

2- yn*-i-(2, 6-s^y^vw $^y[i,2-a]try s^^- 

3- >T/W)-^^y^ (#%^J5) i##«8 5(Ojk^ft«: 
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[0 5 2 9] 1H-NMR (DMS0d-6) 6 : 10.82 (s, 1H), 8. 
96 (s, 1H), 8.81 (d, 1H, J=2.4Hz), 8.09 (dd, 1H, J 
=2.4Hz, 8.4Hz), 7.85 (d, 1H, J=9.2Hz), 7.75 (d, 1 
H, J=9.5Hz), 7.48 (s, 1H), 7.35 (d, 1H, J=8.4Hz), 
2.62 (s, 3H), 2.47 (s, 3H),2.43 (s,3H); 
MS (APCI, m/z): 336(M+1)+; 
HPLC (R) : Rt. = 2. 1 min. 

(SU60J363) 

N-[4- (2-^/^-4 * 1 , 2- a ] tT }) *?>-$-4A,)- 
f7^-;W2^;V]-N-(6-^ h^i/-t°y v^-3--f A-) 
-Tir FT; K 

1 7 4 L^ffi^j 2 8 o <b h^ke 

[0 5 3 0] m.p. 151-153^; 

1H-NMR (DMS0-d6)6: 8.46 (dd, 1H, J=7.0Hz), 8.40 
(d, 1H, J=3.0Hz), 8.01 (dd, 1H, J=2. 4Hz, 8.9Hz), 
7.50 (d, 1H, J=9.7Hz), 7.48 (s, 1H), 7.21 (t, 1H, 
J=8. 1Hz), 7.04 (d, 1H, J=8.4Hz), 6.73 (t, 1H, J=8. 
1Hz), 3.93 (s,3H), 2.77 (q, 2H, J=7. 3Hz), 2.10 (s, 

3H), 1.16 (t, 3H, J=7.3Hz); 
MS (APCI, m/z): 394(M+1)+; 
HPLC (R) : Rt. = min. 

(Hte#ij364) 
N-[4-(2. 6- S *V[ 1 , 2- a ] \f V 
/V)-f-r^-/W2-f^]-N-p-h !);W7t YTX K 

•mm s 9 <0ffrg*«r«ya l^^j 2 s 0 1 h*^sjs 

[ 0 5 3 1 ] m. p. 199-200T; ; 

1H-NMR (DMS0-d 6 )6: 8.38 (s, 1H), 7.50-7.34 (m, 6 
H), 7.02 (d, 1H, J=8.9Hz), 2.47 (s, 3H), 2.42 (s, 
3H), 2.06 (s, 3H), 2.06 (s, 3H) ; 
MS (APCI, m/z): 377(M+1)+; 
HPLC (R): Rt. =3.7 min. 
(3US01365) 

n-[4-(2, 6-v^^-^ 1,2- a] try SJy-3->f 

/^)-^r > /-^-2->r^]-N-(4- h y y^ut^/vy 

*^/u)-T± YT ^ K 

Xttfll 6 2 ©ft^Mtttffl LH»« 2 8 0 ^ 

[0 5 3 2] m. p. 225-228^ ; 
1H-NMR (DMS0-d 6 )6: 8.28 (s, 1H), 8.04 (d, 2H, J= 
8.6Hz), 7.92 (d, 2H,J=8.4Hz), 7.44 (s, 1H), 7.36 
(d, 1H, J=8.9Hz), 7.02 (d, 1H, J=8.9Hz), 2.45 (s, 
3H), 2.07 (s, 3H), 2.03 (s, 3H) ; 
MS (APCI, m/z): 431(M+1)+; 
HPLC (R): Rt. =3.8 min. 

N-(4-^ h^i/-^^^;^)-N-[4-(6-^^/V2-h ]) 



-A-2->T M-T-t YT^V 

mmm 2 6 1 <oi\&m*fem Lmmm 2s ot ra«^s 

« trff v **|Bfc£* «r»fc. 
[0 5 3 3] m. p. 204-206^ ; 

1H-NMR (DMS0-d 6 ) 6 : 8.27 (s, 1H), 7.63-7.53 (m, 4 
H), 7.29 (d, 1H, J=9.2Hz), 7.11 (d, 2H, J=8.9Hz), 
3.81 (s, 3H), 2.19 (s, 3H), 2.06 (s, 3H) ;MS (APCI, 

m/z): 447(M+1)+; 
HPLC (R) : Rt. =5.4 min. 

(Htt«367) 

N- (4-T *fer ^jV-y =. ~)V) -N- [4- (6- * ^vU2- Y y y '/> 
* P * fvM* 5 y ✓ [ 1 , 2- a ] t° 5 v^-3-T /W) -^7/ 
—;U-2-4 M-T-t YT^V 

mmm 262 ©fc^Mwa iiiwj 2 8 0 1 mm\zR 

[0 5 3 4] m. p. 244-247^ ; 
1H-NMR (DMS0-d 6 )6: 8.20-8.15 (m, 3H), 7.84 (d, 2 
H, J=8.6Hz), 7.63-7.58 (m, 2H), 7.28 (d, 1H, J=9. 5 
Hz), 2.63 (s, 3H), 2.16 (s, 3H), 2.07 (s, 3H) ; 
MS (APCI, m/z): 459(M+1)+; 
HPLC (R) : Rt. =4.9 min. 

N-[4-(6-> fv^2- Y y yjV*u * 3vW * ¥V[ 1,2- 
a]f y ;V)-f7/- /W2--f/U]-N-p- h 9 

;v-7t hT^ K 

SliSflaj 2 6 3 LUiStflJ 2 8 0 £ P«^S 

[0 5 3 5] m.p. 229-232t;; 

1H-NMR (DMS0-d 6 ) S : 8.25 (s, 1H), 7.63-7.59 (m, 2 
H), 7.51 (d, 2H, J=8.4Hz), 7.38 (d, 2H, J=8.6Hz), 
7.29 (d, 1H, J=9.5Hz), 2.38 (s, 3H), 2. 18 (s, 3H), 
2.06 (s, 3H); 

MS (APCI, m/z): 431(M+1)+; 
HPLC (R): Rt. =5.8 min. 
(HJE0J369) 

N-[4-(6-^ ^?V2- Y y ytvitv * ^vW ^ 1 , 2- 

a] try v ? y-3->r/i')-^r> r -/w-2-^/^]-N-(4- h y 

uttffli 2 6 4 <r>ft&m*t$Lm Lmmm 2 so trnmc^ 

[0 5 3 6] m.p. 223-225^; 
1H-NMR (DMS0-d 6 )6: 8.18 (s, 1H), 8.01-7.92 (m, 4 
H), 7.65-7.59 (m, 2H), 7.29 (d, 1H, J=9.2Hz), 2.16 

(s, 3H), 2.07 (s, 3H); 
MS (APCI, m/z): 485(M+1) + ; 
HPLC (R) : Rt. =5.8 min. 

[4- (2, 6-v^ ^ y*/t 1 , 2- a] b° 5 v> V-3--T/V) 

-^r ✓ — /w2->f /w] -(6-^ h ^ >- tr y ^ y-3— r /^) - 
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[0 5 3 7] m.p. 143-145 °C\ 

1H-NMR (CDC13)6 8.43 (br s, 1H), 8.19 (d, 1H, J= 
2.4Hz), 7.57 (dd, 1H, J=2. 7Hz, 8.9Hz), 7.37 (d, 1 

H, J=8.9Hz), 7.00 (s, 1H), 6.94 (dd, 1H, J=l. 6Hz, 
9.2Hz), 6.89 (d, 1H, J=8.6Hz), 5.15 (sep, 1H, J=6. 
2Hz), 4.00 (s,3H), 2.58 (s, 3H), 2.14 (s, 3H), 1.2 

8 (d, 6H, J=6.2Hz); 

MS (APCI, m/z): 438(M+1)+; 
HPLC (R) : Rt. =3.6 min. 

N-[4- (2, 6- fvW % # V [ 1 , 2- a ] fc° D i^V-3-T 
;v)-fr/-;v-2->f;v]-N-(6^ h^-t^y i?>-Z- 

mmm 3 0 7 (Dfc&tob b y ^ 

[0 5 3 8] m.p. 180-182 °C; 
1H-NMR (CDC13) 6 8.28 (br s, 1H), 8.25 (dd, 1H, J 
=0.5Hz, 2.7Hz), 7.64(dd, 1H, J=2. 7Hz, 8.6Hz), 7.39 

(d, 1H, J=8.9Hz), 7.00 (s, 1H), 6.94 (dd, 1H, J= 

I. 6Hz, 9.2Hz), 6.93 (dd, 1H, J=0. 5Hz, 8.6Hz), 4.02 
(s, 3H), 2.57(s, 3H), 2.05 (s, 3H), 1.22 (s, 9H) ; 

MS (APCI, m/z): 436(M+1)+; 
HPLC (R): Rt. =3.8 min. 
(^*^I372) 

•7u;<y-2-X/l'&>M [4-(2, 6-v^ f-A~f ^ W 
[ 1 , 2-a] 9 v?y-3->{ y» - f T y-;u-2-^ ;v] - 

Wfom 3 0 7 (Dit^t4 yzfn \??VX;V*~jV# u y 
K^ffib^Jfe^l3 0 1 iW«fcE*fcfrfc^*e{b& 

[0 5 3 9] m.p. 157-158 

1H-NMR (CDC13) 6 8.78 (br s, 1H), 8.35 (dd, 1H, J 
=0.5Hz, 2. 7Hz), 7. 73 (dd, 1H, J=2. 7Hz, 8.9Hz), 7.46 

(d, 1H, J=9.2Hz), 7.06 (dd, 1H, J=l. 6Hz, 9. 2Hz), 
6.90 (s, 1H), 6.89 (dd, 1H, J=0. 8Hz, 8.9Hz), 4.39 
(sep, 1H, J=7.0Hz), 4.00 (s, 3H), 2.60 (s, 3H), 2. 
33 (s, 3H), 1.53 (d, 6H, J=7. 0Hz) ; 
MS (APCI, m/z): 458(M+1)+; 
HPLC (R): Rt. =3.5 min. 

(*Jfi«373) 

[4-(2, 6-v^ ?VlW * ?9 [ 1 , 2- a ] fc> ]) JV) 

-f- r V—;V-2-4 )V\ - (6- * h^rV-t 8 y s^v-w/i^)- 

£»J 3 0 7 0EHb«* t 3 ^Srttffl 3 

0 l fclP]«lJ:R«S:fT4^«E<fc^»Sr»fc. 

[0 5 4 0] 1H-NMR (CDC13) 6 8.77 (br s, 1H), 8.2 

9 (d, 1H, J=2.7Hz), 7.69 (dd, 1H, J=2. 7Hz, 8.6Hz), 



7.44 (d, 1H, J=9.2Hz), 7.02 (dd, 1H, J=1.9Hz, 9.2 
Hz), 6. 85 (d, 1H, J=8.6Hz), 6.54 (s, 1H), 3.98 (s, 
3H), 3.57 (s, 3H), 2.59 (s, 3H), 2.32 (s, 3H) ; 
MS (APCI, m/z): 366(M+1)+; 
HPLC (R): Rt. =3.4 min. 

N-[4- (2, 6-v^y $ y-S [ 1 , 2- a ] tf ]) ( 

;v)-f7 , /-;w2->f;v]-N-(6-t Kn*s/-tf y i^v-3 

HffiflJ 3 5 2 <r>qc&m 1 Omg (0 . 0 3 ^ y *;v) &m 
4. 8mg (43%) £#fc 0 

[0 5 4 1] 1H-NMR (DMS0-d6) 6 : 8.65 (s, 1H), 7.8 
0 (d, 1H, J=2.4Hz), 7.74 (dd, 1H, J=3. 0Hz, 9.7Hz), 

7.35 (d, 1H, J=9.2Hz), 7.32 (s, 1H), 7.13 (dd, 1 
H, J=1.6Hz, 9.5Hz), 6.73 (d, 1H, J=9.5Hz), 2.52 
(s, 3H), 2.26 (s, 3H), 2.24 (s, 3H) ; 
MS (APCI, m/z): 380 (M+H)+; 
HPLC (R): Rt = 2. 4 min. 

N-[4-(2, 6-v^ ^ £V[ 1 , 2- a ] fcT V i/Zs-Z-J 

M-^Ty /l"]-N- (6- * ^yu t° y v»-3-^ 

mmm 3 6 2 ©ft^sriwi \,%nm 2 8 0 1 ^«kk 

[0 5 4 2] 1H-NMR (DMS0d-6) 6 : 8. 69 (d, 1H, J=2. 
4Hz), 8.32 (s, 1H), 8.00 (dd, lH,J=2.4Hz, 8.4Hz), 
7.53 (d, 1H, J=8.4Hz), 7.42 (s, 1H), 7.36 (d, 1H, 
J=9.2Hz), 7.04 (d, 1H, J=9.2Hz), 2.58 (s,3H), 2.54 

(s, 3H), 2.10 (s,3H), 2.08 (s,3H); 
MS (APCI, m/z): 336(M-41) + ; 
HPLC (R): Rt. =2.2 min. 

(^»J376) 

4-[[[4-(2, 6-^* fvW * [ 1 , 2-a] If V 

/v) -r S J f-M i , 3] z?** y— ;w2- 

Zft 4 v «Cf k^Mr 

[0 5 4 3] 1H-NMR (DMS0-d6) 5 : 8. 77 (s, 1H), 8. 3 
9 (d, 1H, J=3.0Hz), 7.95 (dd, 1H, J=3.0Hz, 8.9Hz), 

7.43 (d, 1H, J=8.9Hz), 7.13 (dd, 1H, J=1.6Hz, 9.2 
Hz), 7. 00 (d, 1H, J=8.9Hz), 6.96 (s, 1H), 5.00 (s, 
2H), 3.92 (s, 3H), 2.47 (q, 2H, J=7.3Hz), 2.32 (s, 

3H), 1.92 (s, 3H); 
MS (APCI, m/z): 464(M+1)+; 
HPLC (R): Rt. =3.6 min. 

(H»J377) 

4- [[[4- (2, 6-i^ fvw 5 i , 2-o] tr y ^-3- 
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-r^)-^-r^-/w2->r^]-(6-^ h*$/-try 
*y His 

sHKtfi 3 7 6 <oi\&m*m^x&mw 2 6 9 1 mmics 

[0 5 4 4] m. p. 230-237t: (dec. ) ; 
1H-NMR (DMSO-d6)6: 9.01 (s, 1H), 8.90 (d, 1H, J= 
2.7Hz), 7.94 (dd, 1H, J=2. 4Hz, 8.6Hz), 7.88 (d, 1 
H, J=9.5Hz), 7.80 (d, 1H, J=9.2Hz), 7.33 (s, 1H). 
7.02 (d, 1H, J=8.9Hz), 4.99 (s, 2H), 3.92 (s, 3H), 

2.60 (q, 2H, J=7.3Hz), 2.46 (s, 3H), 1.91 (s, 3 

H) ; 

MS (APCI, m/z): 464(M+1) + ; 
HPLC (R): Rt. =3.5 min. 
(S160J378) 

2-r ^ y-N-[4-(2, 6-^y^-Y $^[i,2-o] try 

i^-3--<A<)-^r yW2— f/lO-N-te-* h ^r^-t° 

I ) SlR«;flET"C[4-(2 l 6-^ ^ 2- 

-t° y ^ v-3-f /u)-r s ^*{bJc*»ift (SIJSW 3 o 

7) 5 0 0mg (1. 1 6 ^ U ^eyw) £N- (tert-^ 
Y**S*M$=-A') ^^^244mg (1. 3 9^!) 

*/v) £n, N-^ ^vvr-fe h T 5 K 1 0 m 1 fcjgtfP L 
fettle h y^/wr^ y2m 1 Sr*D^ifCo O-Tif^ 
y/b !)T/-;V'-H;i'-N,N ) N , ,N-f b^^n - 

?A A^t7nn7^^7x- h C£*THATU£Pf&) 6 
6 0mg (1. 7 3-;!)^) »tMt*15Wl 

sw-hy^A-eena, &«&«m«*su ga*£^y 

^/^=1 0:1) [[[4-(2.6-^fvW- 
-fS^/[l,2-o]try v> ^-3->r /I/) -^T V"— /V- 2— f 

/w]-(6-^ h*s/-fcry ^y-3--f;w)-*/w^></v]-^ 

f-/W]-*/W^*y»tert-^A' x^f;V6 2 Omg&# 

[0 5 4 5] 2) HJfe#]3 7 8 1) 
4fe6 2 Omg4:x^/-;H Om 1 CSWU 4Nv^ 

t*arSCtKJ:5»|Bfk-&4fc«r5 2 4mg (JR*8 
2%, 2IS) #/c 0 
[0 5 4 6] m. p. 228-230^ ; 

1H-NMR (DMSO-d6)S: 8.62 (s, 1H), 8.51 (d, 1H, J= 
2.7Hz), 8.52-8.51 (m, 2H), 8.08 (dd, 1H, J=2. 7Hz, 
8.6Hz), 7.94 (s, 1H), 7.84 (d, 1H, J=9.5Hz), 7.75 
(d, 1H, J=8.9Hz), 7.10 (d, 1H, J=8.9Hz), 3.93 (s, 
3H), 3. 85-3. 71 (m, 2H), 2.58 (s, 3H), 2.28 (s, 3H) ; 
MS (APCI, m/z): 409(M+1) + ; 



HPLC (R): Rt. = 2.1 min. 

2-7 $ /-n-[4-(2, 6-^^ tf-jv-s ( * y-s [ 1 , 2- a] tf y 
as) -^r ;v\ -n- (6- / >- tr 

y fv)~-fxx \?jri/7 ^ k 3mmm. 

N- (tert-y h^rV^/W^^/P) -L-T 9 ~ ^ £ 

3 o 7<Dit&iot:tizmi,mifcm3 1 8 tiaai^s^srfi 1 

[0 54 7] m. p. 223-226^ (dec. ) ; 
1H-NMR (DMS0-d6) 8 : 8.70 (brs, 3H), 8.60 (s, 1H), 

8.30-8.10 (m, 1H),7.97 (s, 1H), 7.85 (d, 1H, J=8. 
9Hz), 7.77 (d, 1H, J=8.6Hz), 7.12 (d, lH,J=9.2Hz), 

4.10-3.95 (m, 1H), 3.95 (s, 3H), 2.59 (s, 3H), 2. 
30 (s, 3H),1.35 (brs, 3H) ; 
MS (APCI, m/z): 423(M+1)+; 
HPLC (R): Rt. =2.2 min. 

(Hffi^380) 

[3-(3-[2-[T1?^vM6-^ h3r^-f y fr)-7 
^ J ]-77 V—)V-Sr4>V\-2-* ?vW ^'/[1,2-a] 

g£ tert-^^/V =^^y-;v 

mm 2 9 8 <Di\&m*9Lm i,mmm 3S2t mmcRfe 

[0 5 4 8] 1H-NMR (CDC1 3 ) 6 : 9.55 (brs, 1H), 9.4 
8 (brs, 1H), 8.19 (d, 1H, J=2.7Hz), 7.82 (dd, 1H, 
J=3.0Hz, 8.6Hz), 7.67 (d, 1H, J=9.2Hz), 7.31 (d, 1 
H, J=1.9Hz), 7.15 (s, 1H), 6.83 (d, 1H, J=8.6Hz), 
4.95 (brs, 1H), 3.95 (s, 3H), 3.32-3.28 (m, 2H), 
3.21-3.17 (m, 2H), 2.16 (s, 3H), 2.10 (s, 3H), 1.9 
2-1.88 (m, 2H), 1.48 (s, 9H), ; 
MS (APCI, m/z): 580(M+1)+; 
HPLC (R): Rt. =3.5 min. 

N-[4-(2, 6-v^ ^/V-yf * 1 , 2- a] tT ]) 
^)-fry-;V-2->fyl/]-2^ h^rV-N-(6-^ h^ri/- 

a*ft«ET[4-(2, 6-v 5 / ^ 2- a ] t° y 

>--3-^r )V) -<f*7 v—>v-2->( /v] - (6-^ b ^ i/- tf y ^y 

-3^/V)-7^5 1 5mg (1. 4 7^!)^) ^rN, N 
-^^^/WT-fe hT^ Kl Oml^««PU, ^ h^i/T-fe 
Wn!)K4 7 8mg (4. 4 0^^) »i 

/bo %®m*m*mmi-bv*j±xi&®k^ mmzmiz 

MRU »e>*tfc**«rl»*><»#Ufcll. 

g^^^-C^L, *fB^*4 7 8mg (77%) $r 
[0 5 4 9] m.p. 182-184 t:; 

1H-NMR (CDC13) 6 8.38 (br s, 1H), 8.26 (dd, 1H, J 
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=0.5Hz, 2.7Hz), 7.65(dd, 1H, J=2. 7Hz, 8.9Hz), 7.41 
(d, 1H, J=8.9Hz), 7.07 (s, 1H), 6.97 (d, 2H, J=8. 9 

Hz), 4.05 (s, 2H), 4.03 (s, 3H), 3.47 (s, 3H), 2.5 

9 (s, 3H), 2.13 (s, 3H); 

MS (APCI, m/z): 424(M+1)+; 

HPLC (R): Rt. =2.9 min. 
(^011382) 

mm c [4- (2, 6-^ * r/v-j * w [ i , 2- a ] y i> y-3 

-f;v)-fr^-/v-2->f/v]-(6-^ h^^-b°y i^y-3- 

**ft«T"e[4-(2, 6-v^ fVlW ^ ^/[l, 2-a] b° y 

y-3-^ /w) -^r y-yw2->f /U] - (6-p« h * 1 9 y ^ 

y-w/v)-r ^ y*ft7K*»it[ 307) i . 

00 g (2. 3 1^!)^) t7th^R»4 10mg 
(3. 4 7^y^) SrN.N-^^Tir HTS K2 

0ml fcjgflPLfcfctfNi: h U xf /UT ^ V4m 1 £jjPx_ 
fcoHATUl. 32g (3. 47^^) Sr*D;t£irC 

: ^y-^=i 0:1) -c»««> ftfcftfcJS 

1 . 1 2 g £r»fc 0 
m.p. 110-112^; 

1H-NMR (CDC1 3 )6: 8.37 (s, 1H), 8.32 (d, 1H, J=2. 
7Hz), 7.70 (dd, lH,J=3.0Hz, 8.9Hz), 7.43 (d, 1H, J 
=8.6Hz), 7.08 (s, 1H), 7.00 (t, 1H, J=L6Hz), 6.96 

(d, 1H, J=3.2Hz), 4.62 (brs, 2H), 4.02 (s, 3H), 
2.59 (s, 3H),2.22 (s, 3H), 2.14 (s, 3H) ; 
MS (APCI, m/z): 452(M+1)+; 
HPLC (R) : Rt. =3.2 min. 

(3- [3- [2- (6- 1 h * >>- tf y x/ ;VT ^ J ) -3- T V 

—)v-\-4 )V\-i-t * [ i , 2- a ] tr y 

mmm 3 8 0 (o<b^*ft«ffl lths0ij 1 5 1 1 mmc 

[0 5 5 0] 1H-NMR (CDC1 3 +D 2 0) 6 : 9.90 (s, 1H), 
8.25 (d, 1H, J=2.7Hz), 7.76 (d, 1H, J=ll. 1Hz), 7.5 

1 (d, 1H, J=9.2Hz), 7.11 (d, 1H, J=10.5Hz), 6.75 
(d, 1H, J=8.4Hz), 6.60 (s, 1H), 3.94 (s, 3H), 3.29 
-3.21 (m, 2H), 2.59 (s, 3H) , 2. 42-2. 40 (m, 2H), 1.9 
5-1.81 (m, 2H), 1.47 (s, 9H) ; 

MS (APCI, m/z): 538(M+1) + ; 
HPLC (R) : Rt. =3.4 min. 

n-[4-(2, 6->^ *7i~r s yyi 1 , 2- a ] tr y i>y-3-4 

;v)-f-7/- /W2->fyl']-N-(6-^ h^-iz-try i?V-3- 



*ti/~ y? Ti/y K ^/T y^ 

3 0 7 <0ffra*«rft/fl LT3£lfe« 3 8 2 fc ra««cKlS*r 

f?fc^*E{fr&**ftfc. 

[0 5 5 1] 1H-NMR (CDCI3) 6 : 8.40 (s, 1H), 8.28 
(d, 1H, J=2.4Hz), 7.68 (dd, lH,J=2.7Hz, 8.6Hz), 7. 
39 (d, 1H, J=8.9Hz), 7.04 (s, 1H), 6.96 (d, 2H, J= 
8.9Hz), 5.97-5.84 (m, 1H), 5.33 (d, 1H, J=17.6Hz), 

5.24 (d, 1H, J=10. 3Hz) , 4. 60 (d, 2H, J=5.4Hz), 4.0 
2 (s, 3H), 2.80-2.78 (m, 2H), 2.65-2.59 (m, 2H), 
2.59 (s, 3H), 2.14 (s, 3H) ; 
MS (APCI, m/z): 492(M+1)+; 
HPLC (R) : Rt. =3.6 min. 

(H*»85) 

[4- (6-* ?vW ^ ? V [ 1 , 2- a ] fc° ]} 3*^-3- 

m.p. 150-153^; 

1H-NMR (DMS0-d6) 6 : 8.72 (dd, 1H, J=l. 1Hz, 2. 4H 
z) f 8.34 (d, 1H, J=2.7Hz), 7.96 (dt, 1H, J=l. 4Hz, 
8.6Hz), 7.52 (d, 1H, J=9.5Hz), 7.53 (s, 1H),7.22 
(dt, 1H, J=l. 1Hz, 8.6Hz), 7.01 (d, 1H, J=8.9Hz), 
4.03 (d, 2H, J=6.2Hz), 3.91 (s, 3H), 2.51 (s f 3H), 

1.88-1.81 (m, 1H), 0.79 (d, 6H, J=6. 8Hz) ; 
MS (APCI, m/z): 472(M+1)+, 474(M+1) + ; 
HPLC (R): Rt. =4.4 min. 

(^»J386) 

[4- (2, 8-v^ *vW S 1 , 2- a] tT'J v^-3-^f A-) 

-fr/^-2-^/v]-(6-y h^v-tf y tv)- 

m.p. 163-164^; 

1H-NMR (DMS0-d6) 6 : 8.36 (d, 1H, J=7.0Hz), 8.33 
(d, 1H, J=2.4Hz), 7.94 (dd, 1H, J=2. 7Hz, 8.9Hz), 
7.45 (s, 1H), 7.02 (d, 1H, J=8.6Hz), 6.98 (d, 1H, 
J=8.6Hz), 6.62 (t, 1H, J=6.8Hz), 4.02 (d, 2H, J=6. 
5Hz), 3.90 (s, 3H), 2.50 (s, 3H), 2.44 (s, 3H), 1. 
90-1.80 (m, 1H), 0.79 (d, 6H, J=6. 8Hz) ; 
MS (APCI, m/z): 452(M+1) + ; 
HPLC (R) : Rt. = 3. 8 min. 
(11*011387) 

[4- (6-* n n-2-p< ^ #V [ 1 , 2- a] t° y 

>V) -=rr y—sw-sf m - (6- ^ u n-try e;^-3->r 

/v)-7>;yiM*i»fi 

1 2 <Dik&fo t (6- ^ n D - tf y V-3--Y AO 

^-^ ur (##^»j 4 6 ) ^ffi l, mmm i$7 1 mmic 
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[0 5 5 2] 1H-NMR (DMS0-d6) 6 : 10.92 (s, 1H), 9. 
26 (s, 1H), 8.70 (d, 1H, J=2.7Hz), 8.14 (dd, 1H, J 
=3.0Hz, 8.9Hz), 7.93 (d, 1H, J=8.9Hz), 7.86 (d, 1 
H, J=8.9Hz), 7.52 (s, 1H), 7.47 (d, 1H, J=8.9Hz), 
2.63 (s, 3H); 

MS (APCI, m/z): 376(M+1)+, 378(M+1) + ; 
HPLC (R): Rt. =3.3 min. 

(6-^ n n-b° U ^y-3— f /^)-[4-(2, 8-v^ ^vlW ^ # 

% y i ^it^mmm 

1 <D{k&Vot(6-f n n-tf y v^-3->f 

v i/7 mnm 4 6 ) zfem u mmm 157 1 

[0 5 5 3] 1H-NMR (DMS0-d6) 6 : 10.94 (s, 1H), 8. 
91 (d, 1H, J=6.8Hz), 8.72 (d, 1H, J=2.4Hz), 8.11 
(dd, 1H, J=3.0Hz, 8.9Hz), 7.78 (d, 1H, J=8.4Hz), 
7.56 (s, 1H), 7.47 (d, 1H, J=8.9Hz), 7.43 (d, 1H, 
J=7.0Hz), 2.65 (s, 3H), 2.62(s, 3H) ; 
MS (APCI, m/z): 356(M+1)+, 358(M+1) + ; 
HPLC (R) : Rt. =3.0 min. 

(^^J389) 

(6-^ h ^riz-tf y ^y-3->fyU)-[4-(6-^ ^VV2- h y 7 
tviru } fvW ^ ?9 [ 1 , 2- a ] tT y S^-3-*f 

HJftW 2 6 5 <Oft-&«Srttffl LTHJfeW) 3 0 1 £ little 
m.p. 148-149^; 

1H-NMR (DMS0-d 6 )6: 8.40 (s, 1H), 8.28 (s, 1H), 
7.99 (d, 1H, J=8.6Hz), 7.64-7.60 (m, 2H), 7.31 (d, 
1H, J=9.2Hz), 6.96 (d, 1H, J=8.6Hz), 4.03(d, 2H, 
J=6.5Hz), 3.88 (s, 3H), 2.23 (s, 3H) , 1.85 (sep, 
1H, J=6.2Hz) ,0.79 (d, 6H, J=6. 8Hz) ; 
MS (APCI, m/z): 506(M+1)+; 
HPLC (R): Rt. =6.8 min. 

[4- (6-* n n-2-y fyWf * [ 1 , 2-a ] tT y v^-3- 
4A)-*TV—A>-2-<{ nn-tfy v^-3-f 

3 8 7 Lxmmm so it mmc 

m.p. 154-156^; 

1H-NMR (DMS0-d6)6: 8.67 (d, 1H, J=2.7Hz), 8.66 
(d, 1H, J=3.5Hz), 8.22 (dd, 1H, J=2. 7Hz, 8.4Hz), 
7.78 (d, 1H, J=8.4Hz), 7.55 (s, 1H), 7.53 (d, 1H, 
J=10.3Hz), 7.24 (dd, 1H, J=1.9Hz, 9.5Hz), 4.03 (d, 
2H, J=6.2Hz), 2.51 (s, 3H), 1.88-1.83 (m, 1H), 0. 
78 (d, 1H, J=6.5Hz); 
MS (APCI, m/z): 476(M+1)+, 478(M+1)+; 
HPLC (R): Rt. =4.3 min. 



mmmm) 

(6-*PD-tT5 v ? V-3-^r^)-[4-(2, 8-v 5 ^ f ^ 

✓[ i , 2-a] tr y )v)-^t^—)v-i->( vio-# 

mmm 3 8 8 <D{k<&#*&&m i,xmi&m so it mmz 

m.p. 188-191^; 

1H-NMR (DMS0-d6)6: 8.66 (d, 1H, J=2.7Hz), 8.29 
(d, 1H, J=7.0Hz), 8.19 (dd, 1H, J=2. 7Hz, 8.6Hz), 
7.75(d, 1H, J=8.6Hz), 7.51 (s, 1H), 7.03 (d, 1H, J= 
6.8Hz), 6.63 (t, 1H, J=8.6Hz), 4.03 (d, 2H, J=6. 2H 
z), 2.45 (s, 3H) , 2.4 3 (s , 3H) , 
1.88-1.83 (m, 1H), 0.78 
(d, 1H, J=6. 5Hz) ; 
MS (APCI, m/z): 456(M+1)+, 458(M+1) + ; 
HPLC (R): Rt. =3.8 min. 

N-[4-(6-^ u u-2-t S [ 1 , 2-a] fc> D *J*s- 
1-4 ft>)-<?TV— /W2-^y^]-N-(6-^ nn-t°y Z?>-3 

mmm ss7 <r>K&th*&m itsnw 2 8 0 1 mmz 

m.p. 259-262t:; 

1H-NMR (DMS0-d6)6: 8.73 (d, 1H, J=1.9Hz), 8.64 
(dd, 1H, J=0.8Hz, 2.2Hz), 8.26 (dd, 1H, J=2. 4Hz, 
8.4Hz),7.84 (d, 1H, J=8. 6Hz), 7.54 (s, 1H),7.53 (d 
d, 1H, J=0.8Hz, 8.4Hz), 7.24 (dd, 1H, J=1.9Hz, 9.5 
Hz), 2.50 (s, 3H), 2.11 (s, 3H) ; 
MS (APCI, m/z): 418(M+1)+, 420(M+1) + ; 
HPLC (R): Rt. =3.4 min. 
(HJ60J393) 

N-(6-^ a y v^-3-^f /W)-N-[4-(2, 8-^^ 
-f^^/[l,2-a]lfy i^V-3-f Ar)-?T 

%mm 3 8 8 o^b^srttffl mmm 28 ot wim^ 

m.p. 187-190X:; 

1H-NMR (DMS0-d6)6: 8.72 (d, 1H, J=2.7Hz), 8.27 
(d, 1H, J=7.6Hz), 8.23 (dd, 1H, J=2. 7Hz, 8.4Hz), 
7.82 (d, 1H, J=8.6Hz), 7.49 (s, 1H), 7.03 (d, 1H, 
J=6.8Hz),6.62 (t, 1H, J=7.0Hz), 2.45 (s, 3H), 2.43 

(s, 3H), 2.11 (s, 3H); 
MS (APCI, m/z): 398(M+1)+, 400(M+1) + ; 
HPLC (R) : Rt. = 3. 1 min. 

(HIM394) 

(6-^ u n-try i^V-3-^/l/)-[4-(6-^^2- h V 7 
to> ^yu-f ^ #9 [ 1 , 2- a ] If y ^ y-3--f A-) -^T 7 

##^J 7 3 (Ofc^ft t (6-^ n n - \f y ^ y-3--T /^) -f" 
UT 4 6 ) ^ffiffi L. HM^J 157i 
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[0 5 5 4] 1H-NMR (DMS0-d 6 ) 6 : 10.90 (s, 1H), 8. 
68 (s, 1H), 8.45 (s, 1H), 8.20 (d, 1H, J=8.9Hz), 
7.71 (d, 1H, J=9.2Hz), 7.48-7.38 (m, 3H), 2.34 (s, 

3H); 

MS (APCI, m/z): 410(M+1) + ; 
HPLC (R): Rt. =5.2 min. 

✓[ 1 , 2- a ] tf ]) i? AO-f-T ^-)V-2->i)V\-y 

^ v i 

£ VT 4 6 ) Ls Utttil 1 5 7 t rmrick 

[0 5 5 5] 1H-NMR (DMS0~d6) 6: 8.95 (br s, 1H), 
8.73 (d, 1H, J=2.7Hz), 8.15 (dd, 1H, J=2. 7Hz, 8. 9H 
z), 7.93-7.83 (m, 2H), 7.57 (s, 1H), 7.49 (d, 1H, 
J=8.6Hz), 2.63 (s, 3H), 2.52 (s, 3H), 2.44(s, 3H) ; 
MS (APCI, m/z): 356 (M+lK 358(M+1) + ; 
HPLC (R) : Rt. = 3. 1 min. 

(HJK0J396) 

mm [[4- (2, S >✓[ 1 , 2- a ] tf y S^-3 

--fAO-^Ts/— /W2-^;w]-(6-^ h*i/-V}) v?V-3- 

xim 5 5 (Dfc&bzvm Lxmmm 3 8 2t mm&R 

m.p. 172-175^; 

1H-NMR (DMSO-d6)6: 8.46 (d, 1H, J=2. 7Hz), 8.33 
(d, 1H, J=6. 8Hz) , 8. 05 (dd, 1H, J=2. 7Hz, 8.6Hz), 7.5 
3 (s, 1H), 7.08 (d, 1H, J=6.8Hz), 7.02 (d, 1H, J=7. 
OHz), 6.61 (t, 1H, J=7.0Hz), 4.66 (s, 2H), 3.94 
(s, 3H), 2.44 (s, 6H), 2.13 (s, 3H) ; 
MS (APCI, m/z): 452(M+1) + ; 
HPLC (R): Rt. = 3.1 min. 

n-[4-(2, 8-^^/w *^/[i f 2-0] try 

yU-2->f )V\ -2-* h d r^-N-(6-^ Y*i/~ 

try ^v-3-><yu)-T-fe hr^ vmmms sought 

m.p. 197-200t:; 

1H-NMR (DMSO-d6)6: 8.42 (d, 1H, J=2.7Hz), 8.33 
(d, 1H, J=7. 3Hz) , 8. 03 (dd, 1H, J=2. 2Hz, 8.9Hz), 7.5 
0 (s, 1H), 7.05 (d, 1H, J=8.6Hz), 7.01 (d, 1H, J=8. 
1Hz), 6.60 (t, 1H, J=6.8Hz), 4.06 (brs, 2H), 3.93 
(s, 3H), 3. 32 (s, 6H), 2.44 (s, 3H) ; 
MS (APCI, m/z): 424(M+1) + ; 
HPLC (R): Rt. = 3. 1 min. 
(*ft#j398) 

N-[4- (6-^ n u-2-/ fywf S #/ [ 1 , 2- a ] fc° V *J V- 



3-^/W-f*T> f -/W2-^yW]-2-> h^rv'-N-(6-^ h^r 

[0 5 5 6] 1H-NMR (DMS0-d6) 6 : 8.96 (s, 1H), 8.4 
6 (d, 1H, J=2.2Hz),8.07 (dd, lH,J=2.4Hz, 8.6Hz), 
7.95-7.86 (m, 3H), 7.07 (d, 1H, J=8.9Hz) t 4.08 (br 
s, 2H), 3.93 (s, 3H), 3.33 (s, 6H), 2.50 (s, 3H) ; 
MS (APCI, m/z): 444(M+1)+, 446(M+1) + ; 
HPLC (R) : Rt. = 3. 2 min. 

(HJS0fl399) 

tifflt [[HHbb-HW ^y^[l,2-a]t°y *? 
>-3->T >V) -*?T V—)\s-2-4 M - (6-^ h^ri^-tf y >>V 
-3->f/l')-#/l'/< j e>f/l']-**7l' x^f;p 

mmm 8 4 mm zs2t w\m^R 

m.p. 133-136t:; 

1H-NMR (DMS0-d6)6: 8.80 (s, 1H), 8.48 (d, 1H, J= 
2.7Hz), 8.08 (dd, 1H, J=3. OHz, 8.9Hz), 7.71 (s, 1 
H), 7.68 (d, 1H, J=8.9Hz), 7.48 (d, 1H, J=9.7Hz), 
7.10 (d, 1H, J=8.9Hz), 4.66 (brs, 2H), 3.94 (s, 3 
H), 2.56 (s, 6H), 2.14 (s, 3H) ; 
MS (APCI, m/z): 472(M+1)+, 474(M+1) + ; 
HPLC (R) : Rt. = 3. 4 min. 
(HJ6094OO) 

[[[4- (6-^ S 1 , 2- a ] fc*y 

-4 /Is) -^T V—)\>-2-4 M - (6- ? b^^-t 4 y^y-3- 

;i/]-^;w^ yR tert-^ 

Httffl|8 4(0^**:afflLTlHS«3 7 8 1) t|3 

[0 5 5 7] 1H-NMR (DMS0-d6) 6 : 8.71 (d, 1H, J=l. 
6Hz), 8.43 (d, 1H, J=2.4Hz), 8.02 (dd, 1H, J=3.0H 
z, 8.9Hz), 7.54 (s, 1H), 7.52 (d, 1H, J=9.7Hz), 7. 
25-7.21 (m, 2H), 7.09 (d, 1H, J=8.9Hz), 3.94 (s, 3 
H), 3.74 (brs, 2H), 2.69 (s, 3H), 1.40 (s, 9H) ; 
MS (APCI, m/z): 529(M+1)+, 531(M+1) + ; 
HPLC (R): Rt. =3.8 min. 

2-7 ^ /-N-[4-(2, 8--^ ^VW-T ^ 1 , 2- a ] t 6 ]) 

i?y-3-<>{ ;V) -J-T V—)V-2-4 /H-N-(6-^ h * y- tr 
y i/ V-3--T M-TiZ K3 ffi^ 

^iS0»J 5 5 Oft^fcSrttffl LT^IS^ 3 7 8 t H«lcK 

m.p. 219-222t:(dec. ) ; 

1H-NMR (DMS0-d6) 6 ; 8.59 (d, 1H, J=6.8Hz), 8.52 
(brs, 2H), 8.47 (d, 1H, J=2. 2Hz), 8.06 (dd, 1H, J= 
3.0Hz, 8.6Hz), 7.98 (s, 1H), 7.73 (d, 1H, J=7. 3H 
z), 7.28 (t, 1H, J=6.8Hz), 7.10 (d, 1H, J=9.4Hz), 
3.93 (s, 3H), 3.81 (s, 3H), 2.60 (s, 6H), 2.59 (s, 
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3H); 

MS (APCI, m/z): 409(M+1)+; 
HPLC (R): Rt. = 2. 1 min. 

2-7;;-N-[4-(6-^Pn-2-^ 3vW % 1 , 2- a] 

-try t?^-3--f/^)-r-fe br s h*3m$t& 

mwt 400 <ofc&m*®.m Lxmm&i 373 2 ) t 

m.p. 226-230^ (dec. ) ; 

1H-NMR (DMS0-d6)6: 8.94 (s, 1H), 8.54 (brs, 2H), 
8.49 (d, 1H, J=2.4Hz), 8.08 (dd, 1H, J=2. 7Hz, 8.9 
Hz), 7.95 (s, 1H), 7.95-7.89 (m, 2H), 7. 13 (d, 1H, 
J=8.9Hz), 3.95 (s, 3H), 3.83 (s, 3H), 2.64 (s, 6 

H); 

MS (APCI, m/z): 429(M+1)+, 431(11+1) + ; 
HPLC (R) : Rt. =2.3 min. 

N-(6-^ p n-tTy v^y-3— r^)-N-[4-(6-* ^vV2- b 

y y;vJru * fyv^ ^ 1 , 2- a ] tf y s^y-s-f /W- 

^7^/-/W2-^]-7ir hT ^ K 

HjKW 3 9 4 <0{frg*Srffiffl LT 2 8 0 <h 

SJESSrffftV^IBft'&ttSrWfco m-P- 246-248^; 

1H-NMR (DMS0-d 6 )6: 8.78 (s, 1H), 8.26 (d, 1H, J= 

8.4Hz), 8.20 (s, 1H), 7.79 (d, 1H, J=8.6Hz), 7.67 

(s, 1H), 7.63 (d, 1H, J=8.9Hz), 7.32 (d, 1H, J=9. 2 

Hz), 2.24 (s, 3H), 2.11 (s, 3H) ; 

MS (APCI, m/z): 452(M+1)+, 454(M+1) + ; 

HPLC (R): Rt. =4.9 min. 

(6-^on-t'!) ^y-3->T/W)-[4-(6-^ ^Mr bV7Jl< 
to^ fvW 5 [ 1 , 2- a ] t: 0 y >--3--T AO -^7 / 

%ttfl 3 9 4 ©ft^fcttfl! LTIOEW 3 0 1 fc MXK: 
^*frttv**E<b^*»fc. 

m.p. 160-163^; 

1H-NMR (DMS0-d 6 )6: 8.73 (s, 1H), 8.72-8.20 (m, 2 
H), 7.73 (d, 1H, J=8.4Hz), 7.68 (s, 1H), 7.63 (d, 
1H, J=10.0Hz), 7.32 (d, 1H, J=8. 1Hz), 4.04(d, 2H, 
J=6.5Hz), 2.24 (s, 3H), 1.85 (sep, 1H, J=6.8Hz), 
0.783 (d, 6H,J=6.8Hz); 
MS (APCI, m/z): 510(M+1)+, 512(M+1) + ; 
HPLC (R) : Rt. =6.3 min. 
(Hlfe«405) 

2-7^ /-N-(6-;* V*i/-t°V v > ^-3--Y/U)-N-[4-(6- 
1 hy7;V+o^ * [ l , 2- a ] If V *J 

y-3-^/^)-^7^-^-2--f/^]-7-fe h7^ K 

a*ft*T-c(6-^ h^^-tri; ^v-3->f/u)-[4-(6-^ 

^VW2- h y 7 fr* n ^ 3vU->f U ^ 

^-^-TV-^-l-^ )VYT % V (HJS0O2 6 5) 



9 0 0mg (2. 22^!J^) £N- (tert-^h* 
^#/W^/W) ^!)v/y5 8 3mg (3. 33^!i^ 
/U) SrN, N-So< ^7i? h 7 ^ K 2 5ml Kg* Lfc 
tOlCMJ3i^7^^3m 1 SriPX.fc 0 HATU1. 27 
g (3. 3 3>;y^;H *ini;i5 Ot^l 4R#BB»#L 

( [ (6- ^ h * i/- tf y v> V-3--Y AO - [4- (6- * ?yU-2- h V 

y/isXu-j s*V[i,2-a] try v?y-3->f/u)-fry 

t -/f;Vx7r/H. 2 0g£#fc o 
1. 2 0gSx^/-/HOmll:»#U 

f- ismi *jn*^a-e 1 B*im*# Lit. ej£ 

A^i5fc#U *B^ft8 7 Omg (8 5%) £#fc 0 
m.p. 174-176^; 

1H-NMR (DMS0-d 6 ) 6 : 8.49 (s, 1H), 8.24 (s, 1H), 
8.06 (d, 1H, J=8.6Hz), 7.74 (s, 1H), 7.64 (d, 1H, 
J=9. 7Hz), 7.33 (d, 1H, J=9.5Hz), 7.06 (d, 1H, J=8. 
9Hz), 3.92 (s, 3H), 3.75-3.65 (br, 2H), 2.22 (s, 3 
H); 

MS (APCI, m/z): 463(M+1) + ; 
HPLC (R) : Rt. = 3. 1 min. 
(3ll£0tj4O6) 

2-^ h^v^-N-(6-^ h^V-tf y i?^-3-^^)-N-[4- 
(6-p« ^2- h y y/Virn * ^ 1 , 2- a ] If y 

v f ^-3-^^)-f L 7> f — /W2-f^]-7ir h7^ K 
HJ6M2 6 5 0{fc-&*«rttfflLr3aS«3 8 1 ^tHK 
Srtf 4 v ^*Bft£* *#fc. 

m.p. 185-187^; 

1H-NMR (DMS0-d 6 ) 6 : 8.48 (s, 1H), 8.24 (s, 1H), 
8.06 (d, 1H, J=8.6Hz), 7.67 (s, 1H), 7.62 (d, 1H, 
J=9.2Hz), 7.31 (d, 1H, J=9.2Hz), 7.01 (d, 1H, J=8. 
6Hz), 4.10-4.00 (br, 2H), 3.90 (s, 3H), 3.34 (s, 3 
H), 2.21 (s, 3H); 
MS (APCI, m/z): 478(M+1) + ; 
HPLC (R) : Rt. =4.7 min. 
(H8SW407) 

^ [(6-y h^i/-try ^y-3--f/i/)-[4-(6-p«^2- 
b y 7As*u * 5 *V [ 1 , 2- a ] If y v?^-3— T 

/l') - 7 ✓ — )V-2-4 M - % ; 4 ;u] - ^ *A/=- 7, *r 

mmm 2 6 5 ©^fttttffl imwj 3 8 2t mmc 
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m.p. 164-166^; 

1H-NMR (DMS0-d 6 )6: 8.51 (s, 1H), 8.24 (s, 1H), 

8.10 (d, 1H, J=8.6Hz), 7.69 (s, 1H), 7.63 (d, 1H, 

J=10.0Hz), 7.31 (d, 1H, J=9.5Hz), 7.04 (d, 1H, J=8. 

6Hz), 4.70-4.60 (bi\ 2H), 3.91 (s, 3H), 2.22 (s, 3 

H), 2. 13 (s, 3H); 

MS (APCI, m/z): 506(M+1) + ; 

HPLC (R): Rt. =4.8 min. 

(6-3i h 3ri/-fc° ]) i^-3-f /W)-[4-(6-^ J-/V2- V V V 
^ 1 , 2-a] !) i^y-3-^;H-f 7 

VT 8 6 ) Srttffi U Hm#J 157^1 

[0 5 5 8] 1H-NMR (DMS0-d 6 ) 6 : 10.46 (s, 1H), 8. 
48 (s, 1H), 8.47 (s, 1H), 8.02 (d, 1H, J=8.9Hz), 
7.70 (d, 1H, J=9.2Hz), 7.39 (d, 1H, J=9.2Hz), 7.27 

(s, 1H), 6.86 (d, 1H, J=8.9Hz), 4.26 (q, 2H, J=7. 0 
Hz), 2.33 (s, 3H), 1.30 (t, 3H, J=7. 0Hz) ; 
MS (APCI, m/z): 420(M+1)+; 
HPLC (R): Rt. =5.4 min. 

(HJfe#i409) 

N-(6-3i h^rv^-fy ^>-3-^/U)-N-[4-(6->«^2- 

vy7A>jtrn* ^/w s yy [ 1 , 2- a ] t° y ^y-3->< 

yv)-^ry-/w2-</p]-rir hr ^ ksmkau 0 8 o 

m.p. 158-160^; 

1H-NMR (DMS0-d 6 )6: 8.42 (s, 1H), 8.26 (s, 1H), 
8.03 (d, 1H, J=8.6Hz), 7.65-7.60 (m, 2H), 7.31 (d, 

1H, J=9.2Hz), 6.98 (d, 1H, J=8.9Hz), 4.34(q, 2H, 
J=7.0Hz), 2.21 (s, 3H), 2.09 (s, 3H), 1.34 (t, 3H, 

J=7. 0Hz) ; 
MS (APCI, m/z): 462(M+1)+; 
HPLC (R) : Rt. =5.6 min. 

(6-* a n-tf y S?l/-W/l')-[4-(2 l 6-^ ^ ? 

y [ i , 2- a ] tr y ^ y-3-^r /w) -fr/-/H^ 

3 9 5 UT^ffi^J 3 0 1 <b HflEK: 

£JS £ f?ft v >*Eft£* *»fc 0 

m.p. 186-187 0 C; 

1H-NMR (CDC13) 6 8.49 (dd, 1H, J=0. 5Hz, 2.7Hz), 
8.31 (br s, 1H), 7.72(dd, 1H, J=2. 7Hz, 8.4Hz), 7.5 
1 (dd, 1H, J=0.5Hz, 8.4Hz), 7.39 (d, 1H, J=8.9Hz), 
7.03 (s, 1H), 6.97 (dd, 1H, J=1.9Hz, 9.2Hz), 4.09 
(d, 2H, J=6.8Hz), 2.58 (s, 3H), 2.17 (s, 3H), 1.9 
4 (sep, 1H, J=6. 8Hz), 0.86 (d, 6H, J=6. 8Hz) ; 
MS (APCI, m/z): 456(M+1)+, 458(M+1) + ; 



HPLC (R): Rt. =4.3 min. 
(H*«411) 

N-(6-^ P n- fc° y i? V-3-^/U)-N-[4-(2, 6-i^ 

-r ^ yy [ i , 2- a ] e° y v^-3-^r -^r ^-A-2-r 
njg^i 395 (Dit&m&fcm Lxmmm 2 8 0 t mm^ 

m.p. 180-181 t; 

1H-NMR (CDC13) 6 8.54 (d, 1H, J=2.7Hz), 8.27 (br 
s, 1H), 7.76 (dd, 1H, J=2. 7Hz, 8.4Hz), 7.59 (d, 1 
H, J=8.4Hz), 7.39 (d, 1H, J=9.5Hz), 7.05 (s, 1H), 
6.97 (dd, 1H, J=1.6Hz, 9.2Hz), 2.58 (s, 3H), 2.19 
(s, 3H), 2.18 (s, 3H); 
MS (APCI, m/z): 398(M+1)+, 400(M+1)+; 
HPLC (R) : Rt. = 3. 1 min. 
(H!fc«412) 

2-T ^ J -N-[4- (6-* a P -2-> ?vW ^^[1,2-a] 

tr y M-f-ry*- /w2-^/^]-n-(4-^ 

[4- (6-* n n-2-^/W $ #V[l f 2-a]lfy 

>r a0 r % /-/v-2->f -(4-^ h * v- 7 in n/u) -r 

(||JKff|8 1) Sr«[»LT*lfc«3 7 8 tBI»cS 
m.p. 233-236^; 

1H-NMR (DMS0-d6) 6 : 8.91 (s, 1H), 8.51 (brs, 2H), 
7.88 (s, 1H), 7.87(d, 1H, J=7.3Hz), 7.78 (d, 1H, 

J=9.5Hz), 7.60 (d, 2H, J=8.9Hz), 3.85 (s,3H), 3.73 
(brs, 2H), 2.63 (s, 3H) ; 

MS (APCI, m/z): 428(M+1)+, 430(M+1) + ; 

HPLC (R): Rt. =2.5 min. 

2-T $ y-N-[4-(6-^ n ?vW S #y\ 1 , 2- a] 

try v^y^^-f r ^-/v-2-^f ;v]-n- p - h y /u- 

Hffiffll 8 6 Srttffl Lt» 3 7 8^ ro»fcEJS*f?ft 

m.p. 193-195t:; 

1H-NMR (DMS0-d6) 6 : 8.85 (s, 1H), 8.47 (brs, 2H), 
7.86 (s, 1H), 7.83(d, 1H, J=10.3Hz), 7.73 (d, 1H, 
J=10.0Hz), 7.55 (d, 2H, J=8. 1Hz), 7.48 (d, 2H, J= 

8.1Hz), 3.71 (brs, 2H), 2.62 (s, 3H), 2.43 (s, 3 

H); 

MS (APCI, m/z): 412(M+1)+, 414(M+1)+; 
HPLC (R): Rt. =2.6 min. 

2-T $ J -N-[4-(2, 8-v 5 ^ % 1 , 2- a ] fc° V 

;i/)-f7/-;y-2-Y /W]-N- (4-^ h ^ 

m&m 5 1 ^ffl Lxmmm 37 st mmcRfczfitj: 
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m.p. 218-219 C C; 

1H-NMR (DMSO-d6)6: 8.61 (d, 1H, J=6.8Hz), 8.55 
(brs, 2H), 7.94 (s, 1H), 7.68 (d, 1H, J=6.8Hz), 7. 
59 (d, 2H, J=8.9Hz), 7.24-7.16 (m, 3H), 3.85 (s, 3 
H), 3.72 (brs, 2H), 2.60 (s, 6H) ; 
MS (APCI, m/z): 408(M+1)+; 
HPLC (R): Rt. =2.2 min. 
(H««|415) 

2- 7 5 / -N-[4- (2, * ?V [ 1 , 2- a ] D 
yy-3-^f^)-^T3/— /W2--Y;W]-N-p- h U;W7t 

5 3 fcttju Lxmmm 3 7 8 1 ra«tcsj£Srff * 

m.p. 206-209^; 

1H-NMR (DMSO-d6)6: 8.58 (d, 1H, J=6.8Hz), 8.53 
(brs, 2H), 7.94 (s, 1H), 7.68 (d, 1H, J=7.0Hz), 7. 

54 (d, 2H, J=8.4Hz), 7.45 (d, 2H, J=8. 4Hz) , 7. 20 
(t, 1H, J=7.0Hz), 3.71 (brs, 2H), 2.60 (s, 3H), 2. 
42 (s, 3H); 

MS (APCI, m/z): 392(M+1) + ; 
HPLC (R): Rt. =2.3 min. 

Sm 4-[ [4- -2-y S *V [ 1 , 2- a ] tf y 

v> y-3-f/w)-^ r^— /v-2->r^]- (6- ^ b^v--b tt y 

VyK(*#«8 9) fc«8LTlBfc«3 8 2 iH«<D 
m.p. 114-117t:; 

1H-NMR (CDC1 3 )6: 8.74 (s, 1H), 8.20 (d, 1H, J=2. 
4Hz), 7.62 (dd, lH,J=2.2Hz, 8.4Hz), 7.42 (d, 1H, J 
=9.7Hz), 7.09 (s, 1H), 7.05 (d, 1H, J=8.9Hz), 4.06 
(t, 2H, J=7.0Hz), 4.04 (s, 3H), 2.62 (s, 3H), 2.4 

3- 2.35 (m, 2H), 2.05 (s, 3H), 1.85-1.64 (m, 4H) ; 
MS (APCI, m/z): 514(M+1)+, 516(M+1) + ; 

HPLC (R): Rt. =3.8 min. 

4-[(6-y h^v-bry ^^-3--</v)-[4-(6-^^2 

-YV 7;^d^ fvM> % 1 , 2-a] U v^-3-^ 

2Uf6M2 6 SOik&fobS-T* Y*i/-^V9 J4yt 
r^K(##«8 9) SrttfflLrSafc«3 8 2 tPI* 

m.p. 114-117^; 

1H-NMR (CDC1 3 )6: 8.28 (s, 1H), 8.22 (d, 1H, J=2. 
7Hz), 7.60 (dd, lH,J=2.4Hz, 8.4Hz), 7.53 (d, 1H, J 
=9.2Hz), 7.40 (s, 1H), 7.09 (d, 1H, J=7.8Hz), 6.95 
(d, 1H, J=8.6Hz), 4.05 (t, 2H, J=6.5Hz), 4.01 (s, 
3H), 2.42-2.33 (m, 2H), 2.18 (s, 3H), 2.03 (s, 3 



H), 1.84-1.78 (m, 2H), 1.71-1.64 (m, 2H) ; 
MS (APCI, m/z): 548(M+1) + ; 
HPLC (R) : Rt. =5.3 min. 
(Hffi0j418) 

2-T^ y-N-[4-(2, S 1 , 2-a] t? ]) 
M -^7V—)V-2-4 ;V\ -N- (6-^ f-A? fc° ]) *J 
>--3-^/w)-Tir hT^ K 3 &m& 

mmm 3 6 2 i>x mmm 37 st mm<D 

ras v ^mmi \&m ^#fc 0 

m. p. 203-204 X, ; 

1H-NMR (DMS0-d6) 6 8.82 (d, 1H, J=2.7Hz), 8.56 (b 
r s, 1H), 8.52 (br s, 2H), 8.16 (dd, 1H, J=2. 7Hz, 
8.4Hz), 7.96 (s, 1H), 7.85 (d, 1H, J=9.2Hz), 7.77 
(d, 1H, J=9.2Hz), 7.64 (d, 1H, J=8.6Hz), 3.81 (br 
s, 2H), 2.62 (s, 3H), 2.58 (s, 3H), 2.29 (s, 3H) ; 
MS (APCI, m/z): 393(M+1)+; 
HPLC (R) : Rt. =1.9 min. 
(HJS#I419) 

mWt [[4-(2,6-^?7W **V[l,2-a]fc» y^>-3 

— r Ad-rr v—tv-i-jtWib-* f-^tr y v?y-3->r 
mmm 3 6 2 (Dit&voz&m Lxmmm 3 8 2 <t mm<o 

m.p. 181-182 X:\ 

1H-NMR (CDC13) 8 8.68 (d, 1H, J=2.2Hz), 8.30 (br 
s, 1H), 7.75 (dd, 1H, J=2. 7Hz, 8.4Hz), 7.45-7.38 
(m, 2H), 7.08 (s, 1H), 6.96 (dd, 1H, J=l. 6Hz, 8. 9H 
z), 4.58 (s, 2H), 2.71 (s, 3H), 2.58 (s, 3H), 2.21 

(s, 3H), 2. 18 (s, 3H); 
MS (APCI, m/z): 436(M+1) + ; 
HPLC (R) : Rt. =2.8 min. 

(HJSWI420) 

Sm 4- [[4- (2, f/N ^ 1 , 2- a ] fcT V i?> 

;V) -^TV—)\<-2-y( )V\ - (6-p< h^v-fc*y v^-3 

SS«6« 3 0 7 O {fcg* £ 5- r ir t> * y^/>fy^ 
TS/y K*ttfflLT3aK«3 8 2 fcraaoKuSSrfrftv^ 

m.p. 146-149^; 

1H-NMR (CDC1 3 ) 6 : 8.42 (s, 1H), 8.23 (d, 1H, J=2. 
7Hz), 7.61 (dd, lH,J=3.0Hz, 8.9Hz), 7.45 (d, 1H, J 
=9.2Hz), 7.08 (s, 1H), 7.03 (dd, 1H, J=1.6Hz, 9.2H 
z), 6.97 (d, 1H, J=8.9Hz), 4.05 (t, 2H, J=6.5Hz), 
4.03 (s, 3H),2.60 (s, 3H), 2.42-2.35 (m, 2H), 2.15 
(s, 3H), 2.03 (s,3H), 1.85-1.76 (m, 2H), 1.72-1.6 
4 (m, 2H); 

MS (APCI, m/z): 494(M+1)+; 
HPLC (R) : Rt. =3.6 min. 
(*Jfet»121) 

mm 4- [[4- (2, ?vW ^ ¥Vl 1 , 2- a ] b° y i?> 
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> V K (##0»J 8 9 ) Sr^ffl LTHJSfll 38 2 ^^ 
m.p. 140-143^; 

1H-NMR (CDC1 3 )6: 8.35 (d, 1H, J=7.0Hz), 8.18 (d, 
1H, J=2.4Hz), 7.59(dd, 1H, J=2. 7Hz, 8.6Hz), 7.06 
(s, 1H), 6.94 (d, 1H, J=8.9Hz), 6.92 (d, 1H, J=6. 8H 
z), 6.48(t, 1H, J=6.5Hz), 4.05 (t, 2H, J=6.5Hz), 

4.03 (s, 3H),2.60 (s, 3H), 2.58 (s, 3H), 2.40-2.36 
(m, 2H), 2.03 (s,3H), 1.84-1.78 (m, 2H), 1.72-1.6 

4 (m, 2H); 

MS (APCI, m/z): 494(M+1)+; 
HPLC (R): Rt. =3.5 min. 
(^iSW22) 

ftBfc 3-[<6-* h*->-tf y ^^-3->ryw)-[4-(6-p«^2 

- h y ^ 1 , 2-a ] tf y $JV-3-*f 

V K 9 1 ) LTHife0iJ 3 8 2i: [^«CD^ 
m.p. 172-174^; 

1H-NMR (DMS0-d 6 )6: 8.45 (s, 1H), 8.24 (s, 1H), 

8.04 (d, 1H, J=8.9Hz), 7.70-7.60 (m, 2H), 7.31 (d, 
1H, J=9.2Hz), 7.03 (d, 1H, J=8.9Hz), 4.01(t, 2H, 

J=6.5Hz), 3.91 (s, 3H), 2.45-2.35 (br, 2H), 2.21 
(s, 3H), 2. 00-1. 85 (m, 5H) ; 
MS (APCI, m/z): 534(M+1) + ; 
HPLC (R): Rt. =5.3 min. 
(5£*t*j423) 

2-7 ^ /-N-[4-(6-y b y 7/V*u * ^vWT $ ? 

✓ [ 1 , 2- a ] tf y V >-3~^f M -^7 M -N- 

mmm 2 6 3 ^k^*sr«ffl Lxmmm S7st mmt 

[0 5 5 9] 1H-NMR (DMSO-d 6 ) 8 : 8.22 (s, 1H), 7.7 
2 (s, 1H), 7.65-7.50 (m, 3H), 7.44 (d, 2H f J=8. 1H 
z), 7.31 (d, 1H, J=7.8Hz), 3.70-3.60 (br, 2H), 2. 
40 (s, 3H), 2.19 (s, 3H); 
MS (APCI, m/z): 446(M+l)+; 
HPLC (R): Rt. =3.2 min. 

(SUS«424) 

y-N-(4-^ Y^iz-y*. - n - [4- (6- ^ fvi/2 
-hy 7;utD^f;w $^/[i,2-a]fcr y ^-3-^ 

0Hfe« 2 6 1 Oft^feSrttffl LTHlSfcl 3 7 8 t Utti^ 
m.p. 208-21 It:; 



1H-NMR (DMS0-d 6 )6: 8.25 (s, 1H), 7.72 (s, 1H), 
7.70-7.55 (m, 3H), 7.31 (d, 1H, J=9.5Hz), 7.16 
(d, 2H, J=8.6Hz), 3.83 (s, 3H), 3.75-3.65 (br, 2 
H), 2.20 (s, 3H); 
MS (APCI, m/z): 462(M+1) + ; 
HPLC (R): Rt. =3.2 min. 
(HJ609425) 

Sm 3- [[4- (2, TvW ^ y ✓ [ 1 , 2- a ] tf y 

-3->r ^)-^ry-yv-2-^r^]-(6-y h*s/-tf y v^-3 

->f ^)-*/W^^;V]-yp tf/V ^ XT' /Is 

* k (##0y 9 i ) «h»h it mmm 3*2 1 m®<DR 

m.p. 168-170^; 

1H-NMR (DMS0-d 6 )6: 8.44 (s, 1H), 8.38 (s, 1H), 
8.02 (d, 1H, J=8.9Hz), 7.44 (s, 1H), 7.37 (d, 1H, 
J=8.9Hz), 7.10-7.00 (m, 2H), 4.01 (t f 2H, J=6. 5H 
z), 3.94 (s, 3H), 2.46 (s, 3H), 2.50-2.30 (br, 2 
H), 2.10 (br, 3H), 2. 00-1. 80 (m, 5H) ; 
MS (APCI, m/z): 480(M+1)+; 
HPLC (R): Rt. =3.4 min. 
(HS£#l426) 

mm 3- [[4- (2, 8- 3-/l>-J $ 1 , 2-a] tf y 
-3->T A-) -J-T V—;V-2-4 /U] - (6-^ h^V-tfy v^-3 

K 9 1 ) LT^ft^lJ 3 8 2i mm<DRfc 

m.p. 157-159t:; 

1H-NMR (DMS0-d 6 ) 6 : 8.39 (s, 1H), 8.34 (d, 1H, J= 
7.0Hz), 7.99 (d, lH,J=8.6Hz), 7.47 (s, 1H), 7.07 
(d, 1H, J=8. 1Hz), 7.01 (d, 1H, J=6.8Hz), 6.59 (dd, 
1H, J=6.8Hz, J=6.8Hz), 4.02 (t, 2H, J=3.5Hz), 3.9 
8 (s, 3H), 2.50 (s, 3H), 2.45-2.35 (m, 5H), 2.00- 
1.85 (m, 5H); 

MS (APCI, m/z): 480(M+1) + ; 
HPLC (R): Rt. =3.3 min. 

mm 3- [ [4- -2- * ?7 W ^ # V [ 1 , 2- a ] tf 5 

y-3-^/^)-*/U/^-f ;v]-/o tfyi^ m^^/i/ 

K (##WJ9 1) ^lt^»j3 8 2 iBI«OSJC 
m.p. 170-171^; 

1H-NMR (DMS0-d 6 ) 6 : 8.71 (s, 1H), 8.41 (s, 1H), 
8.00 (d, 1H, J=8.9Hz), 7.55-7.50 (m, 2H), 7.22 (d, 
1H, J=9.5Hz), 7.08 (d, 1H, J=8.6Hz), 4.01(t, 2H, 
J=6. 5Hz), 3.94 (s, 3H), 2.50 (s, 3H), 2.49-2.30 (b 
r, 2H), 2.00-1.80 (br, 5H) ; 
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MS (APCI, m/z): 500(M+1)+, 502(M+1) + ; 
HPLC (R): Rt. =3.8 min. 

2-7 % J -N-[4-(2, 6-v^ S W [ 1 , 2- a ] tf y 

hr^ K2&tttt 

gffiffll 5 9 cofb^Srffiffl LTHiStfy 3 7 8 i: l^^ic^ 

[0 5 6 0] 1H-NMR (DMS0-d6) 6 8.60 (br s, 1H), 
8.54 (br s, 2H), 7.91 (s, 1H), 7.83 (d, 1H, J=9. 2H 
z), 7.72 (d, 1H, J=9.2Hz), 7.62 (d, 2H, J=8.9Hz), 
7. 21 (d, 2H, J=8.9Hz) f 3.70 (br s, 2H), 2.60 (s, 3 
H), 2.43 (s, 3H), 2.23 (s, 3H) ; 
MS (APCI, m/z): 392(M+1) + ; 
HPLC (R): Rt. =2.3 min. 

(31I&#J429) 

2-7 ^ y -N-[4-(2, *7l~f ^ y V [ 1 , 2- a ] If y 
v^-3-^ A'J-^T;/— A-2-> T/V]-N-(4-^ h *v":7 

mum 5 7 sheai Lxmmm 37 st wastes 

j£&fT4^*Effc£*&#fcp m.p. 193-195 *C (de 
c. ) ; 

1H-NMR (DMSO-d6)6 8.63 (br s, 1H), 8.54 (br s, 2 

H), 7.91 (s, 1H), 7.83 (d, 1H, J=9. 2Hz), 7.72 (d, 

1H, J=9.2Hz), 7.62 (d, 2H, J=8.9Hz), 7.21(d, 2H, J 

=8.9Hz), 3.85 (s, 3H) f 3.72 (br s, 2H), 2.60 (s, 3 

H), 2.25 (s,3H); 

MS (APCI, m/z): 408(M+1)+; 

HPLC (R): Rt. =2.2 min. 

[4- (2, 6-v^ fvU-f * ?V [ i , 2- a] t? ]) >V) 

^ft*ttffliT^««i 5 7 tmmzKj&zffte^mm 

[0 5 6 1 ] 1H-NMR (DMS0-d6) 6 : 9.94 (s, 1H), 9. 1 
2 (s, 1H), 8.26 (d, 1H, J=7.6Hz), 7.90 (d, 1H, J= 
9.5Hz), 7.84 (d, 1H, J=9. 2Hz), 7.42 (d, 1H, J=l. 6H 
z), 7.11-6.92 (m, 3H), 3.89 (s, 3H), 2.64 (s, 3H), 

2.44 (s, 3H); 
MS (APCI, m/z): 351(M+1) + ; 
HPLC (R): Rt. =3.4 min. 

(S£Sfe09431) 
N-[4-(2, ^*V[l,2-a]fcf V 

M-^T ✓—/U-2->f /U]-N- (2-^ h^r 7 ^ ~./V) -7 
ir hT^ K 

^jkai 430 ^k-e^srffiffi u-c «&« 2 8 0 1 mmz 

[0 5 6 2] 1H-NMR (CDC1 3 ) 6 : 8.41 (s, 1H), 7.52 



(t, 1H, J=7.6Hz), 7.40 (dd, lH,J=1.6Hz, 7.6Hz), 7. 

36 (d, 1H, J=9.2Hz), 7.18 (d, 1H, J=7.6Hz), 7.13 

(d, 1H, J=8. 1Hz), 7.01 (s, 1H), 6.91 (dd, 1H, J=l. 6 

Hz, 8.9Hz), 3.82 (s, 3H),2.59 (s, 3H), 2.11 (s, 3 

H), 2.09 (s, 3H); 

MS (APCI, m/z): 393(M+1)+; 

HPLC (R): Rt. =3.3 min. 

N-(6-^ fvH* U ^)-N-[4-(6-J ^)V2- h ]) 

7fr*v*rA"< ^^/[l,2-a]try 
7y-/H-^;H-7t h7^ K 

^JS^J4 5 6 ©{b^**«ffl Lt» 2 8 0^ f^lC 

1 ^*Efls£« 

m.p. 222-224^; 

1H-NMR (DMS0-d 6 ) 8 : 8.71 (s, 1H), 8.21 (s, 1H), 
8.02 (d, 1H, J=8.4Hz), 7.65-7.60 (m, 2H), 7.48 (d, 

1H, J=8.4Hz), 7.30 (d, 1H, J=9.2Hz), 2.55(s, 3H), 

2.21 (s, 3H), 2.08 (s, 3H) ; 
MS (APCI, m/z): 432(M+1)+; 
HPLC (R): Rt. =4.2 min. 

2-t h*$/-N-(6-*77H*y v^-3— T;U)-N-[4-(6- 

* ^/U2- h y ysviru t <f-)\,4 * i , 2-a] tf y i? 

3 io^*sr«fflurn*«3 8 1 tmm\zRj&*n 

m.p. 174-176^; 

1H-NMR (DMS0-d 6 )6: 8.73 (s, 1H), 8.19 (s, 1H), 
8.05 (d, 1H, J=8.4Hz), 7.67 (s, 1H), 7.62 (d, 1H, 
J=9.2Hz), 7.48 (d, 1H, J=8. 1Hz), 7.30 (d, 1H, J=9. 
2Hz), 4.02 (s, 2H), 3.35 (s, 3H), 2.55 (s, 3H), 2. 
21 (s, 3H);MS (APCI, m/z): 462(M+1) + ; 
HPLC (R): Rt. =4.2 min. 

mm [ (6- * b° y y ;v) - [4- (6- ^ h y 

7^nyfyW^r/[l,2-a]t 0 'J i?>-3-4 fr)-? 

^JS^J4 5 6 0{k^*S:«fflLrlllt«3 8 2 ^H^iC 
SJ«SrfT*V^E^ftS:»fc 0 m.p. 179-182^; 
1H-NMR (DMS0-d 6 )6: 8.77 (s, 1H), 8.20 (s, 1H), 
8.08 (d, 1H, J=8.4Hz), 7.70 (s, 1H), 7.62 (d, 1H, 
J=9.2Hz), 7.51 (d, 1H, J=8. 1Hz), 7.31 (d, 1H, J=9. 
2Hz), 4.62 (s, 2H), 2.55 (s, 3H), 2.22 (s, 3H), 2. 
13 (s, 3H); 

MS (APCI, m/z): 490(M+1)+; 
HPLC (R) : Rt. =4.4 min. 
(51*09435) 

2-TS /-N-(6-^^h°y v ? ^-3-^^)-N-[4-(6-^ 

^2- h y 7/u*ti ? ^/w ^ [ i , 2-o ] tf y i^V- 



-no- 



mmm 4 5 6 (Dvc^m^m \,xmm zizt h«k 

[0 5 6 3] 1H-NMR (DMS0-d 6 ) 6 : 9. 13 (s, 1H), 8.5 
8 (d, 1H, J=8.6Hz), 8.18 (s, 1H), 7.92 (d, 1H, J= 
8.4Hz), 7.81 (s, 1H), 7.64 (d, 1H, J=9.2Hz), 7.34 
(d, 1H, J=9.5Hz), 3.90-3.70 (br, 2H), 2.74 (s, 3 
H), 2.26 (s, 3H); 
MS (APCI, m/z): 447(M+1)+; 
HPLC (R): Rt. =2.9 min. 

GHM436) 

2-7 5. y-N-(6-3i h * */- h° V is /U)-N- [4- (6- 

**Mr\>y ^^^[1,2- a] try *j 

y-3-></w)-^T^-/w2-f/v]-r-fe hr ^ KUlfcflU 

o 8 <Dik&go*&m isxnmm 4 0 5 1 raajcs^srtr 

m.p. 199-202t:; 

1H-NMR (DMS0-d 6 )6: 8.48 (s, 1H), 8.25 (s, 1H), 
8.03 (d, 1H, J=9.5Hz), 7.75 (s, 1H), 7.34 (d, 1H, 
J=9.5Hz), 7.04 (d, 1H, J=8.6Hz), 4.36 (q, 2H, J=7. 
0Hz), 3.85-3.70 (br, 2H), 2.22 (s, 3H), 1.34 (t, 3 
H, J=7.3Hz); 

MS (APCI, m/z): 477(M+1) + ; 
HPLC (R): Rt. =3.3 min. 
(«*«437) 

2- (s) ;-/p^ 0 yi 4-[[4-(Hpn-2-^f;v 
4 s 99 [ i , 2- a ] if y ^-3-^r ;w) -fr/-/v-2-^ 

/H-(6-^ h^r^-fy ^^-3--f/W)-^/W^^/V]-^ 

5-(2-tert-^hdr^/^^/W (s) 7 ^ y-/n t 0 ^- 
~/V***s)-'<y$>'m&%M9 2) £ 8 4 <£> 

[0 5 6 4] 1H-NMR (DMS0-d6) 5 : 8.96 (s, 1H), 8.4 
6 (brs, 2H), 8.43 (d, 1H, J=2.7Hz), 8.05 (dd, 1H, 
J=2.4Hz, 8.6Hz), 7.94-7.85 (m, 3H), 7.10 (d, 1H, J 
=8.9Hz), 4.21-3.97 (m, 2H), 3.93 (s, 3H), 3.81 (s, 

1H), 2.63 (s, 3H), 2.50-2.31 (m, 2H), 1.70-1.56 
(n, 4H), 1.39 (d, 3H, J=7. 3Hz) ; 
MS (APCI, m/z): 543(M+1)+, 545(M+1) + ; 
HPLC (R): Rt. =2.7 min. 

(^*£#J438) 

- h y y?virxx * S 99 [ 1 , 2-a ] f y v> v-3— f 

/V)^T9— /U-2-<{/\']-T± hT^ KSMfe0!l2 6 1 <£> 
m.p. 160-162t:; 

1H-NMR (DMS0-d 6 )5: 8.27 (s, 1H), 7.65-7.55 (m, 2 
H), 7.53 (d, 2H, J=8.9Hz), 7.29 (d, 1H, J=9.5Hz), 
7.11 (d, 2H, J=8.9Hz), 3.81 (s, 3H), 3.23(s, 2H), 



2.18 (s, 3H); 

MS (APCI, m/z): 462(M+1) + ; 
HPLC (R): Rt. =3.2 min. 

2- 7 $ 7-N-[4-(6-> ^2- h y 7jv*u } f;W ^ 9 
91 1 , 2-a ] fcT y ^-3-^ /W)-^ 7^-/^-2-^ A0-N- 
p-h y/i^-Tir h7^ K 

%lfctil2 6 3 LT3«fc«4 0 5 t |SI«HC 

Rfc Srff * ^ **Bfc£* Srttfc. 

[0 5 6 5] 1H-NMR (DMS0-d6) 6 : 8.24 (s, 1H), 7.6 

3- 7.59 (m, 2H), 7.49 (d, 2H, J=8. 1Hz), 7.38 (d, 2 
H, J=8. 1Hz), 7.29 (d, 1H, J=9.5Hz), 3.34 (s, 2H), 
3.21(s, 1H), 2.38 (s, 3H), 2.18 (s, 3H) ; 

MS (APCI, m/z): 446(M+1)+; 
HPLC (R) : Rt. = 4. 3 min. 

2-T^-/n/^t 4-[(6-p< h^r^-lfy ^-3— f 

/w)-[4-(6-p< V y t fvW ^ 991 l , 2- 

« ] tr y y-3->r /w) -^r ^—^-2-^ ^] ?w<^4 

M-9^/i> zl^v-jv 

5-(2-tert-^h^^/V^^- (s) 7^ J-9u M°ir 
~;V**i/)-<<>#lsM(m%M9 2) £H56#j2 6 5 

<Dik&%)zmmLxmmffl4 0 5 tm^oRj&in^ 

[0 5 6 6] 1H-NMR (CDC1 3 ) 6 : 8.27 (s, 1H),8.23 
(d, 1H, J=2.7Hz), 7.61 (dd, 1H, J=2. 7Hz, 8.6Hz), 
7.53 (d, 1H, J=8.9Hz), 7.40 (d, 1H, J=0.8Hz), 7.09 

(dd, 1H, J=1.4Hz, 9.5Hz), 6.95 (dd, 1H, J=0. 8 Hz, 
8.9Hz), 4.14-4.10 (m, 2H),4.01 (s, 3H), 3.59 (d, 1 
H, J=7.3Hz), 2.42-2.36 (m, 4H), 2.18 (s, 3H), 1.84 
-1.74 On, 2H), 1.72-1.66 (m, 2H), 1.36 (d, 3H, J= 
7. 3Hz) ; 

MS (APCI, m/z): 577(M+1) + ; 
HPLC (R): Rt. =3.6 min. 
(HJSWI441) 

2-7 ^-^DAVi 4- [[4- (2, 6-v^ %99 

[ i , 2- a ] tr y y ;v) -<?t 9—/U-2-4 M - (6-^ 
)V 3 3 jeg?^ 

5-(2-tert-^h^V^/V^^W- (s) 7^-/nft 
-/U^i/)^<V^^(##^J9 2) <h^»j6 1<D 

[0 5 6 7] 1H-NMR (DMS0-d6) 5 : 8. 66 (s, 1H), 8. 5 
7 (brs, 2H), 8.48 (s, 1H), 8.06 (d, 1H, J=8.6Hz), 
7.86 (brs, 2H), 7.77 (brs, 1H), 7.08 (d, 1H, J=8. 6 
Hz) , 4. 20-4. 00 (m, 3H), 3.93 (s, 2H), 2.59 (s, 3H), 

2.50-2.35 (m, 2H), 2.28 (s, 3H), 1.72-1.56 (m, 4 
H), 1.41 (d, 3H, J=6.5Hz); 
MS (APCI, m/z): 523(M+1)+; 
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HPLC (R) : Rt. = 2.6 min. 

;-7vs<>m 4-[[4-(2,8-$?*f7l~f 
[ 1 , 2- a ] fcT 5 *? V-3--Y /V) -^T >^-/W2->r /kK6-> 

5-(2-tert-;/ h^^/Wtfxvw (s) T^y-^ntTsj- 
^/^^i^)-^^^^K(#%«9 2) £ HffitfiJ 5 5 <£> 

LT3ii&#J3 7 8 fcfl»©KJS*1?fcVMlE 

[0 5 6 8] 1H-NMR (DMS0-d6) 6 : 8.66 (s, 1H), 8.6 
0 (d, 1H, J=6.5Hz), 8.55 (brs,2H), 8.42 (s, 1H), 
8.03 (d, 1H, J=8.6Hz), 7.89 (s, 1H), 7.72 (d, 1H, 
J=6.8Hz), 7.26 (t, 1H, J=6.5Hz), 7.03 (d, 1H, J=8. 
4Hz), 4.20-4.00 (m, 3H), 3.92 (s, 3H), 2.59 (s, 3 

H) , 2.51-2.35 (m, 2H), 1.99 (s, 3H), 1.70-1.58 (m, 
4H), 1.40 (d, 3H, J=7.0Hz); 

MS (APCI, m/z): 523(M+1)+; 
HPLC (R): Rt. =2.5 min. 
(^1S«443) 

- h y ?;v*x2 * <3-tv4 * i , 2- a] if y v^-3-f 

I ) (6-j* h^r^-fcf y v ? ^-3-^yW)-[4-(6-^^-2- 
h y ^yv^-n ^ 5vi~ T ^ *V [1, 2- a ] fcT y ^>-3--f 
/V)-fT/-;V-2-^;V]-7^ 500mg (1. 23 
^ y ^t;2-(2-^P^-xf;U)-/f v 

l,3-^>'9 4 0mg (3. 7 0^!)^) £N,N-i^ 
*?fr1MM*r% K4 0mlHSj|fLfcl BiWt* } JV 
A5 0 0mgMi7 0t"e3BjraS#Lfc o 2- (2-:/ 
n^-xf;v)-^y/f y K-;Wl,3-^ty 9 4 Omg 
(3. 7 0^y^v) 0 < C-e4«FB«l$ 

^<»#Lfc«. ^f-^-ftft^/V-eft^U 2-(2 

-[(6-y h ^ >- e° y ^ r /v) - [4- (6- * ^/W2- h y 

^tf- P ^ * #V [1, 2- a ] f y ^ V-3->T 

r 3/-A-2-^yu]-r ^ y D-^^w y-r ^ k-/wi, 

3-^y6 3 0mg (1. 0 9^!)^) £#fc e 

2) 2l«&j4 4 3 1) -C#b^fc2-(2-[(6-^ h * 

V-tT y v> /W)-[4-(6-p< h y y 

^ *V[i, 2-0] y t>v-3-> f M-f-r 

3 Omg (1. 09;!J^;l/) ^ai^y — Omll: 
K7^2ml^M6 0^*0 6 B*K«t#l, 



mmzm&mmi^ muott&m 1 3 3 

mg (2 8%) &#fc 0 

[0 5 6 9] 1H-NMR (DMSO-d 6 ) 6 : 8.55 (s, 1H), 8.4 
3 (s, 1H), 7.98 (d, 1H, J=8.9Hz), 7.68 (d, 1H, J= 
9.2Hz), 7.37 (d, 1H, J=9.2Hz), 7.07 (s, 1H), 6.98 
(d, 1H, J=8.9Hz), 3.90 (s, 3H), 3.87 (t, 2H, J=6.8 
Hz), 2.82(t, 2H, J=6. 5Hz) , 2. 34 (s, 3H) ; 
MS (APCI, m/z): 449(M+1)+; 
HPLC (R) : Rt. =3.3 min. 

4-T ^/-N-[3-[2-(6-> h^rV-t°y W-%-4frT% 

/ ) -fry-zu-H )V\ -2- * ^/w ^ *v [ 1 , 2- a ] tr 

y y-6-^ yv] ^ y § K 4 
(3- [3- [2- (6-^ h*V-b o y ^^-3— T/^T^ S)-^Tl/ 
—/U-i-sf )V\-2-t ^/W ^/[l,2-a]ey ^^-6- 
-f;^;^ ; t^;!/]-7 p n tf ;!✓)-;# yw^ ^ ^ tert-^ 

^7.<T)V (Hjgft|3 8 3) 52mg (96. 7 W 
^a^-/^) ^x^/^HmlC^St, 4N-i6lt-^ 
^■9-^«r2mliD^ia-Cl«PB«»Ufc«, rhy 
fcKo77Vlml 1 31^/ -/Vim 1 *S bJciPi^ 

g ^#fc 0 

[0 5 7 0] 1H-NMR (DMS0-d6) 6 : 11. 13 (s, 1H), 1 
0.72 (s, 1H), 9.92 (s, 1H), 8.43(d, 1H, J=2.7Hz), 
8.15 (dd, 1H, J=2. 7Hz, 8. 9Hz), 7.99 (brs, 4H), 7.41 

(s, 1H), 6.79 (d, 1H, J=8.6Hz), 3.81 (s, 3H), 2.85 
-2.75 (m, 2H),2.60 (s, 3H), 2.56-2.51 (m, 2H), 1.8 
9-1.84 (m, 2H); 
MS (APCI, m/z): 438(M+1) + ; 
HPLC (R): Rt. =2.5 min. 

N-[4-(6-^ P P-2-pt f;K ^ ?V [ 1 , 2- a ] t: 0 ]) 
m.p. 233-235^; 

1H-NMR (CDC1 3 )6: 8.64 (dd, 1H, J=0. 8Hz, 2.2Hz), 
8.56 (d, 1H, J=2.7Hz), 7.68 (dd, 1H, J=2. 4Hz, 8. 1H 
z), 7.48-7.40 (m, 2H), 7.09 (s, 1H), 7.05 (dd, 1H, 

J=1.9Hz, 9.5Hz), 2.71 (s, 3H), 2.62 (s, 3H), 2.18 

(s, 3H); 

MS (APCI, m/z): 398(M+1)+, 400(M+1)+; 
HPLC (R): Rt. =3.0 min. 
(3HS0H446) 

[4- (6-^ ^ [ 1 , 2- a ] t° ]) V-3- 

^;v)-f7/-;w2-^f;H-(6-^ ^yufy ^^-3-^/v) 
##^J l 2 <&<fr&*fttf(6-y y v^v-3-^/w)- 
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[0 5 7 1] 1H-NMR (DMS0-d6) 6 : 11. 16 (s, 1H), 9. 
13 (d, 1H, J=l. 1Hz), 8.96 (d, 1H, J=2.4Hz), 8.29 
(dd, 1H, J=2.4Hz, 8.6Hz), 7.83 (d, 1H, J=9.5Hz), 
7.71-7.62 (m, 2H), 7.50 (s, 1H), 2.60 (s, 3H), 2.5 
7 (s, 2H); 

MS (APCI, m/z): 356(M+1)+, 358(M+1) + ; 
HPLC (R): Rt. =2.3 min. 
(**«447) 

N-[4-(2, 6-^7* ?VIW $^y[l,2-o]br V 
;v)-fry-;W2-^;V]-2^ h * V-N-(6-^ ^vVfcT U 

xiktfi 4 4 6 oik^w fc * h Lxni&m 

3 8 2 tra«(cS)6Srff4v^*aB{b'&4fc*#fc. 

m.p. 149-150 <£; 

1H-NMR (DMS0-d6)6 8.72 (d, 1H, J=2.2Hz), 8.30 (b 
r s, 1H), 8.04 (dd, 1H, J=2. 7Hz, 8.4Hz), 7.53 (d, 1 
H, J=8. 1Hz), 7.47 (s, 1H), 7.38 (d, 1H, J=8. 1Hz), 
7.04 (dd, 1H, J=1.9Hz, 9.2Hz), 4.02 (s, 2H), 3.35 
(s, 3H), 2.59(s, 3H), 2.46 (s, 3H), 2.10 (s, 3H) ; 
MS (APCI, m/z): 408(M+1) + ; 
HPLC (R): Rt. =3.5 min. 

[4-(2, 8-v^ 3vW S [ 1 , 2- a ] tT ]) Vy-Z-J ;V) 

^ i %it*mmi& 

tf-^r (##^8 5) <hmu mmmi 57 tmWi 

[0 5 7 2] 1H-NMR (DMS0-d6) 6 11.41 (br s, 1H), 
9.11 (br s, 1H), 8.96 (d, 1H, J=6.8Hz), 8.30 (d, 1 
H, J=8.5Hz), 7.84 (d, 1H, J=7.3Hz), 7.77 (d, 1H, J 
=8. 5Hz), 7.68 (s, 1H), 7.47 (t, 1H, J=7.0Hz), 2.67 

(s, 3H), 2.64 (s, 3H) f 2.62 (s, 3H) ; 
MS (APCI, m/z): 336(M+1) + ; 
HPLC (R): Rt. = 2. 1 min. 

[[4- (6-* P n-2-^ * *V[ 1 , 2- a ] \f V *J 

y-3-^;i/)-fr % /^-2-^f^]-(6-^ fvvtf y i^-3- 

mm a 4 6 <»ft&m*$m \.x*mm 3 8 2 tmm^ 

m.p. 182-197 e C(dec); 

1H-NMR (CDCI3) 6 : 8.64-8.61 (m, 2H), 7.77 (dd, 1H, 
J=3.0Hz, 8.4Hz), 7.49 (d, 1H, J=7.8Hz), 7.43 (d, 
2H, J=8.9Hz), 7.12 (s, 1H), 7.05 (dd, lH,J=1.9Hz, 
9.5Hz), 4.59 (s, 2H), 2.72 (s, 3H), 2.62 (s, 3H), 
2.22 (s, 3H); 

MS (APCI, m/z): 456(M+1)+, 458(M+1) + ; 



HPLC (R) : Rt. =3.0 min. 

N-[4-(6-^ f;W * 1 , 2- a ] fc> V *J>- 

mifewi 4 4 6 <o^te * ^ h *i/tim%titm Lxmmm 
3 8 2 kmm\zRj&&ftK^m&ik&V9$:&it 0 

m.p. 179-181^ (dec); 

1H-NMR (CDC1 3 ) 8 : 8.62 (d, 1H, J=1.9Hz), 8.57 (d, 
1H, J=2.7Hz), 7.70(dd, 1H, J=3.0Hz, 8.4Hz), 7.47 
(d, 1H, J=8.4Hz), 7.43 (d, 1H, J=9. 5Hz) , 7. 12 (s, 1 
H), 7.05 (dd, 1H, J=2. 2Hz, 9.5Hz), 4.03 (s,2H), 3. 
46 (s, 3H),2.72 (s, 3H), 2.62 (s, 3H) ; 
MS (APCI, ra/z): 428(M+1)+, 430(M+1) + ; 
HPLC (R): Rt. =2.8 min. 

[[[4- (6-* ^ 9 VI 1 , 2- a ] fc'y *J V-3 

-A )V) -*?-T v—^-i-a as] - (6-^ ^/v tr y v> >-3— f 

N— (tert-y h^^/V2K-/VT^y) 

Mm 4 4 6 *>fl^**:tefli LH1K« 3 8 2 £ [^t£K:&j£ 

[0 5 7 3] 1H-NMR (CDC1 3 ) 6 : 8. 61 (d, 1H, J=l. 4H 
z), 8.58 (d, 1H, J=2.4Hz), 7. 71 (dd, 1H, J=2. 4Hz, 
8.4Hz), 7.46 (d, 1H, J=8.4Hz), 7.41 (d, 1H, J=9. 5H 
z),7. 11 (s, 1H), 7.06 (dd, 1H, J=2. 2Hz, 9.5Hz), 5. 
35 (brs, 1H), 3.91 (d, 2H,J=5.9Hz), 2.71 (s, 3H), 
2.62 (s, 3H); 

MS (APCI, m/z): 513(M+1)+, 515(M+1)+; 
HPLC (R): Rt. =3.5 min. 

(HJS0U452) 
2-T ^ J -N-[4- (Han -2-^ ^vM> 
t 8 y i/>-3--f -fT/-/W2-^ /!/] -N- (6-^ f-yl/tf 

y v^-3--f ;v)-rthr^; K3 

4 4 6 <D{k&fo kth * VftRSrflM tt» 
3 8 2 traa^SJtSSrmi^SE^^SrWfco 
m.p. 214-216^ (dec); 

1H-NMR (DMS0-d6) 6 : 8.84 (d, 2H, J=2.2Hz), 8.58 

(brs, 2H), 8.23 (dd, 1H, J=2. 4Hz, 8.1Hz), 7.97 (s, 

1H), 7.93 (d, 1H, J=8.6Hz), 7.89 (dd, 1H, J=l. 6Hz, 

9.5Hz), 7.72 (d, 1H, J=8.4Hz), 3.80 (brs, 2H), 2.6 

5 (s, 2H), 2.63 (s, 2H) ; 

MS (APCI, m/z): 413(M+1)+, 415(M+1) + ; 

HPLC (R): Rt. =2.0 min. 

T ^ y -mm 4- [(6-^ h*is-Ws /U) - [4- (6- 
* ?/U2- b y 7/V*u * ^ #V [ 1 , 2-a ] fc 9 V *J 

As) T )V\ AA --f^jv 
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5- (2-tert-^ h * S/#/U*=i A^T i? h * V) V * > 
&(#%0»J9O) fc*««2 6 5©ft^»«:ffi^-C*S 

[0 5 7 4] 1H-NMR (CDC1 3 ) 5 : 8.28 (brs, 1H), 8.2 
2 (d, 1H, J=2.7Hz), 7.60 (dd, 1H, J=2. 7Hz, 8.9Hz), 
7.54 (d, 1H, J=9.2Hz), 7.41 (s, 1H), 7.09 (dd, 1 

H, J=1.9Hz, 9.5Hz), 6.95 (d, 1H, J=8.9Hz), 4.13 
(t, 2H, J=6.2Hz), 4.01 (s,3H), 3.42 (s, 2H), 2.38 
(brs, 2H), 2.19 (s, 3H), 1.84-1.76 (m, 2H), 1.73- 

I. 66 (m, 2H); 

MS (APCI, m/z): 563(M+1) + ; 

HPLC (R) : Rt. =3.4 min. 
(SIJ£^454) 

N x -(6-^ 9 ^^-3-^/U)-N 1 -[4-(6-^^V2 

-by y;ir*u* f;w ^ ?y [ 1 , 2- a ] b° y 5^-3-^ 

fr)-*?T J/-7U-2-' f a« V- 1 , 3-v>7 S V 

2-(3-^n^-7 p n ti>W > K-A-l, 3-S^frV t 
^ffiftl 2 6 5 ©{t:^**ttffl LT ^Jg^l 4 4 3 t H«fc 

[0 5 7 5] 1H-NMR (DMS0-d 6 ) 6 : 8.56 (s, 1H), 8.3 
7 (s, 1H), 7.93 (d, 1H, J=8.9Hz), 7.68 (d, 1H, J= 
9.5Hz), 7.37 (d, 1H, J=9.2Hz), 7.07 (s, 1H), 6.99 
(d, 1H, J=8.9Hz), 3.96 (t, 2H, J=7.3Hz), 3.91 (s, 
3H), 2.64 (t, 2H, J=6. 5Hz) , 2. 34 (s, 3H), 1.77-1.65 

(m, 2H); 
MS (APCI, m/z): 463(M+1)+; 
HPLC (R): Rt. =3.3 min. 

(2£jfc0»455) 

N 1 -(6-7« b^rV-fy v?V-3-fyW)-N 1 -[4-(6-p«^2 

- h y f;w ^ *v [ i , 2- a ] t° y v^-3-^ 

M2 6 5 ©fl^ft&flMJ LTllffit&J 4 4 3 i HtlStCR 
fcfcfrtt 5^^(c:J:*9 *Ef fc£*«r»fc. 

[0 5 7 6] 1H-NMR (DMS0~d 6 ) 6 : 8.54 (s, 1H), 8.3 
7 (s, 1H), 7.93 (d, 1H, J=8.6Hz), 7.68 (d, 1H, J= 
9.2Hz), 7.38 (d, 1H, J=9.5Hz), 7.07 (s, 1H), 6.99 
(d, 1H, J=8.9Hz), 3.95-3.85 (m, 5H), 2.34 (s, 3H), 

1.80-1.60 (m, 2H), 1.50-1.35 (m, 2H) ; 
MS (APCI, m/z): 477(M+1)+; 
HPLC (R): Rt. =3.4 min. 

(Hft0tj456) 

(6-p* y ^^-3-f ^)-[4-(6-^ *Mr Y y y>v* 
n ^ ?vl"f ^ y / [ 1 , 2- a ] b° y /v) -^T 

7 3 (Dik&faRme-* f/Wl^ y v?V-3MVV)- 
WUT (##0H8 5) SHfcJBU H16«15 7fcH 

[0 5 7 7] 1H-NMR (DMS0-d 6 ) 6 : 11.41 (s, 1H), 9. 
20 (s, 1H), 8.44 (s, 1H), 8.32 (d, 1H, J=8.9Hz), 



7.82 (d, 1H, J=9.5Hz), 7.73 (d, 1H, J=9.5Hz), 7.55 

(s, 1H), 7.42 (d, 1H, J=9.2Hz), 2.63 (s, 3H), 2.34 
(s, 3H); 

MS (APCI, m/z): 390(M+1) + ; 

HPLC (R) : Rt. = 3. 1 min. 
(HJ£#l457) 

[4-(6-*on-2-h y 7/^n^;K^^[l,2-a] 

y ;v)-y $ v i *4bk#|fcik 

##0IJ 7 0 Oft£*&tf (6-^ h y y-3->f /U) 

(##098 6) SHSWHU »S«15 7& 
H«fc:El&«:frv\ *Efls£*«:#fc. 

[0 5 7 8] 1H-NMR (DMS0-d 6 ) 6 : 10.44 (s, 1H), 8. 
90 (s, 1H), 8.43 (s, 1H), 8.00 (d, 1H, J=8.9Hz), 
7.85 (d, 1H, J=9. 7Hz), 7.58 (d, 1H, J=9.7Hz), 7.32 

(s,lH), 6.82 (d, 1H, J=8.9Hz), 4.26 (q, 2H, J=7. 
0Hz), 1.30 (t, 3H, J=7.0Hz); 
MS (APCI, m/z): 440(M+1)+, 442(M+1)+; 
HPLC (R) : Rt. = 5. 5 min. 

(%tt«!458) 

[4-(6-*nn-2-h V 7yVtn^f;W^/[l,2-a] 

tr y v^v-3-f >v) -^7 :/-A-2->r >>u] - (6- ^ ^ \* y 

7 0 <Ofta*&tf (6-p< y $^-3-^/W)- 

ft^^r *#«8 5) Srttfflu isi6«y i 5 7 1 

[0 5 7 9] 1H-NMR (DMSO-d 6 ) 6 : 11.46 (s, 1H), 9. 
16 (s, 1H), 8.81 (s, 1H), 8.37 (d, 1H, J=8.6Hz), 
7.95-7.80 (m, 2H), 7.65-7.60 (m, 2H), 2.63 (s, 3 
H); 

MS (APCI, m/z): 410(M+1)+, 412(M+l) + ; 
HPLC (R) : Rt. =3.3 min. 
(^J6#J459) 

2-7 ^ / -N-[4-(6-* n n-2- V V yfritxx } ^/W ^ 

trv [ i , 2- a ] t> y & y-3— r -5^7 /-/w-2— r 

N-(6-^ hdr'>-fcfyv?y-3^^)-rt H7 ^ K 
m.p. 131-134^; 

1H-NMR (DMS0-d 6 )6: 8.64 (s, 1H), 8.40 (s, 1H), 
8.02 (d, 1H, J=8.9Hz), 7.78 (d, 1H, J=9.7Hz), 7.71 
(s, 1H), 7.50 (d, 1H, J=9.7Hz), 7.04 (d, 1H, J=8. 
9Hz), 3.91 (s, 3H), 3.35-3.20 (br, 2H) ; 
MS (APCI, m/z): 483(M+1)+, 485(M+1)+; 
HPLC (R): Rt. =3.3 min. 

N-[4-(6-^nn-2-h ]) 7;wtoyf;K$^/[l,2- 

o]tr y v^v-3— (M-^r^— ^i-i-* y**y- 

N-(6-^ h^^-t: o y i^V-3->T^)-7-fe h7 5: K 
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3 8 2 tmm\cRi&*ftft^m&fc&®$:ftit 0 

dl p. 168-170^; 

1H-NMR (DMS0-d 6 )6: 8.62 (s, 1H), 8.45 (s, 1H), 
8.06 (d, 1H, J=8.9Hz), 7.78 (d, 1H, J=9.7Hz), 7.73 
(s, 1H), 7.51 (d, 1H, J=9.5Hz), 7.03 (d, 1H, J=8. 
9Hz), 4.15-4.00 (brs, 2H), 3.91 (s, 3H), 3.32 (s, 
3H); 

MS (APCI, m/z): 498(M+1)+, 500(M+1) + ; 
HPLC (R): Rt. =5.2 min. 
RQH-0955 

mm [[4-(6-* n n-2- h V ^ #V 

[ 1 , 2-a] t°y v^-3—f y^)-^T >^-/W2-^/W]-(6-^ 
h^y-tfy ^-3-^/u)-;*/yw^-f ;is]-*3-/u 

mmm 2 5 6 o^^^ffi^ i^xmrnm 3 8 2 £ i^tmc 

m.p. 157-159^; 

1H-NMR (DMS0-d 6 )6: 8.64 (s, 1H), 8.49 (s, 1H), 
8.09 (d, 1H, J=8.6Hz), 7.85-7.75 (m, 2H), 7.51 (d, 

1H, J=9.5Hz), 7.06 (d, 1H, J=8.6Hz), 4.75-4.55 (b 
rs, 2H), 3.91 (s, 3H), 2.14 (s, 3H) ; 
MS (APCI, m/z): 526(M+1)+, 528(M+1) + ; 
HPLC (R) : Rt. =5.4 min. 

(H3fe#j462) 

n-[4-(6-* DD-2-hy y?v*xi * * ^V[i,2- 

a]ey^y-3-^/V)-f7^ -/W2-^ M ~ N - (6- * ^ 

^ttttu s 8 <Di\L&m*®if% Lxmmm 2 so tmmiz 

m.p. 203-205t:; 

1H-NMR (DMS0-d 6 )6: 8.67 (s, 1H), 8.57 (s, 1H), 
8.02 (d, 1H, J=8.4Hz), 7.77 (d, 1H, J=9.7Hz), 7.70 

(s, 1H), 7.55-7.45 (m, 2H), 2.56 (s, 3H),2.08 (s, 

3H); 

MS (APCI, m/z): 452(M+1)+, 454(M+1) + ; 
HPLC (R): Rt. =4.6 min. 

2-7 ^ 7-N-[4-(6-^ n n-2- b U y;V#v* fyi~f ^ 
?V [ 1 , 2- a ] fc? y ^ V-3--T yv-) -fTv'-zH-'f yv]- 
N-(6->^/Vb o y ^^-3-W/W-T-fe: hT^ K 
%£0!l 4 5 8 Ofls£*SrflyB LTUffi^H 4 0 5 ^ R|#li: 
EJfc v &mc 0 
m.p. 122-125*0; 

1H-NMR (DMS0-d 6 )6: 8.90 (s, 1H), 8.64 (s, 1H), 
8.04 (d, 1H, J=8.4Hz), 7.86 (d, 1H, J=9.7Hz), 7.59 
(d, 1H, J=9.7Hz), 7.38 (s, 1H), 7.20 (d, 1H, J=8. 
6Hz), 3.85-3.70 (br, 2H) t 2.41 (s, 3H) ; 
MS (APCI, m/z): 467(M+1)+, 469(M+1)+; 
HPLC (R): Rt. =3.0 min. 



(*Jfc09464) 

N-[4-(6-^an-2-h U * ^ #9 [ 1 , 2- 

a]bry ^y-3--f;W-fr/- yu-Wyi-0-2-* 
N-(6-^^fc 0 y v?^-3-^/w)-r-fe hr^: KSSKflu 

5 8 0ft^fc^ b^VR»SrttfflLTllll£«!l3 8 2 k 
m.p. 181-183^; 

1H-NMR (DMS0-d 6 )6: 8.70 (s, 1H), 8.56 (s, 1H), 
8.04 (d, 1H, J=8. 1Hz), 7.80-7.70 (m, 2H), 7.55-7.4 
5 (m, 2H), 4.02 (s, 2H), 3.33 (s, 3H), 2.55(s, 3 
H); 

MS (APCI, m/z): 482(M+1)+, 484(M+1)+; 
HPLC (R): Rt. =4.5 min. 

SMft [[4- (6-* a n-2- h ]) y/V*u / TyWf S *V 
[ 1 , 2- a ] \* V S? ;V) -^T )V\ - (6-> 

SIS Srfi 1 * v ^*|Bft'&* £#fc 0 
m.p. 163-164^; 

1H-NMR (DMS0-d 6 )6: 8.73 (s, 1H), 8.57 (s, 1H), 
8.07 (d, 1H, J=8. 1Hz), 7.80-7.75 (m, 2H), 7.55-7.4 
5 (m, 2H), 4.62 (s, 2H), 2.56 (s, 3H), 2. 12 (s, 3 
H); 

MS (APCI, m/z): 510(M+1)+, 512(M+1)+; 
HPLC (R): Rt. =4.7 min. 
(H*WJ466) 

[4- (2, 6-^ $ ?v [ i , 2- a ] tr y v^^-3-^T /I/) 
-^■r v—>v-2-<< >v\ - (6- b y 7;utp^f^eyi;y- 

3--f /v)-T ^ y l 

5 mt&m t(6-hV ytvirxi * \f y *? v-3 

->fyP)-^*lJrUT (##«9 3) ^iL, ^JS^Jl 

[0 5 8 0] 1H-NMR (DMS0-d6) 6 11.27 (br s, 1H), 
8.94 (br s,2H), 8.38 (d, 1H, J=6.2Hz), 7.93-7.82 
(m, 3H), 7.64 (s, 1H), 2.63 (s, 3H), 2.44 (s, 3H) ; 
MS (APCI, m/z): 390(M+1)+; 
HPLC (R): Rt. =3.3 min. 

(3I»J467) 

Bffifc [ [4- (2, 8-^ ^w^r ^ ¥ y[ i , 2- a ] if y *J V-3 

->f yw) -J-7V—JV-2-4 yv] - (6- ^ ^/v If y ^^-3—f 
y^-^y^^e^y^-^f-yi/ :^tvu 

^WJ4 4 8 0{fc^*SrftfflL"CSIlS«3 8 2 
m.p. 177-179 X; ; 

1H-NMR (CDC13) 6 8.64 (d, 1H, J=2.4Hz), 8.25 (d, 
1H, J=7.3Hz), 7.72 (dd, 1H, J=2. 4Hz, 8.1Hz), 7.40 
(d, 1H, J=8. 1Hz), 7.09 (s, 1H), 6.92 (d, 1H, J=6. 5 
Hz), 6.49 (t, 1H, J=6.8Hz), 4.58 (s, 2H), 2.70 (s, 
3H), 2.59 (s, 3H), 2.58 (s, 3H), 2.21 (s, 3H) ; 
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MS (APCI, m/z): 436(M+1) + ; 
HPLC (R): Rt. =2.8 min. 
(^56011468) 

2-7 ^ / -N-[4-(2, 8-$>j* * #V [ 1 , 2- a ] tf y 

v?V-3-^/i')-^7 /1/-2-- Tyi/]-N-(6-^ ^/Vfc: 0 y 
y-3-f^)-T-fe h7^ K3ttlfetfc 
mmm4 4 8 Oft^Srttffl LrH»J 3 7 8 <!: HWiC 

m.p. 205-206 

1H-NMR (DMS0-d6) 6 8.83 (d, 1H, J=2.4Hz), 8.61 (b 
rs,2H), 8.55 (d, 1H, J=7.0Hz), 8.18 (dd, 1H, J=2. 
4Hz, 8.4Hz), 8.00 (s, 1H), 7.73 (d, 1H, J=7.3Hz), 
7.65 (d, 1H, J=8.4Hz), 7.29 (t, 1H, J=7.3Hz), 3.73 
(s, 2H), 2.63(s, 3H), 2.60 (s, 3H), 2.58 (s, 3H) ; 
MS (APCI, m/z): 393(M+1) + ; 
HPLC (R) : Rt. =1.9 min. 

N-[4-(2, 8-v^ *7l~f ^ V^L 1 , 2- a ] t'U 

)\d-^r /u-2->t/u]-n-(6-^ y sjj/-w 

^)-7i? h7^ K 

sas« 4 4 6 <Dik&®&&% vxmmm 2 8 0 t mm\z 

m.p. 197-198 t; 

1H-NMR (CDC13) 6 8.57 (d, 1H, J=2.7Hz), 8.28 (d, 
1H, J=6.8Hz), 7.63 (dd, 1H, J=2. 7Hz, 8.1Hz), 7.38 
(d, 1H, J=8. 1Hz), 7.06 (s, 1H), 6.90 (d, 1H, J=6. 8 
Hz), 6.47 (t, 1H, J=6.8Hz), 2.70 (s, 3H), 2.59 (s, 

3H), 2.57 (s,3H), 2.16 (s, 3H) ; 
MS (APCI, m/z): 378(M+1)+; 
HPLC (R): Rt. =2.6 min. 

(H*0!j47O) 

7 ^ J -m& 4-[ [4- (2, T S 9 V [ 1 , 2- a ] 
IfU ^)-^T/-/W2--f/U]-(6-p< h^r^-tf 

5-(2-tert-^ h^^/Wfc/WTt 

& (#%^J9 o) tmmm3 o 7oft^ftS:fflv>r*is 

M3 7 8 tn*fcRtftffftv^*IBfls^*«r#fc. 
[0 5 8 1] 1H-NMR (DMS0-d6) 6 : 8.66 (s, 1H), 8.4 

8 (d, 1H, J=2.4Hz), 8.44 (brs, 2H), 8.07 (dd, 1H, 
J=2.4Hz, 8.4Hz), 7.86 (s, 1H), 7.85 (d, 1H, J=7. OH 
z),7.75 (d, 1H, J=7.6Hz), 7.09 (d, 1H, J=8.9Hz), 
4.14 (brs, 2H), 3.93 (s, 3H), 3.83-3.78 (m, 2H), 
2.60 (s, 2H), 2.49-2.35 (m, 4H), 2.28 (s, 3H), 1.7 
0-1.60 (m, 2H); 

MS (APCI, m/z): 509(M+1)+; 
HPLC (R) : Rt. =2.5 min. 
«*0J471) 

N-[4-(2, 8-^^-f ^^^[l,2-a]fc°y v^-3-f 
;V) -^7 -2-* S/-N- (6-^ ^yU fc° y 



m.p. 199-200 t; 

1H-NMR (CDC13) 5 8.58 (d, 1H, J=2.2Hz), 8.26 (d, 
1H, J=7.0Hz), 7.64 (dd, 1H, J=2.4Hz, 8.1Hz), 7.39 
(d, 1H, J=8. 1Hz), 7.08 (s, 1H), 6.91 (d, 1H, J=6. 8 
Hz), 6.47 (t, 1H, J=6.8Hz), 4.01 (s, 2H), 3.45 (s, 

3H), 2.70 (s,3H), 2.58 (s, 3H), 2.57 (s, 3H) ; 
MS (APCI, m/z): 408(M+1)+; 
HPLC (R): Rt. =2.5 min. 

2-7 ^ / -N-[4- (2, 6- *J* ^ #9 [ 1 , 2- a ] fc 9 ]) 

A^-f-T*/— f/V]-N-(6- h y 

^^i/try ^-3-^ AO-r-fe hr* K3*6»tt 

m.p. 194-196 t:; 

1H-NMR (DMS0-d6)6 9.19 (d, 1H, J=2.4Hz), 8.58 (d 
d, 1H, J=2.2Hz, 8.6Hz), 8.51-8.46 (m, 3H), 8.30 
(d, 1H, J=8.6Hz), 7.95 (s, 1H), 7.80 (d, 1H, J=9. 5H 
z), 7.69 (d, 1H, J=10.3Hz), 3.87 (br s, 2H), 2.55 
(s, 3H), 2.24 (s, 3H); 
MS (APCI, m/z): 447(M+1)+; 
HPLC (R) : Rt. =2.2 min. 
(JIJ6fl|473) 

N-[4-(2, 6-v^ f-A^^f ^ 1 . 2-a]t 4 !J^-3->f 
;V)-J~T V )V\ - N - (4- * */- 7x^;V) -2- 
(4-^/Wfc°^7^V- W/V-)-7-t? h7^ K 

[0 5 8 2] 1H-NMR (CDC1 3 ) 6 : 8.42 (s, 1H), 7.38- 
7.32 (m, 3H), 7.09 (d, 2H, J=8.9Hz), 7.02 (s, 1H), 

6.93 (d, 1H, J=9.2Hz), 3.90 (s,3H), 3.17 (s,2H), 
2.59(s, 3H), 2.59-2.50 (m, 8H), 2.30 (s, 3H), 2.09 

(s, 3H); 
MS (APCI, m/z): 491(M+1)+; 
HPLC (R) : Rt. =2.3 min. 

(H1K0»474) 

N-[4-(2, 6-i^^ <f-)V-4 % 1 , 2- a ] tf ]) ¥ V-3— f 
^)-f7V^-2->f yU]-N-(4-7< h *i/-7 =.~/U)-2- 
\?7 V—JV- 1 —f^-7ir h 7 ^ K 
^IJfetfy 5 7 (Oft-fr* i: tr? LTHtfe^J 5 1 

[0 5 8 3] 1H-NMR (CDC1 3 ) 6 : 8.42 (s, 1H), 7.59 
(d, 1H, J=l. 1Hz), 7.51 (d, 1H, J=2.4Hz), 7.44 (d, 
2H, J=8.6Hz), 7.40 (d, 1H, J=9.5Hz), 7.14 (d, 2H, 
J=8.9Hz), 7.06 (s, 1H), 6.95 (d, 1H, J=7.6Hz), 6.3 
8-6.37 (m, 1H), 4.98 (s, 2H), 3.91 (s, 2H), 2.59 
(s, 3H), 2.10 (s, 3H); 
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MS (APCI, m/z): 459(M+1) + ; 
HPLC (R): Rt. =3.3 min. 

(AM475) 

2-7^ y-N-[4-(6-^ u 0-2- h \) ^ 

i , 2- «] try m-^t 9—;v-2-' tM- 

^ffitil 4 5 7 <D\k&®Z®im LXMI&M 4 0 5 t l^tHlC 
m.p. 205-207t:; 

1H-NMR (DMS0-d 6 )6: 8.63 (s, 1H), 8.45 (s, 1H), 
8.04 (d, 1H, J=8.9Hz), 7.85-7.75 (m, 2H), 7.53 (d, 
1H, J=9.7Hz), 7.05 (d, 1H, J=8.9Hz), 4.37(q, 2H, 
J=7.0Hz), 3.90-3.70 (br, 2H), 1.35 (t, 3H, J=7.0H 
z); 

MS (APCI, m/z): 497(M+1)+, 499(M+1)+; 
HPLC (R): Rt. =3.4 min. 
(§©fi#j476) 

2-7 ^ 7-N-[4-(6-^ n n-2- h ]) ^vW ^ 

y V [ 1 , 2- a ] fc° !i *J ^-3->T A-) 7 V —/V-2~4 >V] - 
N-(4-^ H^>-:7^/U)-7ir h7^ K2ffig»:g 

257 (Dit&mz&R isxmmm 3 7 8 1 mmz 

m.p. 209-211^; 

1H-NMR (DMS0-d 6 )6: 8.63 (s, 1H), 7.85-7.75 (m, 2 
H), 7.60 (d, 2H, J=8.9Hz), 7.51 (d, 1H, J=9.7Hz), 
7.17 (d, 2H, J=8.9Hz), 3.83 (s, 3H), 3.75-3.65 (b 
r, 2H); 

MS (APCI, m/z): 482(M+1)+, 484(M+1) + ; 
HPLC (R): Rt. =3.3 min. 
(£*60!l477) 

N - (4- ^ h * */- 7 m -2- (4- * fcV< 7^-1- 
-Y/W)-N-[4-(6-^ ^2- h y ^lofrn ^ S 
[ 1 , 2- a ] If y ^y-3->f /l/)-^T /V-2->f /W]-7-fe 
h7^ K 

^00 2 5 7^b^^N-^^t°-<=>v ? >'^ffiL 
m.p. 168-170^; 

1H-NMR (CDC1 3 )6: 8.33 (s, 1H), 7.51 (d, 1H, J=9. 
4Hz), 7.40 (s, 1H),7. 33 (d, 2H, J=8.9Hz), 7.10-7.0 
5 (m, 3H), 3.88 (s, 3H), 3.16 (s, 2H), 2.62-2.46 
(m, 8H), 2.30 (s, 3H), 2.14 (s, 3H) ; 
MS (APCI, m/z): 545(M+1) + ; 
HPLC (R): Rt. =3.4 min. 
0HM478) 

2-^xf;V7 * / -N- (4- ^ V* *S- 7 * ^/V) - N- [4- (6 

T/w- v y y^** * ^/W s *v [ i , 2- a ] tf y 

*JS« 2 5 7 <Dik&®b S^^VUT ^ V«H£ffl UTSIffi 
011 5 1 5 traamSJSSrfTJfcv^lEft'&ttSrffl'fco 



m.p. 174-175^; 

1H-NMR (CDC1 3 )6: 8.34 (s, 1H), 7.51 (d, 1H, J=9. 
2Hz), 7.39 (s, 1H),7.32 (d, 2H, J=8.9Hz), 7.09-7.0 

4 (m, 3H), 3.88 (s, 3H), 3.29 (s, 2H), 2.66 (q, 4 
H, J=7.3Hz), 2.14 (s, 3H), 0.98 (t, 6H, J=7. 3Hz) ; 
MS (APCI, m/z): 518(M+1) + ; 

HPLC (R): Rt. =3.5 min. 
(^«J479) 

N-(4-^ h*i/-7*~A')-l1-[4r(fi-*?'A<Vr h ]) 7 )V 
*X2 * * 1 , 2- a ] fc° y v^-3— r /U) -^7 ✓ 

— T^]-2- fcfa y S^X- 1 --f A--7i? h T 5 K 

^ifew 257 fc tru y ^^srfltffl \^x$mm 5 

m.p. 178-180^; 

1H-NMR (CDC1 3 )6: 8.33 (s, 1H), 7.51 (d, 1H, J=9. 
5Hz), 7.39 (s, 1H),7.33 (d, 2H, J=8.6Hz), 7.09-7.0 

5 (m, 3H), 3.88 (s, 3H), 3.32 (s, 2H), 2.65-2.60 
(m, 4H), 2.14 (s, 3H), 1.83-1.79 (m, 4H) ; 

MS (APCI, m/z): 516(M+1) + ; 
HPLC (R) : Rt. =3.4 min. 
(HJS0148O) 

N-(4-pt Y**/-7 *~tV)-N-li-(&-**J-;]s2-Y y 7fr 
tn^ fvW * #V [ 1 , 2- a ] t° y v> r ^) -f-7 ✓ 

— /w2--</v]-2-^-/v^y y-H;wrt hr^ K 

Uttfl 2 5 7 Oft^ kflsft y VSrffiffl LTUffiCT 5 

1 5 kmm\zRfc&ftte^mfflt&®*'&it 0 

m.p. 195-198t:; 

1H-NMR (CDC1 3 ) 6 : 8.32 (s, 1H), 7.51 (d, 1H, J=8. 
6Hz), 7.40 (s, 1H),7.33 (d, 2H, J=8.6Hz), 7.10-7.0 

6 On, 3H), 3.88 (s, 3H), 3.77-3.74 (m, 4H), 3.16 
(s, 2H), 2.56-2.52 (m, 4H), 2.14 (s, 3H) ; 

MS (APCI, m/z): 532(M+1)+; 
HPLC (R) : Rt. = 3. 4min. 
(£1601481) 

N-(4-^ h^^-7azn/V)-N-[4-(6-^^2-h y 7 /V 
irn * ?vW ^ #V [ 1 , 2- a ] f ]) )V)-^T V 

—^-2-4M-2-\: 0 7y—/V- 1 -J/U~T± bT^V 

mmm 257 <D{t&vo t *jv*-fr&*m Lxmmm 5 
1 5 kmmc&fczftft^mmit&®*mz 0 

m.p. 188-191^; 

1H-NMR (CDC1 3 )6: 8.31 (s, 1H), 7.59 (d, 1H, J=l. 
9Hz), 7.54-7.50 (m,2H), 7.45-7.42 (m, 3H), 7.14-7. 
06 (m, 3H), 6.38-6.36 (m, 3H), 4.96 (s, 2H), 3.89 
(s, 2H), 2.15 (s, 3H); 
MS (APCI, m/z): 513(M+1)+; 
HPLC (R): Rt. =5.0 min. 
(26KW482) 

2-^^y-;wi->f;wN-(4^ h*is~7 
-[4-(6-^^/>2-h y ^^^[1,2-a] 

try /v) -f r /-;v-2-f ;u]-r t h7^ k 
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I 



mmm 257 <o^m t *r 3 ^3a-a**h mmm 

5 1 5 kftmzRi&t:ftli^$tfcte&to£ft1t. 

[0 5 8 4] 1H-NMR (CDC1 3 ) 6 : 8.28 (s, 1H), 7.51 
(d, 1H, J=8.9Hz), 7.46-7.37 (m,4H), 7.17-7.06 (m, 
4H), 6.96 (s, 1H), 4.74 (s, 2H), 3.90 (s, 2H), 2.1 
5 (s, 3H); 

MS (APCI, m/z): 513(M+1) + ; 
HPLC (R): Rt. =3.4 min. 
(£1K«483) 

\?/Uy*~/U)-[4-(G-* ^;V2- V ]) y>v* 
n ^ fvW ^ [ 1 , 2- a ] tf D ^-3--f /W) -^*T 

###| 7 3 <D4k&®AXf(4-'( Vfn \?;V-y 

[0 5 8 5] 1H-NMR (DMS0-d6) 6 : 10.34 (s, 1H), 8. 
53 (s, 1H), 7.70 (d, 1H, J=9.2Hz), 7.51 (d, 2H, J= 
8.6Hz), 7.39 (dd, 1H, J=l. 6Hz, 9.2Hz), 7.22 (d, 2 
H, J=9.2Hz), 7.17 (s, 1H), 2.84 (sep, 1H, J=7. OH 
z), 2.33 (s, 3H), 1.18 (d, 6H, J=7. 0Hz) ; 
MS (APCI, m/z): 417(M+1)+; 
HPLC (R) : Rt. =6.8 min. 

(4-^y7 P 0/K^r->-y3i^;P)-[4-(6-^^V'2-MJ 

*n t ^/W ^ ¥ J [ 1 , 2- a ] t° y ^y-3-^;v)-fry 

-/w-2-^/v]-r ^ ^ i 

#%#J7 3©{fc^4MltK(4->f y^n^^-^-^)- 

[0 5 8 6] 1H-NMR (DMS0-d6) 6 : 10.27 (s, 1H), 8. 

52 (s, 1H), 7.69 (d, 1H, J=8.4Hz), 7.52 (d, 2H, J= 
8.9Hz), 7.39 (dd, 1H, J=l. 6Hz, 9. 5Hz), 7.19 (s, 1 
H), 6.88 (d, 1H, J=8.9Hz), 4.52 (sep, 1H, J=5. 9H 
z), 2.33 (s, 3H), 1.23 (d, 6H, J=5. 9Hz) ; 

MS (APCI, m/z): 433(M+1)+; 
HPLC (R) : Rt. = 6. 1 min. 
(§£J£#J485) 

7x^/1/)- [4- (6- ^^)V2- h ]) y/U*v*<f 

^4 %. #v [ i , 2- a ] tr y & >v) -^tv—jv-2- 

[0 5 8 7] 1H-NMR (DMS0-d6) 6 : 10.39 (s, 1H), 8. 

53 (s, 1H), 7.70 (d, 1H, J=9.2Hz), 7.53 (d, 2H, J= 
8.6Hz), 7.39 (dd, 1H, J=l. 4Hz, 9.2Hz), 7.24 (s, 1 
H), 7.15 (d, 1H, J=8.4Hz), 2.54 (q, 2H, J=7.6Hz), 
2.33 (s, 3H), 1.15 (t, 3H,J=8.4Hz); 

MS (APCI, m/z): 403(M+1) + ; 
HPLC (R) : Rt. =6.4 min. 



[4- (6-^ h y 7^tnyf;W?^/[l,2-a] 

try ^v-3-^^)-^r^/-/w2->r^]-(4- h y y;vir 

-M-nrtfT&tiimu mmmi 5 7 

[0 5 8.8] 1H-NMR (DMS0-d6) 6 : 10.71 (s, 1H), 8. 
47 (s, 1H), 7.77-7.69 (m, 3H), 7.39 (dd, 1H, J=l. 4 
Hz, 9.2Hz), 7.34 (s, 1H), 7.32 (d, 2H, J=8.4Hz), 
2.32(s, 3H); 

MS (APCI, m/z): 459(M+1)+; 
HPLC (R) : Rt. =6.4 min. 
(H2&0H487) 

(4-;3i h^e/-^^^/v)-[4-(6-^^2- h y yji**uj 

7A"< 5 [ 1 , 2- a ] fcT y ^^-3-f /U) -^T 

^;H-r^i*fk***S 

uTSrttfflU H16091 5 7 fcraHKcKrt*frV\ SIB 

[0 5 8 9] 1H-NMR (DMSO-d 6 ) 6 : 10.29 (s, 1H), 8. 
52 (s, 1H), 7.69 (d, 1H, J=9. 5Hz), 7.53 (d, 2H, J= 

8.9Hz), 7.39 (d, 1H, J=9.5Hz), 7.19 (s, 1H), 6.90 

(d,2H, J=8.9Hz), 3.40 (q, 2H, J=7.0Hz), 2.33 (s, 3 
H), 1.30 (t, 3H, J=6.8Hz); 
MS (APCI, m/z): 419(M+1)+; 
HPLC (R) : Rt. =5.8 min. 

(3,4-v^ h^i/-7x^;V)-[4-(6-^ ^2- b !) 

n * ^ y ✓[ i , 2- a ] e° y 
/^2--r^]-r * ^ i ^k&m®ti& 

*Bft«fc *:»*:. 

[0 5 9 0] 1H-NMR (DMSO-d 6 ) 6 : 10.29 (s, 1H), 8. 
54 (s, 1H), 7.69 (d, 1H, J=9.5Hz), 7.45-7.35 (m, 2 
H), 7.20 (s, 1H), 7.04 (d, 1H, J=8.9Hz), 6.91 (d, 
lH,J=8.9Hz), 3.71 (s, 3H), 3.69 (s, 3H), 2.31 (s, 
3H); 

MS (APCI, m/z): 435(M+1) + ; 
HPLC (R) : Rt. = 4. 9 min. 
(H*#I489) 

(3, 4-^^f;W7x=/l/)-[4-(6-^f;l/2- h y y;virn 

* fvW S [ 1 , 2- a ] \* y *j >\<) -t-t 
-2-4 a>]-7 ^ v i ^{b>;K*»*S 

7 3 (Dit&%)RXf(3, 4-^^ f;V-7x-;k)-ft 

[0 5 9 1 ] 1H-NMR (DMSO-d 6 ) 6 : 10.32 (s, 1H), 8. 
58 (s, 1H), 7.70 (d, 1H, J=8.9Hz), 7.49 (s, 1H), 
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7.40 (d, 1H, J=9.2Hz), 7.31(d, 1H, J=8. 1Hz) , 7. 23 
(s, 1H), 7.07 (d, 1H, J=8.4Hz), 2.34 (s, 3H), 2.19 

(s, 3H), 2.16 (s, 3H); 
MS (APCI, m/z): 403(M+1)+; 
HPLC (R): Rt. =6.4 min. 

3HM490) 

[4-(6-^ h V yfrirxi * *$-;v4 * yy[ 1 , 2- a ] 

tf y w-z-4)v)-*?t /— yw-2-Y /w]-(4- h y 7^ 

5 7 fcra«fcRjg*rfTV\ *IE{&g*«:»fco 
[0 5 9 2] 1H-NMR (DMS0-d 6 ) 6 : 10.97 (s, 1H), 8. 

47 (s, 1H), 7.86 (d, 2H, J=8.9Hz), 7.80-7.65 (m, 3 

H), 7.40 (d, 2H, J=8.4Hz), 2.33 (s, 3H) ; 

MS (APCI, m/z): 443(M+1)+; 

HPLC (R): Rt. =6.2 min. 
(^Jfe^l491) 

(3-7/^n-4-^^^3i^/U)-[4-(6-^^2- h V 7 
* 5vW ^ 1 , 2- a ] tf I) v^-3-^f ;V)-<f-T 

>\,yr * v i %\wmm& 

[0 5 9 3] 1H-NMR (DMSO-d 6 ) 6 : 10.63 (s, 1H), 8. 
55 (s, 1H), 7.80-7.65 (m, 2H), 7.40 (d, 1H, J=9. 5H 
z), 7.32 (s, 1H), 7.25-7.15 (m, 2H), 2.33 (s, 3H), 

2.15 (s, 3H); 
MS (APCI, m/z): 407(M+1)+; 
HPLC (R) : Rt. =6.2 min. 

(*HS«492) 

(4-^nn-;7:n^/W)-[4-(6-^/W2- h V 7;Vyfu*^ 

/W ^ l , 2-a] tf y ^y-3-^;v)-fr^-;w2- 

>r/v]-r^ii«iiS 

[0 5 9 4] 1H-NMR (DMS0-d 6 ) 8 : 10.65 (s, 1H), 8. 
47 (s, 1H), 7.75-7.65 (m, 3H) f 7.45-7.30 (m, 4H), 
2.33 (s, 3H); 

MS (APCI, m/z): 409(M+1)+, 411(M+1) + ; 
HPLC (R) : Rt. =6.2 min. 

1- [4-[4-(6-^^/V2-h U 7/UtD^f/W^^/tl, 

2- a ] tf y ^ /V) -^T /U-2->f ^7;/]-7 
*=L/V]-mj> / V 1 *>fc7Kfg»Jg 

#%#J7 3^{b-a'^U ; (4-r-fe^;u-7^^)-5 : - 
^l^T (##0ij4 7) SrttfflU »Jl5 7^i 

[0 5 9 5] 1H-NMR (DMS0-d 6 ) 8 : 10.96 (s, 1H), 8. 



48 (s, 1H), 7.94 (d, 2H, J=8.6Hz), 7.80-7.65 (m, 3 
H), 7.41 (d, 2H, J=9.5Hz), 2.34 (s, 3H) ; 
MS (APCI, m/z): 417(M+1) + ; 
HPLC (R) : Rt. =4.9 min. 
(H2fcfl!494) 

(2, 3- v» fc K * ^/ [ 1 , 4] *JHr * > M - [4- (6 

?sv2- h y 7/utp^ f;w ^ ^/ [ i , 2- « ] tf y v> 
^-3--r/^)-^r ^-^-2->t^]-t s > 1 jMbfcm^s 

###J7 3©fk^»M(2,3-^t Kn— <y^[l,4]^ 

**s/^-e-^f^)-^!jrur (#%«aj8 7) Sr^JB 

fc. 

[0 5 9 6] 1H-NMR (DMS0-d 6 ) 6 : 10.30 (s, 1H), 8. 

55 (s, 1H), 7.70 (d, 1H, J=9. 2Hz), 7.39 (d, 1H, J= 
9.2Hz), 7.34 (s, 1H), 7.21 (s, 1H), 6.95 (d, 1H, J 
=8.9Hz), 6.81 (d, 1H, J=8.9Hz), 5.45-5.15 (br, 4 
H), 2.33 (s, 3H); 

MS (APCI, m/z): 433(M+1)+; 
HPLC (R) : Rt. =5.2 min. 
(H;5gfl]495) 

[4- (6-^ f ;V2- h 9 7;Vt n ^ f ;W 1 , 2- a ] 

tf y i?v-w^)-*-r ✓-vw2-*f ^]-(3, 4, 5- h y ^ 

/W-ft^ur »#«8 8) SrttfflU S»fll5 7 

[0 5 9 7] 1H-NMR (DMS0-d 6 ) 6 : 10.43 (s, 1H), 8. 

56 (s, 1H), 7.69 (d, 1H, J=9.2Hz), 7.39 (d, 1H, J= 
9.2Hz), 7.25 (s, 1H), 7.02 (s, 2H), 3.71 (s, 6H) t 
3.61(s, 3H), 2.31 (s, 3H) ; 

MS (APCI, m/z): 465(M+1) + ; 
HPLC (R): Rt. =4.9 min. 
(H»J496) 

2-7 ^ y-N-(4— T y7 p D *~;V)-N-[4-(6-* 
^2- h y ^/V^n ^ ^ [ 1 , 2- a ] tf ]} v^V-3- 

4 8 3 Ofb'&ttSrttffi LT 4 0 5t |^«lc 

SIS Srfi 1 * v ^IBffr£**#fc 0 

[0 5 9 8] m.p. 153-156^; 
1H-NMR (CDC1 3 ) 8 : 8.32 (s, 1H), 7.52-7.40 (m, 4 
H), 7.31 (d, 2H, J=8.4Hz), 7.05 (d, 1H, J=9.2Hz), 
3.42 (s, 2H), 3.01 (sep, 1H, J=7.0Hz), 2. 12 (s, 2 
H), 1.30 (d, 6H, J=7.0Hz); 
MS (APCI, m/z): 474(M+1) + ; 
HPLC (R): Rt. =3.6 min. 

2-T ^ J - N- (4-^ yy'vtf^is-y ai -N- [4- (6- 
^ h y 7^ ^ 1 , 2-a ] tf y v> 

8 4©{fr£**ttffiLT*tt«4 0 5tB«l: 
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[0 5 9 9] m.p. 140-142^; 
1H-NMR (CDC1 3 )6: 8.37 (s, 1H), 7.52 (d, 1H, J=8. 
4Hz), 7.41 (d, 1H, J=0.5Hz), 7.28 (d, 2H, J=9. 2H 
z), 7.09-7.03 (m, 3H), 4.59 (sep, 1H, J=6.2Hz), 3. 
43 (s, 2H), 2.14 (s, 2H), 1.38 (d, 6H, J=6.2Hz); 
MS (APCI, m/z): 490(M+1)+; 
HPLC (R): Rt. =3.4 min. 

2-7 ^ / -N- (4-^/U-y=c -N-[4- (6-^ 3~/V2- 
h y 7 As** * 3vW S 1 , 2- a ] tf ]) ity-Z-J 
jV)-^TV—JV-2-4 M-T± Y7 ^ K 

mm 4 8 5 <Dit&b*&m isxmmi 40 5 1 mmc 

[0 6 0 0] m.p. 154-156^; 

1H-NMR (CDC1 3 )6: 8.33 (s, 1H), 7.51 (d, 1H, J=8. 
9Hz), 7.42 (d, 2H, J=6.8Hz), 7.41 (s, 1H), 7.31 
(d, 2H, J=8.4Hz), 7.06 (dd, 1H, J=2. 2Hz, 9.2Hz), 
3.40 (s, 2H), 2.76 (q, 2H, J=7.8Hz), 2.12 (s, 3H), 

1.30 (t, 3H, J=7.8Hz); 
MS (APCI, m/z): 460(M+1)+; 
HPLC (R): Rt. =3.3 min. 

(HJa«499) 

2-T^ y-N-[4-(6-^^/P2- h ]} 7/VtD^f;W^ 
✓ [ 1 , 2- a ] fc? y i? /U) -f-T y — /V-2--T /V]-N- 

(4-hy^/^n^ h^r^-^znn^)-Tir hT^ K 

4 8 6 ©ft^* tfleffl LT^JS^I 4 0 5 HttK: 

[0 6 0 1] m. p. 123-125^ ; 
1H-NMR (CDC1 3 ) 6 : 8.22 (s, 1H), 7.55-7.43 (m, 6 

H) , 7.09 (dd, 1H, J=1.6Hz, 9.5Hz), 3.40 (s, 2H), 
2.14 (s, 3H); 

MS (APCI, m/z): 516(M+1) + ; 
HPLC (R): Rt. = 3. 4min. 
(^JS^J500) 

2- V* * / -N - (4- * h**s-7 = -N-[4-(6 

^2- h y p y ?vi"T s *v [ 1 , 2- a ] tf y ^ 
^-3-^/u-)-^r> f -^-2-^^]-r'fe hrs k 

I ) (4-^ h^r->-^^n^)-[4-(6-^ fyW2- VV7 

* ^vw % *v [i, 2- a ] e y A-)-^7 

✓-/U-2-f /W]-T ^ (gftffl 5 5 8) 

5. 7 6g (11. 9 ^ U ^e/l-') £N,N-v^^/WT-fe 
hT* K6 Oml (C^Lfct>OiC4-t 0 ay^/fc°y 

S^fckJJftfti h y^/WT SV1. 5 8ml (11. 9 

/V ^n^Kl. 0 4ml (13. 1 ^ ]) £5 
#IHa>ttT«TLfc», 6 O^-ce^ffllt^LfCo £<b 
(^nnrtf;P ^n^Kl. 04ml (11. 9 

sy^e/v) sriD^sta-ei 4#ma»Lfco asdics* 



^^f y-ft»xf;^ill, 6. 07g,Hnn- 

N-(4-y h^->-7^n/V)-N-[4-(6-^^2-h y 

* n fvW * [ 1 , 2- a ] fcT y ^-3->< )V) -*f* 7 / 

M-7-tVT* KSr#fc. 
[0 6 0 2] MS (APCI, m/z): 481(M+1)+, 483(M+1) + ; 
HPLC (R) : Rt. =5.6 min. 

2) ^MM500 1) CQ2-^ PC2-N-(4-^ h^^- 
7 ^nyW)-N-[4-(6-p< ^vV2- h y J fvW ^ 

^5/ [ 1 , 2- a ] t° y v> v-3-^ /v) -f-r y-yw-2-^ /H- 

4 0mliC«j||Lfc 1 t>^tca^fb^MJl>Al. 8 9m 
g (12. 6 ^ 9 t*?*m>T%l' (5 0%*ig 

«0 3. Omim ^MT2^^#Lfc 0 RJfciS 
(:Slxf;i/^r h7b Kn77> (HSfcnfvi/ : r h 

(ftttai^/3i^y-/w=2o : 1) x*mm&, #<b 
#L^i2{b^-efcS2-^^^/wr^/-N-(4-^ 

i/-7 ain/V)-N-[4-(6-^ ^V2- h y !7/M-u ^ ^/U^ 

^ y ✓ [ 1 , 2- a ] tr y v />) -^r v-w-j >v\ 

-Tir hT^ K^4. 52g (7 3%) ^r#fc 0 

[0 6 0 3] m.p. 123-125^; 
1H-NMR (CDC1 3 )6: 8.32 (s, 1H), 7.51 (d, 1H, J=9. 
2Hz), 7.39 (s, 1H),7.32 (d, 2H, J=8.9Hz), 7.09-7. 
04 (m, 3H), 3.88 (s, 3H), 3.13 (s, 2H), 2.34 (s, 3 
H), 2.14 (s, 3H); 
MS (APCI, m/z): 490(M+1)+; 
HPLC (R) : Rt. =3.2 min. 

(H^M501) 

2-7^ /-N-(4-y h^r'>7i^)-N- [4- (6- ^ ^/1^2 
-hi) 7 As** * ^/W ^ ¥Vi 1 , 2- a ] V y v^-3--f 
^)-fr/-A-2v fyvl-ynftyr ^ KN- (tert- 

-L-77^>iIW5 5 80ft 

-&»4rttffl L^»J4 0 5 fcWWI»c:KB:«:fT4v^*IBfk 

m.p. 167-168 ^; 

1H-NMR (DMS0-d6) 6 8.25 (br s, 1H), 7.63-7.58 On, 
4H), 7.30 (dd, 1H, J=l. 5Hz, 9.2Hz), 7.11 (d, 2H, J 

=9.2Hz), 3.81 (s, 3H), 3.45 (q, 1H, J=6.8Hz), 2.19 
(s, 3H), 1.10 (d, 3H, J=6.8Hz); 

MS (APCI, m/z): 476(M+1) + ; 

HPLC (R) : Rt. =3.4 min. 
(HJS#i502) 

N-(4-^ h dr^-7x^/l/)-2-> *f-)V7 ^ y-N-[4-(6- 

y f-^2- h y 7/v*u * ^vw ^ yy[ 1 , 2-a] tr y & 
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y-3-*f fV)-^TV—)V-2-y{AA-r^ Y7% K(tert- 

i/y k t $mm 558 <D\k$m*®Lj% Lmmm 4 0 5 1 

[0 6 0 4] m.p. 145-146 

1H-NMR (DMSO-d6) 6 8.26 (br s, 1H), 7.63-7.54 (m, 
4H), 7.30 (dd, lH,J=1.6Hz, 9.2Hz), 7.11 (d, 2H, J 
=8.9Hz), 3.81 (s, 3H), 3.22 (s, 2H), 2.26(s, 3H), 
2.19 (s, 3H); 

MS (APCI, m/z): 476(M+1)+; 
HPLC (R): Rt. =3.3 min. 

2-T ^ y-N-(4-^ h^V-7^^;P)-3-^^N-[4-(6 

v y y>\>* a * fvw ^ [ 1 , 2- a ] b° y v 5 

S^^T(4-^ b^-?* [4- (6-7*^-2- h 

y y;viru * * yy[\ t 2- a ] f y y v-3-r ao- 

5 8) 1. 0 0 g (2. 06^y^/V) £^np^* 
y 4 0 ml&tf 1> y ^^/PT ;y4ml OjltfSKigft? U 
*?*S#V2^3?*/A>j>A>tf&<< ^ K2. 13g (10. 3 
^ y ^/U) , L-2-tert-y h^r^^^VT ^ /-3-p* 
^-y^y^2. 69g (12. 4^y^e/V) £4- 

trn y t°y ^3 0 5. 4mg (2. 06^y^ 

AO «rin;L SM-C2 4«p|H«#Ufc 0 SJ6J«^»»«r 

NtBEMBU ^fcl»*^My»KU 5%^>-i£ 
^@7k, IMWilfeJcDW h y * ^*»«Rt«S 

lift, ffiKfrttEEmiL, »b*tfc»**»Bt»Ji^a 

1) "CWSLfco »5>ftfciftSr3i^;^3 0mll: 
8»U mm— *J*Wsl 5ml Sriq^ % ^irei 4 

ks#u h y !>A**»attfttftfta[ 

( 7 7 %) £#fc G 

[0 6 0 5] m.p. 146-147 Xl; 

1H-NMR (DMS0-d6) 6 8.26 (br s, 1H), 7.63-7.56 (m, 
4H), 7.30 (dd, lH,J=1.6Hz, 9.2Hz), 7.11 (d, 2H, J 

=8.9Hz), 3.81 (s, 3H), 3.08 (d, 1H, J=6.5Hz), 2.20 
(s, 3H), 1.92-1.80 (m, 1H), 0.82 (d, 3H, J=6. 8H 

z), 0.74 (d, 3H, J=6.8Hz); 

MS (APCI, m/z): 504(M+1)+; 

HPLC (R): Rt. =3.5 min. 

b°n y i»-2^/U^>Wt (4-^ h^r^7x^/H-[4- 



(6-* *vU2- Yyyjvjrv* fywf ^*V[l,2-a]tfy 

^» 1 -tert^/l^^TV^Sr^/B LTHStfll 5 0 3i 
[0 6 0 6] m.p. 146-148 

1H-NMR (DMS0-d6) 6 8.25 (br s, 1H), 7.63-7.56 (m, 
4H), 7.29 (d, 1H, J= 9. 5Hz), 7.10 (d, 2H, J=8. 6H 

z), 3.81 (s, 3H), 3.71-3.64 (m, 1H), 3.00-2.94 (m, 
1H), 2.67-2.64 (m, 1H), 2.19 (s, 3H), 1.69-1.52 

(m, 2H), 1.27-1.02 (m, 2H) ; 

MS (APCI, m/z): 502(M+1)+; 

HPLC (R) : Rt. =3.5 min. 
(*ffi«505) 

2-7 ^ /-N-(4-:n h**S-7 *^/l/)-N-[4-(6-^ fM. 

- h y 7 )V*xi ;X ^ 1 , 2- a ] tf 9 

[0 6 0 7] m.p. 153-155t:; 

1H-NMR (DMS0-d 6 )6: 8.27 (s, 1H), 7.65-7.60 (m, 2 
H), 7.51 (d, 2H, J=8.9Hz), 7.29 (d, 1H, J=9.2Hz), 
7.08 (d, 2H, J=8.9Hz), 4.07 (q, 2H, J=7.0Hz), 3.25 
-3.20 (br, 2H), 2.20 (s, 3H), 1.35 (t, 3H, J=6. 8H 
z); 

MS (APCI, m/z): 476(M+1)+; 
HPLC (R): Rt. =3.4 min. 
(HJ60II5O6) 

2-T ^ / - N- (2, 3- *J t: K n ^ V [ 1 , 4] i?** is ^-6 

-^/^)-N-[4-(6-^ *??vi- Y y y/u^u ? ^/W ^ #V 

[ 1 , 2- a ] If y *J ;v) -*f*7 /l/]-T"fe 

^16^J4 9 4 0{ka**ttffl LTSIlfe^i4 0 5^ f^^C 

Srfi 1 * v t^* 

[0 6 0 8] m.p. 188-190^; 
1H-NMR (DMS0-d 6 ) 8 : 8.32 (s, 1H), 7.65-7.55 (m, 2 
H), 7.31 (d, 1H, J=9.2Hz), 7.22 (s, 1H), 7.10-7.00 

(m, 2H), 4.35-4.20 (br, 4H), 3.30-3.20 (br, 2H), 
2.23 (s, 3H); 

MS (APCI, m/z): 490(M+1)+; 
HPLC (R) : Rt. = 3. 3 min. 
(Hlfi«507) 

N-(4-Tir ^~JV- y = -2-T * J -N- [4- (6-^ ^/U2 

- h y ytvir* * ^ 1 , 2-a ] \? }) 
/V)-fry-/W2-^f;V]-rt Y7 ^ K 

H»J4 9 3©ft-&ft*ffifflb-Ciafi«|4 0 5 tmfflz 

SIS Srff* v ^*1Bft-&* Sr»feo 

[0 6 0 9] m.p. 185-187t:; 

1H-NMR (DMS0-d 6 ) 6 : 8.20-8.10 (m, 3H), 7.81 (d, 2 

H, J=8.9Hz), 6.45 (s, 1H), 7.60 (d, 1H, J=9.5Hz), 
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7.27 (d, 1H, J=9.5Hz), 3.25-3.20 (br, 2H),2.63 (s, 

3H), 2.15 (s, 3H); 
MS (APCI, m/z): 474(M+1) + ; 
HPLC (R): Rt. = 3.1 min. 

(3I*0»J5O8) 

2- 7 ^ /-N-[4-(6-^f-/^2- Y ]) y/U^u^^/U^f 

/ [ 1 , 2- a ] \f 9 *J >-Z-4 ?V) -<?7 ^/-/W2--f /V] -N- 

[0 6 1 0] m.p. 162-165**:; 

1H-NMR (DMS0-d 6 )5: 8.17 (s, 1H), 7.99 (d, 2H, J= 
8.4Hz), 7.91 (d, 2H,J=8.4Hz), 7.66 (s, 1H), 7.61 
(d, 1H, J=8.6Hz), 7.29 (d, 1H, J=9.5Hz), 3.25-3.20 

(br, 2H), 2.15 (s, 3H) ; 
MS (APCI, m/z): 500(M+1)+; 
HPLC (R) : Rt. =3.5 min. 

(^^J509) 

/-N-(3,4-v^ Y*is-y^ -N- [4- (6-^ 

7-jv2- y y yjv* n * fvW ^/[l^-al^y^y- 

3- ^/w)-^r/-/w2-^;v]-r-fe br ^ K 

[0 6 1 1 ] m.p. 182-184TC; 

1H-NMR (DMS0-d 6 ) 6 : 8.30 (s, 1H), 7.65-7.60 (m, 2 
H), 7.35-7.25 (m, 2H), 7.15-7.10 (m, 2H), 3.81 (s, 

3H), 3.77 (s, 3H), 3.30-3.25 (br, 2H), 2.17 (s, 3 
H); 

MS (APCI, m/z): 492(M+1) + ; 
HPLC (R): Rt. =3.2 min. 

2-7 ^ / -N- (3-y/l-lr n -4-^ *?;vy -N- [4- (6 

i-M- Y y y;v*u * fM ^ [ 1 , 2-a] fcT y v> 

4 9 1 ©fls£**:*yf! lth^j 4 o 5 mmic 

Sfl? Sr f?4 v «r»fc. 

[0 6 1 2] m.p. 159-161t:; 

1H-NMR (DMS0-d 6 )6: 8.26 (s, 1H), 7.70-7.55 (m, 3 
H), 7.47 (d, 1H, J=8. 1Hz), 7.37 (d, 1H, J=8. 1Hz), 
7.30 (d, 1H, J=9.7Hz), 3.30-3.20 (br, 2H),2.30 (s, 

3H), 2.19 (s, 3H); 
MS (APCI, m/z): 464(M+1) + ; 
HPLC (R) : Rt. =3.4 min. 

(SlJfeWll) 

2-T ^ /-N-(4-^ nn-7£^)-N-[4-(6-^^2- 
h y 7;Vt p ^ f ;W [ 1 , 2- a ] ^ !J y-3-< 
M-TTV—fWrj ;V]-T± YT^ K 

%mm 492 o^^^rffiffl u-cuffi^ij 4 0 5 ^ mm?. 

[0 6 1 3] m. p. 177-179^; 



1H-NMR (DMS0-d 6 )S: 8.22 (s, 1H), 7.75-7.60 (m, 6 
H), 7.30 (d, 1H, J=9.5Hz), 3.25-3.20 (br, 2H), 2.2 
0 (s, 3H); 

MS (APCI, m/z): 466(M+1)+, 468(M+l) + ; 
HPLC (R): Rt. =3.4 min. 
(3lJ§0ij512) 

2-T ^ y-N-(3, A-y* f;W7x^;i/)-N-[4-(6^ f- 

;v2- Y y ytvirv * fvW ^ #V [ i , 2-a] try v^-3- 

-f;i/)-fry-;i/-2-^;i/]-rt hTS K 

[0 6 1 4] m.p. 170-172^; 

1H-NMR (DMS0-d 6 ) 6 : 8.23 (s, 1H), 7.65-7.55 (m, 2 
H), 7.39 (s, 1H), 7.35-7.25 (m, 3H), 3.25-3.20 (b 
r, 2H), 2.28 (s, 3H), 2.27 (s, 3H), 2.17 (s, 3H) ; 
MS (APCI, m/z): 460(M+1)+; 
HPLC (R) : Rt. =3.5 min. 
(^JS#J513) 

2-T ^ /-N-[4-(6-y fvV-2- h y yjV*u* ^ # 

v [ i , 2- a ] tr y i>^-3-^ ^) -^r ;u-2->r ;k]-n- 

(3,4,5-h y ^ h^ri/-^^^;U)-Tir bT5: K 

SIS Srfrfc v ^Bfl^fc £#fc 0 

10 6 1 5] ra. p. 173-175*0; 
1H-NMR (DMS0-d 6 ) 6 : 8.33 (s, 1H), 7.65-7.60 (m, 2 
H), 7.30 (d, 1H, J=9.2Hz), 7.01 (s, 2H), 3.78 (s, 
6H), 3.71 (s, 3H), 2.18 (s, 3H) ; 
MS (APCI, m/z): 522(M+1)+; 
HPLC (R) : Rt. =3.2 min. 

(HJfi«514) 

2- T ^ y-N-(6-^ h^r^-try ^^-3->T^)-N-[4-(6- 
* ?yW2- Y y y;v*n t 3vW S £V[ 1 , 2- a ] \f ]) y 

y-3->f/W-fr^-/H-' r^l-T-t hT^ 

SIJSW 2 6 5 LT|HS« 3 7 8^ H3«fc: 

[0 6 1 6] m. p. 187-190^; 
1H-NMR (DMS0-d6)6: 8.50 (d, 1H, J=2.4Hz), 8.48 
(brs, 2H), 8.24 (s, 1H), 8.07 (dd, 1H, J=2. 2Hz, 8. 
9Hz), 7.76 (s, 1H), 7.64 (d, 1H, J=8. 9Hz), 7. 31 (d, 

1H, J=9.4Hz), 7.08 (d, 1H, J=8.9Hz), 3.92 (s, 3 

H) , 3.81 (s, 3H), 2.22 (s, 3H) ; 
MS (APCI, m/z): 463(M+1) + ; 
HPLC (R) : Rt. = 3. 1 min. 

N-[4-(6^oa-2-^f;W S *V[ 1 , 2-a] y 

3- y V M -2- V * ^;VT % /-N-(4- 

I ) [4- (6-^ a u-2-t f/U-'f * 99W % 2-a] fc° V *J 
JV)-7 ^ y (Hlfi^|8 1) 6. 99g (15. 5 ^ y ^E- 
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4 - fc e n y f y ^V*Hi*t h y 3i ^/ur ^ 
V2. 16ml (15. SSy^AO *1)\\Z_tz 0 £.WlT* 
fflfr\,l£frbt**T J t<?>\' 3 6ml 

(17. l^y^/I/) Sr5»IB^»r«TLfca, 7 0 

Kl. 3 6ml (17. l^y^e/p) Sr*Dx.^m-C15 

wmrnr h y 8«t«rttEE«Ru »e> 

U 3. 95 g (B5 7%) "C2-^na-N-[4-(6-^ 

* ^ V [ 1 , 2- a ] f y )V) -<? 

7 ;V] -N- (4-* h *f-7 *.~/u)-T± V 7 

S KMWfc. 

[0 6 17] 1H-NMR (CDC1 3 ) 6 : 8.83 (s, 1H), 7.71 
(d, 1H, J=7.7Hz), 7.36 (d, 2H, J=8.9Hz), 7.23-7.13 

(m, 2H), 7.18 (d, 2H, J=8.9Hz), 4.16 (s, 2H), 3.5 
5 (s, 3H), 2.70 (s, 3H); 
MS (APCI, m/z): 447(M+1)+, 449(M+1)+; 
HPLC (R) : Rt. =3.9 rain. 

2) Hife#I515 1) £>2-^nn-N-[4-(6-^nn- 

z-*7vw ^ ^/[ 1,2- a] try tfy-w^)-fry- 

2. 5 2g (5. 6 3^^) SrN.N-^^/V^/^ 
Kl 0mH:S)SbtW3Wkth!J!?A8 

3 9mg (5. 6 3^^) <b 5 0%-^f;l/7^ 

T*fc £ N-[4- (Han -2-^ ?vW S ^ / [ 1 , 2- a ] 

y ^y-3-^/w)-f-r /w-2->f /w]-2-i^p< f-^r ^ / 

-N-<4-* h**s-7=.~A')-7'* hT^ K£l . 1 5 g 
(4 5%) «r#fc e 
[0 6 1 8] m. p. 154-156TC; 

1H-NMR (CDC1 3 )6: 8.74 (dd, 1H, J=0. 8Hz, 2.2Hz), 
7.39 (dd, 1H, J=0.8Hz, 9.5Hz), 7.31 (d, 2H, J=8.6H 
z), 7.12 (d, 2H, J=8.6Hz), 7.06 (s, 1H), 7.03 (dd, 

1H, J=0.8Hz, 9.5Hz), 3.91 (s, 3H), 3.17 (s, 2H), 
2.61 (s, 3H),2.36 (s, 3H) ; 
MS (APCI, m/z): 456(M+1)+, 458(M+1) + ; 
HPLC (R): Rt. =2.5 min. 

«*0»J516) 

[[4- (6-* fvM' ^ ?9 [ 1 , 2- a ] ]) 

4 AO -f-T V—)V-2-4 )V\ -(4-^ h 3r * -A) -r 



[0619] 1H-NMR (CDCI3) 6 : 9. 00 (d, 1H, J=l. 4H 
z), 8.38 (d, 1H, J=2.4Hz), 8. 02(brs, 1H), 7.84 (d 
d, 1H, J=3.0Hz, 8.9Hz), 7.48 (d, 1H, J=8.9Hz), 7.1 
3 (dd, 1H, J=1.9Hz, 9.5Hz), 6.86 (d, 1H, J=8.9Hz), 

6.58 (s, 1H), 4.62 (s, 2H), 4.00 (s, 3H), 3.85 
(s, 3H), 2.59 (s, 3H); 
MS (APCI, m/z): 444(M+1)+, 446(M+1)+; 
HPLC (R) : Rt. =3.7 min. 

(HJ60J517) 

N-[4-(6-^n-2-^f;W 1 , 2-a ] t? D 

3— r /W) -f" 7 N 7 -/W2-^f /U] -N - (4- * h^r-^-^^^ 

/W-2-^ ^/ur ? y -r ir h r s K 

H*60tJ 8 1 <r>ft&m MO%-^ ^7 S ^7k8*SrflS 
ffiLT^ft^J5 1 5tra«JcSlC*:ff*v^ia^«S: 

[0 6 2 0] 1H-NMR (CDC1 3 ) 6 : 8.75 (s, 1H), 7.40 
(d, 1H, J=9.5Hz), 7.33-7.25 (m,4H), 7.12-7.02 (m, 
3H), 3.90 (s, 3H), 3.39 (s, 2H), 2.62 (s, 3H), 2.4 
6 (s, 3H); 

MS (APCI, m/z): 442(M+1)+, 444(M+1)+; 
HPLC (R) : Rt. = 2. 5 min. 

[(4-p< Y*c*s-y *lz^j\>)- [4- (6- y 3vW2- v y y;V*u 
* ?vw ^ yy [ 1 , 2- a ] tr y v^^-3-^^) -^T ✓—4^ 

(4-7< h ^^-^^^/U)-[4-(6-y ^/W2- h y 

/ *5->v-4 % # v [1, 2- a ] t° y v> y-3--f /W) -f-r /u 

-2-f ^]-T *^7K^^fi CMMm 5 5 8) 4 8 

5m g (1. OO^yw) HN-^^f/^A7 
^ K5ml WLfct, S8*y!>A2 7 6mg 
(2. 00^^) ^P^fc#, /nAii^^s 

^r/H89iii (2. oo^y^) ^nisot-e 

^ F^77^f- ( v?^ n a ^ ^ y/^ $ J -/u= 2 5 : 

1) -cwnufca, »fe^fc*s***^<»#bfc«, 

^MJ-V - »»^^-ea5^L*Eft^»4 3 9m g 
(R*9 2%) 4r#fc 0 
[0 6 2 1] ra.p. 140-142^; 

1H-NMR (CDC1 3 )6: 8.46 (d, 1H, J=1.4Hz), 7.58 (d, 
1H, J=9.5Hz), 7.49(d, 2H, J=8.9Hz), 7.16 (dd, 1H, 
J=1.9Hz, 9.2Hz), 7.00 (d, 2H, J=8. 9Hz) , 6. 80 (s, 1 

H), 4.60 (s, 2H), 3.86 (s, 3H), 3.78 (s, 3H), 2.37 
(s, 3H); 

MS (APCI, m/z): 477(M+1) + ; 

HPLC (R): Rt. =5.7 min. 
(SU60S519) 
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[(4-7* h^^-7x =l/V) - [4- (6-^ h y 

[(4"^ h y :n ^/^) - [4- (6- ^ ^/W2" h y 7/V*0 

S*V[l,2-a]t?y M^f-TV—As 
-2-^/w]-T^y]-SH ^TvU ^^tvU (H^J 5 1 

8) 3 0mg (6 37>f^^l/) ^x^;^l/2ml 
KlJBWU lN-*»ft+M? !^A*»JR94m 1«W 

28ml ^^/-/UmlSr^CMlO 
£Hk i@#$£J$ttL*: e 1 N-±g^7K^«3 7 6/il 

IMfrttEttHU »fe*Lfc»*«r 

fl?&* 2 5 m g (IR* 8 6 %) £#fc Q 

[0 6 2 2] 1H-NMR (DMS0-d6) 6 : 12.8 (brs, 1H), 
8.55 (s, 1H), 7.66 (d, 1H, J=9. 2Hz), 7.52 (d, 2H, 
J=8.9Hz), 7.36 (d, 1H, J=9.2Hz), 7.07 (d, 2H, J=8. 
9Hz),7.03 (s, 1H), 4.53 (s, 2H), 3.81 (s, 3H), 2.3 
5 (s, 3H); 

MS (APCI, m/z): 463(M+1) + ; 
HPLC (R): Rt. =4.7 min. 
(H&0IJ52O) 

2-xf /V7 ^ y-N-(4-^ h^cis-y =c^/V)-N- [4- (6- 
* *Mr Y 3 7;W^n y 5 *V [ 1 , 2-a ] b°y 

%W$l 5 5 8 <Dfc&lbk (Tert^ h 
[0 6 2 3] m.p. 135-136 °C\ 

1H-NMR (DMS0-d6) 8 8.26 (br s, 1H), 7.63-7.54 (m, 
4H), 7.30 (d, 1H, J=9.2Hz), 7.11 (d, 2H, J=9. 2H 

z), 3.81 (s, 3H), 3.28 (s, 2H), 2.52-2.46 (m, 2H), 
2.19 (s, 3H), 0.97 (t, 3H, J=7. 2Hz) ; 

MS (APCI, m/z): 490(M+1) + ; 

HPLC (R): Rt. =3.4 min. 
GHfcfl521) 

2-[(4-y v*i/-y ^^/^)-[4-(6-^^/v2- h y y;V* 

n y ?y W * *V [ 1 , 2- a ] tT y i> ;V) -=f~T /- 
/v-2--f ;i^]-r ^ 7 ]-Tir h 7 S K 

2-/n^rt hr^ K&ffiJBLTSasflis i 8 

[0 6 2 4] m. p. 240-243^ ; 

1H-NMR (DMSO-d6)6: 8.50 (d, 1H, J=2.4Hz), 8.48 
(brs, 2H), 8.24 (s, 1H), 8.07 (dd, 1H, J=2.2Hz, 8. 
9Hz), 7.76 (s, 1H), 7.64 (d, 1H, J=8. 9Hz), 7. 31 (d, 

1H, J=9.4Hz), 7.08 (d, 1H, J=8.9Hz), 3.92 (s, 3 
H), 3.81 (s, 3H), 2.22 (s, 3H) ; 
MS (APCI, m/z): 462(M+1) + ; 



HPLC (R): Rt. = min. 
(*JK«522) 

[(4-y hdr>>7xx;l/)-[4-(6-^f^2- h y y/V*v 
* fvW ^ *V [ 1 , 2- a ] fc° y *J )V) -T7 

[(4-y v*i/-y [4- (6- y ^ a-2- h y yfrirxi 
y ?vw ^ 1 1 , 2- « ] tr y ^-3— r -^r /i/ 

-2--r^]-r^/]-»K (^*^J5 19) 1 6 lmg 
(0. 3 4 9^!)W) ^mty3mlC8SU 
lN-**ft*^hy VJ*7kffi&0. 3 4 9ml (0. 3 

Eft-&* l 7 5 m g Sr#fc c 

1H-NMR (DMS0-d6)6: 8.79 (s, 1H), 7.63-7.58 (m, 3 
H), 7.32 (dd, 1H, J=1.6Hz, 8.9Hz), 6.97 (d, 2H, J= 
8.9Hz), 6.86 (s, 1H), 4.02 (s, 2H), 3.78 (s,3H), 
2.35 (s, 3H); 
(S*S«]523) 

2-[(6-y f-yi/try v^-3— f /u)-[4-(6-y ^2- h y !7 

A,* n y f;W ^ ^/ [ 1 , 2- a ] t tt y ^y-3->Y /V-) -f*T 

[0 6 2 5] 1H-NMR (DMSO-d6) 6 : 8. 71 (d, 1H, J=2. 
7Hz), 8.51 (s, 1H), 7.95 (dd, 1H, J=2. 7Hz, 8.2Hz), 

7.66 (d, 1H, J=8.9Hz), 7.63 (brs, 1H), 7.09 (s, 1 
H),4.47 (s, 2H), 3.29 (s, 3H), 2.34 (s, 3H) ; 

MS (APCI, m/z): 447(M+1)+; 
HPLC (R): Rt. =3.2 min. 
(^»J524) 

[(6-y ^b°y i^^-3-^/w)-[4-(6-y ^2- v y y/v 

fvW 5 1 , 2- a ] t° y v^-3--f /W) -f7^/ 

-/p-2--r^]-r ^ j y ^ ^^^/u 

ffiLTH*^J5 1 8 fc(Rj««cSlSSrfi i *^*Eft'&*Sr 

[0 6 2 6] 1H-NMR (DMS0-d6) 6 : 8.66 (d, 1H, J=2. 
7Hz), 8.35 (s, 1H), 7.91 (dd, 1H, J=2. 4Hz, 8.1Hz), 

7.67 (d, 1H, J=9.2Hz), 7.43-7.36 (m, 2H), 7.16 
(s, 1H), 4.72 (s, 2H), 3.69 (s, 3H), 2.52 (s, 3H), 

2.33 (s, 3H); 
MS (APCI, m/z): 462(M+1)+; 
HPLC (R) : Rt. =4.2 min. 

(*lMfl525) 

2- 7 $ j - n - (6- * fvu tr y & ^-3-^ /W-N- [4- (6- y 

h y y ^/w ^ [ i , 2-a ] if y >- 

3- >{/v)-fT)/-;H^/H-7t hr ^ K 
H»«4 5 6<Oft^«rttfflU-Cj|lS«4 0 5 

[0 6 2 7] m.p. 151-154^; 
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1H-NMR (DMS0-d 6 )6: 8.68 (s, 1H), 8.20 (s, 1H), 
8.00 (d, 1H, J=8. 1Hz), 7.70-7.60 (m, 2H), 7.48 (d, 

1H, J=8.4Hz), 7.30 (d, 1H, J=9.2Hz), 3.25-3.20 (b 
r, 2H), 2.55 (s, 3H), 2.21 (s, 3H) ; 
MS (APCI, m/z): 447(M+1)+; 
HPLC (R): Rt. =2.9 min. 

(^JS^J526) 

V [ 1 , 2- a ] \? V *J As) -*?T ^—JV-2-4 jv] -T 

^ v i %ik*mm& 

r mnm) sh£/bu mmmi 5 1 tmmc&ij&z 

[0 6 2 8] 1H-NMR (DMS0-d6) 6 : 10.33 (s, 1H), 9. 
45 (d, 1H, J=7.0Hz), 8.73 (d, 1H, J=7.8Hz), 7.57 
(d, 1H, J=7.3Hz), 7.52 (d, 2H, J=9.2Hz), 7.38 (s, 
1H),6.94 (d, 2H, J=9. 2Hz ), 3.73(s, 3H), 2.68 (s, 
3H); 

MS (APCI, m/z): 382(M+1)+; 
HPLC (R): Rt. =3.5 min. 
(^fc«27) 

N- (4-^ h 3r *S-7 * —fr) -N- [4- (2- ? ^8-^ b n - 
4 ^ # V [ 1 , 2- a ] t° y V )V) T 

/V]-Tir bT ^ K 

mmm 5 2 6 <Dik&yo*tiim Lxni&m 2 sot mm\z 

[0 6 2 9] 1H-NMR (DMS0-d6) 6 : 8.89 (d, 1H, J=6. 
8Hz), 8.18 (d, 1H, J=7.8Hz), 7.61 (s, 1H), 7.52 
(d, 2H, J=8.6Hz), 7.14 (d, 2H, J=8.6Hz), 6.87 (t, 
1H, J=7. 3Hz ), 3. 85 (s, 3H), 2.53 (s, 3H), 2.09 (s, 

3H); 

MS (APCI, m/z): 424(M+1) + ; 
HPLC (R): Rt. =3.8 min. 
(^5£01J528) 

N-(6-t Ko^rv/-t o y i^^-3->T/^)-2-^ b*V-N-[4 
-(6-^ +Mr h ]) y^irn * fvW ^ 1 , 2-a ] fc? 

fiMttTXlfcftl 2 6 5 (Dfc&fo 4 . 50g (11. 1 
Sy*/V) £rN,N-v^^vW1? hT^ K3 OmlfclRfl? 
U f^V7tf;V^ n y Kl 4. 6g (13. 4 ^ 

mWnUKH. 6g (13. 4Sy*7W)£ 

^/^=2 0 : 1) ■C3Bf«i-5 4:*Eft'&«2 3 Om 
g<b^JS0H4 0 BOftdHll. 6 0g£#fc o 
[0 6 3 0] m. p. 305-307^ ; 
1H-NMR (DMS0-d 6 )6: 8.38 (s, 1H), 7.87 (s, 1H), 



7.73 (d, 1H, J=9.5Hz), 7.70-7.60 (m, 2H), 7.34 (d, 
2H, J=9.5Hz), 6.45 (d, 2H, J=9.7Hz), 4.30-4.10 (b 

r, 1H), 3.34 (s, 3H), 2.26 (s, 3H) ; 

MS (APCI, m/z): 464(M+1)+; 

HPLC (R): Rt. =3.4 min. 
(HJS09529) 

3-[2- (4-^ h * i/-^ l/¥;i>) M -6-* 

rw- h y 7su*v * *$~>v4 x y^/n , 2-a] e° y *J> 

2-^n^-l-(6-^ h y 7;\siru * ^ #S 

[U-altfD^-WA'^yy 17 7mg (0. 
55^ ^(2-(4-^ h^r^-^^^/W-^^T 

ir hT ^ K 1 0 Omg (0. 5 5 ^ y £r^y- 

vh^77>f- (B»xW^fy=i : 1) -e» 
8L*IEfc^ft 14 7 mg (6 5%) *'&tc 0 
[0 6 3 1] 1H-NMR (CDC 1 3 )6: 8.41 (s, 1H), 7.60 
(d, 1H, J=9.2Hz), 7.49 (s, 1H),7. 32 (d, 2H, J=6. 5 
Hz), 7.17 (d, 1H, J=9.2Hz), 6.93(d, 2H, J=8.6Hz), 
4.37 (s, 2H), 3.82 (s, 3H), 2.33 (s, 3H) ; 
MS (APCI, m/z): 404(M+1)+; 
HPLC (R): Rt. =5.9 min. 
(H»J530) 

(3-^/^n-4-^^^^^W)-[4-(6-^^/V-2- h V 7 
/U* n J ^/W S ?V [ 1 , 2- a ] fcT y V M -^T 

7 3 (Dfc&m t ( 3 - 7/\s*u - 4 - ^ 7 
x^/H-ft^7 (#%^J4 4) <D{k&V0*&mL 

[0 6 3 2] 1H-NMR (DMSO-d6) 6 : 10.57 (s, 1H), 8. 
54 (s, 1H), 7.71 (d, 1H, J=3.8Hz), 7.67 (d, 1H, J= 
7.8Hz), 7.40 (d, 1H, J=9.5Hz), 7.31 (s, 1H), 7.19 
(d, 1H, J=8. 1Hz), 7.18 (s, 1H), 2.33 (s, 3H), 2.17 
(s, 3H); 

MS (APCI, m/z): 407(M+1)+; 
HPLC (R): Rt. =5.9 min. 
(H2&0H531) 

(6-p< fvwtr y ^y-3--f/w)-[4-(6-^ ^2- h y yjv^r 

a ^ ^/W ^ ?V [ 1 , 2- a ] tf y )V) -^T V— 

##0ij7 3<Dit<&Vot (6-^^/v-try v^y-3-^/W-^ 

(##«8 5) ©{b*ftt4tfflL*JM*l tra 
Srfr ft v ^*Ef fr&ft *r#fc. 
[0 6 3 3] 1H-NMR (DMS0-d6) 6 : 10.54 (brs, 1H), 
8.65 (d, 1H, J=2.4Hz), 8.48 (s, 1H), 8.03 (dd, 1H, 
J=3.0Hz, 8.6Hz), 7.69 (d, 1H, J=9.2Hz), 7.39 (d, 1 
H,J=9.5Hz), 7.31 (s, 1H), 7.20 (d, 1H, J=8.4Hz), 
2.40 (s, 3H), 2.33 (s, 3H) ; 
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MS (APCI, m/z): 390(M+1) + ; 
HPLC (R): Rt. = 3. 1 min. 
(Hffit&j532) 

2-[2-(2-T^y-x h^rv-)-rc ^^>>]- N -[3-[2-(4-^ 
^^^i/[l,2-a]try ^-8-f^]-T-fe h7S K2 h 

1 ) N-[4- (8-7 $ J -2-/ fvW ^ 2- a ] fcT » 
^V-3->< /\s)-3-y V— M-2r* < /U]-N-(4-^ h ^ri/-^^ 
=/v)-7ir h7S K 

%K0l 5 2 7 <0{fr&* 729mg (1. 7 2 S y ^/V) 
^^-/MOml«U 69g 
(2 5. *iDx.a*ftjKT*^Lfco 
1. 6ml *3^M^ltT«TLfcft6«fW*DSRai«U 

10:1) -t>fsssi"3 ^n-[4-(8-t s y -2-y * 

W [ 1 , 2- a ] If y 5* y-3--f /U) -fT /V-2--T A-] -N- 
(4-^ h^^-7s=;P)-7t h7$ K4 9 3mg (7 3 
%) £#fc 0 

[0 6 3 4] MS (APCI, m/z): 394(M+1) + ; 
HPLC (R): Rt. =3.2 min. 

2) N-7irfvV-N-(2-[2-[(3-[2-[7ir^/W(4-p< h 

^ ^ ^yu) -r ^ yj-^-r /W4-^ n^-z-t ^/v 
^#^ffiT-eN-[4-(8-r ^ y-2-y ^ 2- 

a]try $^-3--f AO -fry^-2-^;>]-N- (4-^ 
^-7*^/V)-T-fe hT5 3 2 1) 3 9 2 

mg (1. oo^yw) t[2-L2-(r±h^y^yy 

V K 4 4 0 m g (1. 50^y ^-/U) £N, N— ^ ^vw 
Tir bT^ K8mll^»Lfct>cOtChy^^T^ V 
0. 8mlSrJroAfc 0 HATU 5 7 0 m g (1. 50^U^ 

/v) Sr*o*.6 ot;-ci 5NrBB«^bfc 0 K**fc«lfc* 
f-^Sra*. b 5 !>A*»SK % flMMHK 

*?ft#Ut 0 #«WS:«*««^hy ^A-cftJda, 
«ttSrMEWBU# 6ftfc«4fcti 5-*[2-[2-(7ir 

y-Jvt Tiy^K4 4 0nig (1. 5 0^^) £ 
N.N-i^fvl'Ti? hT^ K8ml Kjgfl?L#:fccDlC h 
!)xf/l/T;yO. 8mJ*iD*.fco HATU 5 7 0 m g 

(i. 50^;yw) Sriq*.6 o^i 5«pwai#L 
hy ttKfcttEMBU BHtfrs/yay 



0 1 g £#fc 0 

[0 6 3 5] MS (APCI, m/z): 669(M+1)+; 
HPLC (R) : Rt. =3.9 min. 

3) 2- [2- (2-7$ h^rf)-^ h^i/]-N-[3-[2- 
(4-^ h^V-7xx/VT^ /) -^7 ^7-/^-4-^ /H-2- 
^ fvl~f ^ *V [ 1 , 2- a ] b° y i? >-S->{ >V\-T±YT^ 

K2 hy^/w^-pftKiS 

N-7 -fe ^vWf- (2- [2- [ (3- [2- [ 7 ir (4- t< b * V- 7 

^a-)-7 ^ y ] -fry-;M-^ m -2-y ^ ^ 

✓ [1,2-a] tfy i^V-8-^/V-^yW^^ h*^]- 
xh^r>>]-xf/v)-^yX7^ Kl. 00g^^/- 
;U30mli:7 1 h7tKo77yi5mli:g)SU t 
K? S^— 1 m 1 Sr^JP^ 1 B$P^nf?&!« Lfc 0 S 
^»?r«JESffi L# & ttfc« $ * * J -fr t 

RP-8 (7-fe b y/V : * (0. 0 1%hy7/^ 
oSit) = 7 0:3 0) -C»|!L*ia{k^*Sr5 9 0 
mg (lR*8 1% ^Xg) T*#fc 0 

[0 6 3 6] 1H-NMR (DMS0-d6) 5 : 10.21 (s, 1H), 9. 
71 (s, 1H), 8.72 (d, 1H, J=7.0Hz), 8.03 (d, 1H, J= 
7.6Hz), 7.79 (brs, 1H), 7.54 (d, 2H, J=8.9Hz), 7.0 
9 (s, 1H), 7.03 (t, 1H, J=7.0Hz), 6.93 (d, 2H, J= 
8.9Hz), 4.28 (s, 2H), 3.81-3.67 (m, 6H), 3.73 (s, 
3H), 3.05-3.00 (m, 2H), 2.57 (s, 3H) ; 
MS (APCI, m/z): 497(M+1)+; 
HPLC (R): Rt. =2.7 min. 

(2IJ604533) 

2-y h^>-N-(4-y h^-is-y^-M-u- [4- (6- ^ 

/W2- h y 7>Vir p ^ ^yV>T ^/[l,2-a]tfy^ V-3- 
-f/U)-^7> f -/P-2-f/P]-7ir h7$ K 

2 6 1 ©flS#4b*ttfll Itlti 3 8 1 fc 
SIS Srfr4 v ^flBfl:^* «r»^ 

m.p. 205-207^; 

1H-NMR (DMS0-d6)6: 8.25 (s, 1H), 7.63-7.56 (m, 4 
H), 7.29 (dd, 2H, J=L 6Hz, 9.2Hz), 7.10 (d, 2H, J= 
8.9Hz), 4.00 (s, 2H), 3.81 (s, 3H), 3.31 (s, 3H), 
2.19 (s, 3H); 

MS (APCI, m/z): 477(M+1) + ; 
HPLC (R): Rt. =5.0 min. 
(H*0J534) 

[ (4- * h * 9 S-7 * ~M -[4- (6-> ^/l/2- h y 

tny ^ ^ y [ i , 2- a ] tr y ^ y-3--r yw) -^7 ✓ 

m.p. 218-220^; 
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1H-NMR (DMSO-d6)6: 8.25 (s, 1H), 7.66-7.60 (m, 4 
H), 7.30 (dd, 2H, J=1.6Hz, 9.2Hz), 7.13 (d, 2H, J= 
8.9Hz), 4.60 (s, 2H), 3.81 (s, 3H), 2.20 (s, 3H), 
2.13 (s, 3H); 

MS (APCI, m/z): 505(M+1) + ; 
HPLC (R): Rt. =5.2 rain. 
(^fe#j535) 

^ J N-[4-(6-^ n ?vW ^ #V 

[ 1 , 2- a ] fcT y /U)-f-T /U-W yi^-N- (4 

m.p. 219-222^; 

1H-NMR (CDC13)6: 8.72 (dd, 1H, J=0. 8Hz, 2.2Hz), 
7.43-7.28 (m, 3H), 7.16-7.03 (m, 4H), 4.06 (d, 2H, 
J=4.6Hz), 3.90 (s, 3H), 2.62 (s, 3H), 2.07 (s, 3 

H); 

MS (APCI, m/z): 470(M+1)+; 
HPLC (R): Rt. =2.9 rain. 
(^*0H536) 

2-7tf;U7 5 /N-(4-y h * 7 a rvl') - N- [4- (6- 
^ ?VW2- h y 7/1^ n ^ ?vW S ^[ 1 , 2- a ] \f V V 

m.p. 211-213^; 

1H-NMR (DMS0-d 6 ) 6: 8.35-8.25 (m, 2H), 7.65-7.50 
(m, 4H), 7.30 (d, 1H, J=9. 2Hz), 7.13 (d, 2H, J=8. 9 

Hz), 3.85-3.75 (m, 5H), 2.20 (s, 3H), 1.89(s, 3H) ; 

MS (APCI, m/z): 504(M+1)+; 

HPLC (R): Rt. =4.2 min. 

^ J N-(6-7< ^/Utf y i^^-3->f /W)-N-[4 
-(6-y ^2- h y 7/M~n fvW S *V[ 1 . 2-a ] fcT 

[0 6 3 7] 1H-NMR (DMS0-d6) 6 : 8.74 (s, 1H), 8.3 
5 (brs, 1H), 8.20 (s, 1H), 8.05(d, 1H, J=7.3Hz), 
7.67 (s, 1H), 7.62 (d, 1H, J=9.2Hz), 7.50 (d, 1H, 
J=8. 1Hz), 7.31 (d, 1H, J=9.4Hz), 3.80 (d, 2H, J=4. 
6Hz), 2.56 (s, 3H), 2.22 (s, 3H), 1.89 (s, 3H) ; 
MS (APCI, m/z): 489(M+1) + ; 
• HPLC (R): Rt. =3.5 min. 

(HM0J538) 

2-7-ir^VT ^ J N-[4-(6-* ^Mr h y y;v*u t <f> 
fi><< ^ ¥ N / [ 1 , 2- a ] t° y v> ;v) -J-T V—;V-2- 

-YA-]-N-(4-h y 7/utpy^7in;l/)-7t 
K 

*««508<O^ttS:«fflUTSaS«2 8 0 fcB«I^K 



m.p. 205-207^; 

1H-NMR (DMS0-d6) 6 : 8.36 (t, 1H, J=5. 1Hz), 8.17 
(s, 1H), 8.00 (d, 2H,J=8.9Hz), 7.96 (d, 2H, J=8. 9H 
z), 7.68 (s, 1H), 7.61 (d, 1H, J=9.4Hz), 7.29 (dd, 

1H, J=1.6Hz, 9.4Hz), 3.79 (d, 2H, J=5.7Hz), 2.17 
(s, 3H), 1.88(s, 3H); 
MS (APCI, m/z): 542(M+1)+; 
HPLC (R): Rt. =4.6 min. 

(j8Jfc«539) 

<?;V*$-T /W2-^/P)-[4-(6-7« h ]) 7 )V 

*TiJ fvW * #V [ 1 , 2- o ] f y P M -?T9 

2-T^/-4-^^vU f7/^2 3mg (0. 2 

;Kyf^>7^-h2 9. 6/il (0. 22^y^ 

;v) «rJnifflar2 2i*IB«a*bfc, 

U #f>ixfc«SS:^h9fc Kn^9vi. 5ml(:g 

SPU lN-M^thy>MMl. OmUM 

/H. 5ml i:2-^n^-l-(6-^^-2- h y y 
/P^-n->f * [1, 2- a ] tf y v^-3--T AO -^9 /> 
(##09 7 3) 3 2mg (0. lO^W) tin* 4 

fc38*SrHPLC»IR (*7A Wakos i 1-II5 
C18HGM) , (0. oi%hy 

5micgjft by*- (2 - ts/^a) - rs 

V jtfy^i^VHL I/^lOOmg (O. 24^ 
y^e/K 2. 4 3^H/v/g) SriO*., ^fi"C3^M 
}t#bfc 0 EJfc«S:6iBU 5»Sr»EEaWBbfc. #<b 

ftfrU *IBft^*6mgS:#fc 0 

[0 6 3 8] 1H-NMR (DMSO-d6) 6 : 9. 11 (s, 1H), 7.9 
7 (d, 1H, J=8.9Hz), 7.72 (dd, 2H, J=9. 5Hz, 9.2Hz), 

7.40 (d, 1H, J=7.3Hz), 7.12 (s, 1H), 2.46 (s, 3 
H), 2.32 (s, 3H); 
MS (APCI, m/z): 396(M+1)+; 
HPLC (R): Rt. =4.9 min. 

[4- (6-* V y 7JV*u * ^/W ^ 991 1 , 2- a ] 

t> y y y-3--Y yu) -f- r ✓ — /v-2--< ^] -(4-7^ ^/v-f 

3 9 kmmKRfcZftte^mmit&wzntio 

[0 6 3 9] 1H-NMR (DMS0-d6) 6 : 8.54 (s, 1H), 8.0 
1-7.84 (m, 2H), 7.73-7.32 (m, 8H), 2.34 (s, 3H) ; 
MS (APCI, m/z): 458(M+1) + ; 



-127- 



4' 



4 



HPLC (R) : Rt. = 6. 3 min. 

[4- (5-* /U)-^T /U-W /W]- 

[4-(6-> ^/W2- h !J * ?vl~f ^ £V [ 1 , 2- a ] 

^ Lmmm 539^ mmcRj&zfttt^mtzik 

[0 6 4 0] 1H-NMR (DMS0-d6) 6 : 8. 54 (s, 1H), 7. 7 
1 (d, 1H, J=8.9), 7.49 (s, 1H) , 7. 43-7. 24 (m, 3H), 
6.81 (dd, 1H, 1. 1Hz, 3.5Hz), 2.47 (s, 3H), 2.33 
(s, 3H); 

MS (APCI, m/z): 478(M+1)+; 
HPLC (R): Rt. =6.7 min. 

(4-^ b **/--0*Sf-T ;v) -[4- (6-^ ^;V2 
- h ]) * % 1 , 2- a ] fc°y v^^-3-T 

4- * h ^iz-^y^fry^^/vr ^ y*{SWB 

[0 6 4 1] MS (APCI, m/z): 462(M+1) + ; 
HPLC (R): Rt. =5.8 min. 
(2£jfe«543) 

[5-(4-tert-^^/W^ = ^./U) -2-^ ^/U2H- fcT y /W 
3->f /V]-[4-(6-^ ^/W2- h !J ^ fvW S ¥9 

[ 1 , 2- a ] t° y ;v) -<?T V—;V-2-4 )V\-T % 

5- T5/ - 3 - (4-tert-^/V-y^^/P)-l-7«^t: <> 

[0 6 4 2] 1H-NMR (DMS0-d6) 6 : 8.57 (s, 1H), 7.7 
2-7.63 On, 3H), 7.42-7.38 (m, 3H), 7.33 (s, 1H), 
6.85 (s, 1H), 3.81 (s, 3H), 2.32 (s, 3H), 1.29 (s, 

9H);MS (APCI, m/z): 511(M+1)+; 
HPLC (R) : Rt. =6.6 min. 

(§«#J544) 

(2-^ ^^5-3- *y =c y ✓—/u- W M 

-[4-(6-*?v^-h y ^/[1,2-a] 

try i^y-3->f/u)-fTv'- yw2-Y/^]-r ^ y 

1-^^-3- — f/w) fcT 

[0 6 4 3] 1H-NMR (DMS0-d6) 5 : 8.55 (s, 1H), 7.7 
0 (d, 1H, J=9. 7Hz), 7.45-7.27 (m, 4H), 7.06 (dd, 1 
H, J=3.8Hz, 5.1Hz), 6.80 (s, 1H), 3.79 (s, 3H), 2. 
31 (s, 3H); 

MS (APCI, m/z): 461(M+1) + ; 
HPLC (R) : Rt. =5.0 min. 
(3U60H545) 

(4-^<y if y *;vy * ^)V^y ^ y-3-^f A-) -[4- (6-;* 



^2- h y ^m-p y fvw s ¥91 i , 2-a ] v y v^- 

WM-fT^- /WW M-T S y 

3 - T%J -4- (^y-^y^/^^^-— /I^^m^yU) 

[0 6 4 4] MS (APCI, m/z) : 521 (M+l)+; 
HPLC (R): Rt. =5.9 min. 
(HJE0I546) 

[4- (6-^ fMr h y 7 JV* n 5vW [ 1 , 2- a ] 

If y ^y-3-^f AO JV]- (6- h y ^/W^ 

n * ^yutr y s^-w AO -r^yi UttTkUf^K 

###J 7 3 <D\t^m t (6- h y 7 AoJ-n ^ fyf- y i?y 
-3-^/W)-ft»)l/T (##^J9 3) ^ffifflL, 

1 5 7i:H*ICRfc«?V\ *E^«*:#fco 
[0 6 4 5] 1H-NMR (DMS0-d6) 6 : 11.2 (s, 1H), 8.8 
8 (d, 1H, J=2.4Hz), 8.44 (br s, 1H), 8.41 (d, 1H, J 
=2.4Hz), 7.85 (d, 1H, J=8.9Hz), 7.72 (d, 1H, J=9. 5 
Hz), 7.49 (s, 1H), 7.41 (dd, 1H, J=l. 6Hz, 9.5Hz), 
2.33 (s, 3H); 

MS (APCI, m/z): 444(M+1) + ; 
HPLC (R): Rt. =5.3 min. 
(HJE0H547) 

[5- (4-^ n n 7x^)-2-^ ^/U-2W-h°y ^/-;U-3-^ 
yU]-[4-(6-y ^/W2- h y y/UX-vt^sU-J $¥9[1,2 

- a ] t* y ^y-3-^ /w) -^r v—)v-2-4 ;v]-r^n 

5- (Hnn7i ^/^) -2-^ ^/W2H- tf 7 /W3--f 

[0 6 4 6] 1H-NMR (DMS0-d6) 5 : 8.56 (s, 1H), 7.7 

6- 7.68 (m, 3H), 7.47-7.37 (m, 3H), 7.34 (s, 1H), 
6.92 (s, 1H), 3.83 (s, 3H), 2.30 (s, 3H) ; 

MS (APCI, m/z): 489(M+1)+, 491(M+1)+; 
HPLC (R): Rt. =5.9 min. 
(Hft#]548) 

[4- (2, 8- ^VW ^ ^/ [ 1 , 2- a ] fc° V *J>-3-<4 /U) 
-^T /W2-^/^]-(6- h y ^Vl^n ^ ^-/Ul: 0 y v^y- 
3--OW)-7 ^ y 1 

i <D\k&mk (6- b y p< f-/w-tf y *j 

[0 6 4 7] 1H-NMR (DMS0-d6) 6 : 11.3 (s, 1H), 8.9 
6-8.91 (m, 2H), 8.38 (dd, 1H, J=2. 4Hz, 8.6Hz), 7.8 
7 (d, 1H, J=8.6Hz), 7.80 (d, 1H, J=7.0), 7.65 (s, 
1H),7.47 (dd, 1H, J=7.0Hz, 7. 3Hz), 2.66 (s, 3H), 
2.63 (s, 3H); 

MS (APCI, m/z): 390(M+1)+; 
HPLC (R): Rt. =3.4 min. 

N-(4-p< h*i/-y*- ~)\<) -2- ^ ^~)VT ^ / - N - [4- (6- 
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* fyl/2- h y y ^/l^f ^ [ 1 , 2- a ] h° 5 v> 

mjswj 502 ©ft-fr*s:ttffl 2 69t mm\cK 

m. p. 203-206^; 

1H-NMR (DMS0-d 6 ) 5: 9.40-9.20 (br, 1H), 8.24 (s, 
1H), 7.73 (s, 1H), 7.65-7.55 (m, 3H), 7.31 (d, 1H, 
J=8.9Hz), 7.16 (d, 2H, J=8.6Hz), 3.95-3.85 (br, 2 
H), 3.83 (s, 3H), 2.60-2.50 (br, 3H), 2.20 (s, 3 
H); 

MS (APCI, m/z): 476(M+1) + ; 
HPLC (R): Rt. =3.2 min. 

[4- (4-^ a *-y* /V] - [4- (6-^ 

fvV2- hy7;vtn^ f;W ^ 1 , 2- a ] If y 
3-f;v)-f7/-;p-2->{ A^-T ^ >-l h y 7 A'* aft 

2-T ^ /-4-(4-^nt7xs;V)fr % /- /1^5 lmg 

(0. 2 0^PW) SrT-fehVl. 5mllCg(|fU 
^AMy^>7^h2 9. 6/zl (0. 2 2 

^ y *ao *MxMmx 2 2 mmmw Ltc 0 Kj&mzu 

EW8U #biifc»S*r' h^fc Yuyyi/l. 5m 

lfcSStffcU IN by ^AtK^I. Oml 
at5 5ttl0WH*tfc„ RJfc«fc*«rita;tR 

A'l. 5ml i:2-yp^-l-(6-^^/W2- 

(#%0»J7 3) 3 2mg (0. 10OW) «r*D 
*4 0t-Cl 7««n«#L*:. KJfctt«:*E*»U # 
btlfc^£&HPLC#® (#7i» Wakosil- 
II5C 1 8HGM) , *$J— >\>-1& (0. 0 1% 

[0 6 4 8] MS (APCI, m/z): 536(M+1)+, 538(M+1)+; 
HPLC (R) : Rt. = 7. 3 min. 

[5- (5-y u 7 3i ^-2->T AO -^T A"-2->f A'l 

-[4-(6-^^2-h y 7;^n^f/K^y[l,2-a] 

t° y v 5 >-3--r )V) -f*r >v\ -y $ > 1 h y 7 

2-T ^ / -5- (5-^ P f ;v) V—A'&fcm 

LHJS^J5 5 0 fcBI«lcSrt;«rtfftv^|B{fc^«t# 

[0 6 4 9] MS (APCI, m/z): 542(M+1)+, 544(M+1)+; 
HPLC (R): Rt. =7.3 min. 
(?§J60»552) 

(5-tert-y^/U-2-^ ^vU2H-fc°7 /-;U-W^)- [4- (6 
3VW2- h y 7 Aofrn ;< 3vl^ x ?V [ 1 , 2- a ] If V *J 

^/W-fr/^w-^/H-r ^ v i h y ^/^n 



5-T ^ y-3-tert-y^/Wl-^ ^Srffiffl L 

£te#J5 5 0 felHWIK:Sf&:«rf?ftv«Eft#Mft:*fc. 

[0 6 5 0] MS (APCI, m/z) : 435(M+1) + ; 
HPLC (R): Rt. =5.0 min. 
(5lJ£#l553) 

(2-^ h^^-7x^;V)-[4-(6-^fM- h y 7;i^tP^ 

w 5 *v [ i , 2- a ] f y v^-3-^r ao- 1 h-w ^ *v 

— /u-W AO-T ^1 hi) ^A'tf-nSgfefi 
2-^0^-1-16-^ 3VW2- h y ^ ^vw->< ^ ?/ 

[1, 2- a ] t° y y-3->f ;v) -x^ y y 3 4 . Omg (0. 
106; V^rJV) Rm-(2-t Y**S-y^~)\')->fT~ 
^lMfi2 1. 4mg (0. ^ 
y-/^2. OmllC&ftU Wi^»*5 1 ?^4 4. 0 
rag (0. 3 18>y^) SrJn*., 14^H*P|RS«L 

JSffitHPLC^R Wakosil-II5 

ci8HGOT) , *#;—;i'-7k (o. oi%hy 

mt&ty 6 mg (15%) £r#fc 0 
[0 6 5 1] MS (APCI, m/z): 388(M+1) + ; 

HPLC (R): Rt. = 3. 1 min. 
(H1&#1554) 

(4-^ h^>7xx/V)-[4- (6- / ^;V2- h V yjV-frxi* 
W ^ ¥V [ 1 , 2- a ] b° y v^^-3-r A*)- 1 H-^ ^ 

r^]-r ^ >- 1 h y y/v^-ng^^ 
Sllfe«|5 5 3 tl3«lcS««:fT4v^Eft^*Sr#fc. 

[0 6 5 2] MS (APCI, m/z): 388(M+1) + ; 
HPLC (R) : Rt. = 3. 1 min. 
(HIS#I555) 

(4-tert-y^/W-^T /W2--f/U)-[4-(6-p« ^/U2- h 

y ^/u^n ^ ^y^[i,2-a]tfy ^>-3-^r /u) - 

2-T ^ J -4-tert-^^/W^r 3 2 m g ( 0 . 2 0 

^ y^e/i^) ^rTir h>-l. 5mltt(SU ^y^;v 

^Vft^7^h2 9. 6m 1 (0. 2 2^!)^;l/) 

trUDA«ftTf2 2*IB«l*Ufco aSfK«r«E«»BU, 

U lN-TKHft-t-hy 0ml^M5 

/-/H. 5m 1 i:2-^n^-l-(6-^^;W2- h V yjV 
* a S ^ ✓ [ 1, 2- a ] y *J )V) (# 

#0117 3) 3 2mg (0. lO^^V) SriPx.4 Ot 
"CI 7«fMS#Ufc. S^$:«JEfiffiL, Wbtlfc* 

[0 6 5 3] 1H-NMR (DMS0-d6) 5 : 8.53 (s, 1H), 7.7 
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0 (d, 1H, J=9.7Hz), 7.41-7.37 (m, 2H), 6.62 (s, 1 
H), 2.32 (s, 3H), 1.31 (s, 9H) ; 

MS (APCI, m/z): 438(M+1) + ; 
HPLC (R): Rt. =6.7 min. 
(I£I6#J556) 

[4-(2, 8-$?7<f7l~f ^^^[1,2-alt 9 !; v^-3-f />)- 

N-u-y h * 7 ^ ~ / v) - y r ~ ^ y i msm t&^M 

1 cof^fei^ffi l^js^j 5 5 3 1 mmzBLfci-z> r t 

[0 6 5 4] lH-NMR (DMS0-d6) 6 : 8.80 (br s, 1H), 
7.63 (d, lH, J=6.8Hz), 7. 58-7. 53 (m, 3H), 7.31 (br 
t, 1H, J=6.8Hz), 7.17 (d, 2H, J=8.9Hz), 3.85 (s, 3 
H),2.59 (s, 3H), 2.54 (s, 3H) ; 
MS (APCI, m/z): 334(M+1) + ; 
HPLC (R): Rt. =2.2 min. 

(**fe«557) 

[4-(2, 6-v^ ^/W ^ 1 , 2- a ] fc* V v^-3-^ )V) 

-f-T /kl- (6-^ h^-ey^y-s-^/v)- 

#/w^yg? ^y/f;v ^*7Vi44-(2,6-v^^yw 
4 ^ ?V [1, 2- a ] y A") -^T /-/l/-2--f 

/i/|-(6-y h^i/-t°y ^v-3-^^)-r ^ yUfbfc^ 

& (H^J 3 0 7) Hnn V ^/^^x/^ffi 

ffiun^j3 o i kmm\zRfozftteo zhfckvmm 

m.p. 148-150 °C; 

1H-NMR (CDC13)6 : 8.44 (br s, 1H), 8.22 (dd, 1H, 
J=0.8Hz, 3.0Hz), 7.59 (dd, 1H, J=2. 7Hz, 8.9Hz), 

7.40 (d, 1H, J=8.9Hz), 7.01 (s, 1H), 6.95 (dd, 1H, 
J=1.9Hz, 8.9Hz), 6.90 (dd, 1H, J=0.8Hz, 8.9Hz), 

4.07 (d, 2H, J=6.5Hz), 4.01 (s, 3H), 2.59 (s, 3H), 
2.13 (s, 3H), 1.94 (sep, 1H, J=6.5Hz), 0.86 (d, 6 

H, J=6.8Hz); 

MS (APCI, m/z): 452(M+H) + ; 
HPLC (R): Rt. =3.8 min. 
(SI5E0»J558) 

(4-^ b **s-y rc^/^)-[4-(6-^ ^/W2- Y ]) y;viru 
* fvW ^ *V[1, 2-a ] y i^>-3--{/V)-^r^-^ 

-2-<< m-t ^ v i ^it^mmm 

ir^ur (###j3) shswbu imm 5 7tmmz. 

[0 6 5 5] 1H-NMR (DMS0-d 6 ) 6 : 10.31 (brs, 1H), 
8.52 (d, 1H, J=1.4Hz), 7.69 (d, 1H, J=3.6Hz), 7.55 
(dt, 2H, J=2.2Hz, 8.9Hz), 7.39 (dd, 1H, J=l. 9Hz, 
9.5Hz), 7.20 (s, 1H), 6.91 (dt, 2H, J=2. 2Hz, 8. 9H 
z), 4.38 (s, 3H), 3.72 (s, 3H) ; 
MS (APCI, m/z): 405 (M+l) + ; 
HPLC (R) : Rt. =5.3 min. 



(HJ60H559) 

(2, 5-v^ ^VW2H- f y /W-3-- f /U)-[4-(6-^ 

- V 9 y/viru t j-jv-j * [i, 2- a ] t° y 

/ - 1, 3 - f/H^7 ✓-/Hfcttffl 5 5 5 t 

[0 6 5 6] 1H-NMR (DMS0-d6) 6 : 8.50(s, 1H), 7.69 
(d, 1H, J=9. 1Hz), 7.39 (d, 1H,J=9. 1Hz), 7.30 (s, 

1H), 6.24 (s, 1H), 3.69 (s, 3H), 2.33 (s, 3H), 2.1 

2 (s, 3H); 

MS (APCI, m/z): 393(M+1)+; 
HPLC (R) : Rt. = 4. 1 min. 

(2-^ 5vW2H-fc°7 /W3-^/U)-[4-(6-y f7W2- h 

y y/U^u * 3vW * 2-a] tr y ^y-3-T/w)- 

5-T ^ y - 1 - * 3vVfcf 7 A'tMJWB LHJSftj 5 5 5 

[0 6 5 7] 1H-NMR (DMS0-d6) 5 : 10.5 (br s, 1H), 
8.47 (s, 1H), 7.69 (d, lh\ J=9.2Hz), 7.41-7.36 (m, 

2H), 7.30 (s, 1H), 6.41 (s, 1H), 3.77 (s, 3H), 2. 
32 (s, 3H); 

MS (APCI, m/z): 379(M+1)+; 
HPLC (R) : Rt. =4.0 min. 

[4-(6-y 7-/U-2- h y 7/V*u*?-Jl*-'($? % /ll, 2-a] 
tf y y-3— T )V) -J- T V—fV-2-4 )V\ -T^yi 

[0 6 5 8] 1H-NMR (DMS0-d6) 6 : 8.50 (s, 1H), 7.6 
9 (d, 1H, J=9.3Hz), 7.40 (d, lH,J=9.3Hz), 7.31 (s, 

1H), 6.19 (s, 1H), 3.68 (s, 3H), 2.33 (s, 3H), 1. 
81 (m, 1H), 0.89-0.82 (m, 2H), 0.64-0.60 (in, 2H) ; 
MS (APCI, m/z): 419(M+1)+; 
HPLC (R): Rt. =4.5 min. 
6 2) 

N-[4-(2, 6-i^ ^ y ✓[ 1 , 2- a ] fcT V 

[4- (2, 6-i^y ?VIW ^ ^/[l, 2-a ] t° y -^y-3-^/W)- 

:/-/w2— r/v]-(6-> h^r^-t o y ^y-3-^/u)-r 

S y*{b**»« (H*^J 3 0 7) y7 P o^^ft 

S^^ffiffi L^lg^J 5 6 3^ n«teS««rfT4 5Zk\z£ 

[0 6 5 9] 1H-NMR (CDC 13) 6 8.38 (s, 1H), 8.25 
(d, 1H, J=2.7Hz), 7.63 (dd, 1H, J=2. 7Hz, 8.6Hz), 
7.38 (d, 1H, J=9.5Hz), 7.05 (s, 1H), 6.95 (dd, 2H, 
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J=3.0Hz, 8.9Hz), 4.08 (s, 2H), 4.03 (s, 3H), 3.71 
-3.60 (m, 1H), 2.58 (s, 3H),2. 13 (s, 3H), 1.17 (d, 

6H, J=5.9Hz); 
MS (APCI, m/z): 452(M+1) + ; 
HPLC (R) : Rt. =3.4 min. 

mmms 6 3) 

N-[4- (2, 6-v>> fvW * *V [ 1 , 2- a ] tf V 

^y^h^^Sl?8 19mg (6. 2^y^A) Sr-^^ 
fy5ml IC^jltft^^ny K5ml 0 

l£, S*aSETN l N-^^f-^T-fe h T ^ K 1 5ml^g 
^UfCo [4-(2,6-^^P->f ^^✓[l > 2-a]tT» 

-Y/W)-T ^ ^*{b*3H»*6 (H16« 3 0 7) 1 . 3 4 g 

(3. i o s y-=e/v) %toz-tc&s h V ^a-t 5: v 1 

fcfc«fc!?*IBffrS«l5 1 3mg (3 6%) £#fc* 
m.p. 186-188 

1H-NMR (CDC13)6 8.38 (d, 1H, J=0.8Hz), 8.24 (d, 
1H, J=2.7Hz), 7.63 (dd, 1H, J=2. 7Hz, 8.9Hz), 7.38 
(d, 1H, J=8.9Hz), 7.05 (s, 1H), 6.94 (dt, 2H, J=l. 9 
Hz, 8.9Hz), 4.09 (s, 2H), 4.02 (s, 3H), 3.29 (d, 2 
H, J=6. 8Hz) , 2. 58 (s, 3H), 2.13 (s, 3H), 1.91 (sep, 

1H, J=6.8Hz), 0.92 (d, 6H, J=6. 8Hz) ; 
MS (APCI, m/z): 466(M+1)+; 
HPLC (R): Rt. =3.7 min. 

(H»J5 6 4) 

2-^y^W"3r V-N-[4-(2, 6-^^ ^VlW % 1 , 
2- a ] tf y v 1 ^-3— T M -?T ;V]-N- (6-^ 

[4-(2, 6-^p< TvW S *V[1, 2-a ] fc° y 

f7i/-/W2^;U]-(6-y h^i/-t o y ^y-3--f/W-r 

S y#Tblc9lflMK (SlJfifcl 3 0 7 ) 1. 0 0 g (2. 3 
1 ^ y^e/V) Sra*««TN l N— S^^^T-fe hTS K 
1 0 ml t h y xf;W7 5 V 3 5 0 /i 1 icSid Ifc, 4- 

brn y 9/ bry ^vsrttjiflApi^«, ^y^t^v 

-Ttf;^P7^K5 4 7 Ml (3. 4 7^y^e/v) 

m i ^y^vt^y-rtwa7^ K5 4 7m i 
(3. 4 7^;y^) sr*D*.sm-ei 5«pbs#«, * 

h y Ji^vur ^ y 3 5 0 m i ^^sM^^-r 

^D7^K54 7/il (3. 47^y ^A-) * 



k y ****** »B*fi*-cas»L 

B^^-eftiM-s - fc fc i 8 aia{b-&* l . o 7 g 

( 9 3 %) Sr»fc 0 

[0 6 6 0] 1H-NMR (CDC13) 6 : 8.36(s, 1H), 8.21 
(d, 1H, J=2. 7Hz), 7.57 (dd, 1H, J=8. 9Hz, 2.7Hz), 
7.40-7.20 (m, 5H), 7.06 (s, 1H), 6.96-6.89 (m, 2 
H), 4.65(s, 2H), 4.12 (s, 2H), 4.01 (s, 3H), 2.58 
(s, 3H), 2.12 (s, 3H); 
MS (APCI, m/z): 500(M+1) + ; 
HPLC (R): Rt. =3.7 min. 

(mmms 6 5) 

N-[4- (2, ^VV-f S 9V [ 1 , 2- a ] bf ]) ify-Z-J 

;u)-f7/-;w2--f;u]-N-(6-> h^-tfy v^-3- 

[4-(2,6-^^/l~f ^^ s /[l,2-a]t°y S^-3->fA')- 

f7y-/H-^;v]-(6-^ h^-^-try ^v-3->r^)-r 

3vu ^7>f KSHfcffl bHifi0»J 5 64^ H«lcSJCSr 

[0 6 6 1] 1H-NMR (CDC13) 6 : 8.37(s, 1H), 8.32 
(d, 1H, J=2.7Hz), 7.69 (dd, 1H, J=8. 9Hz, 2.7Hz), 
7.39 (d, 1H, 8.9Hz), 7.34-7.24 (m, 2H), 7.07 (s, 1 
H), 7.05-6.93 (m, 3H), 6.87 (m, 2H), 4.67 (s, 2H), 

4.03 (s, 3H), 2.58 (s, 3H),2. 13 (s, 3H) ; 
MS (APCI, m/z): 486(M+1) + ; 
HPLC (R): Rt. =3.7 min. 

mi&m 5 6 6) 

N-[4-(2, 6-v^ ^ 1 , 2- a ] fcT V v^-3-^ 

/V)-^T3/— /W2->T^]-N-(6-^ h^F-V-tr y 

-f^) -2- (3, 4, 5- by ^ h^iz-^y^/V^^-T-fe 

[4- (2, 6-v^y ^/W^ ^ ?V [1, 2- a ] tf 5 i^^-3-^ /^) - 

fr/^-2-^;v]-(6-> h^>-t°y ^^-3->f ^)-r 

(HK^J3 0 7) i:3,4,5-hy^ 

^SSrfi 1 * 5 - 1 K: <fc 0 *iaft-&*«r#fc B 

[0 6 6 2] MS (APCI, m/z): 590(M+1) + ; 
HPLC (R): Rt. =3.5 min. 

(mmms 6 d 

N-[4-(2, 6-^^ ^/W>f S 9 VI 1 , 2- a] \f V f 
/\s)-*5-TV— /W2-^f/W]-N-(6-^ h^f^>-t°y i^^-3- 
^;v)-2-(ft73:y-2^;M bT ^ K 

a*ftiKT, Tk^b^ h y (5 5%^t) 

2. 35 g (5 3. 8^y^;V) Sr^fy2 0ml"C 
2 0ftj^a, &*SU fF7tFD77y80ml« 
iLfco ifC2-ft7xy^^/-;V2. 1ml 

(2 1. 6^y^e/v) ^3 5>ra^ttT«TL, 1«PKI« 
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} 



* 



#L1t 0 U ^n*ft»3. 00 g (2 

1. 6^U*/u) £JP;t6 otrci. 5l$imK#«, S 
JiSSS*:*^ IftlOOml o#P;ifco $ 

^tttffil, Lfco #«W 

g mtco 

[0 6 6 3] *fSS!<£> (ft7xy2 — f/M 
St34mg Srtf^ftJttT-CN, N— ^/Wir h T % 
K 1 m 1 fclWKU [4-(2, ^A~f 5 ^✓[l, 2- 

-try yy-w^)-7 s ^it^mwm mmm3 o 

7) 4 3mg (0. U!)^) x 4-tfnjy/tf9 
5?V*UK*t b y 5 y 0 . 1 m 1 SriPx.fc p HA 

TU6 6 0mg (1. 7 3^^) ^DtSItl 5^ 

M*I^n^h^77>f- (^nn^y/^y 
-/V= 1 0 : 1.) TrtMlU »EO{b^« 3 7 mg (7 

3%) zmzo 

[0 6 6 4] MS (APCI, m/z): 506(M+1)+; 
HPLC (R) : Rt. = 3. 7 min. 

mmms e s) 

[ [4- (2, e-y ^ **->f * *v [ i , 2- a ] tr y *J ^-3 

[4- (2, S [1, 2- a ] t° y v? A)- 

^T s /-/V-2-^/V]-(6-^ h^>-fcTy ^^-3->f^)-T 
^ ^*{b7K^^ffi (H«*!3 0 7) ^ (S)-(-)-2-7-fe h 

[0 6 6 5] MS (APCI, m/z): 466(M+1) + ; 
HPLC (R) : Rt. =3.4 min. 

(££16095 6 9) 
2r**>WA>T $ J -N-[4-(2, X 1 , 2 

-a] fc> y v^^-3-f /P)-^T f/U]-N-(6-* b 

^>/-t o y ^>-3-^/u)-r-fe- hr ^ k 

[4- (2, 6-^p< ^VlW S 2- a ] fc> y ^ V-3-^T A)- 

f7/-;W2-^/V]-(6^ h^rv^-tf y v^V-3-^/U)-r 

^ (HJfe#!3 0 7) ^y^7;y^ 

Efl^«f£#rtio 

[0 6 6 6] MS (APCI, m/z): 499(M+1) + ; 
HPLC (R) : Rt. =2.6 min. 
mmmS 7 0) 

f"/W7 ^ / )-N-[4-(2, 6-$^ fvlW 

% ¥ v [ i , 2- a ] if y i? y-3->r /u) -f-r y-/w-2— r a] 

-N-(6-y h*^-fc>y ^y-3--fyw)-T-fe: hT ^ K 



[4-(2, fr-S?* fvl->f ^ 2- a] tT y ^>3^/U)- 

s /-/^-2— r/u]-(6-^ h^-tr y ao-t 

S y*^bjC*»i6 (Ultfifl 3 0 7) fc <<^*JAr* fyU- 

T ^ ^Srtt/B L5IJfc0j 5 1 5 <h R«fcEJ£«rfirft 
JcJ:!9^Eft^Sr#fco 

[0 6 6 7] MS (APCI, m/z): 513(M+1) + ; 
HPLC (R): Rt. =2.6 min. 

mmm5 71) 

2-(7ir5vl'-^ f/W7 ^ /)-N-[4-(2, 6-^ 
^ ^7 [ 1 , 2- a ] h° y V-3--*f A) -J-T ;V>] 
-N-(6-t< b^V-try i^V-3— f^)-Tir hT ^ K 
N-[4-(2, ^/W^ ^ ^y [ 1 , 2-a ] t" y ^ V-3-Y 

;v)-f7y-;w2^/i/]-N-(6-^ h^^-tfy i^^-3- 

-r^)-2-p«^/wr^ /-r* br^ k (H»J5 7 5) 

21mg (5 0^^n^) $:^np^^yi. 5 
mll:8*L7tf;^n y K3 5 a 1 (5 0 0W^ 

7mg (7 4%) ^#fc 0 

[0 6 6 8] 1H-NMR (CDC 13) 6 : 8.39(s, 1H), 8.31 
(d, 1H, J=2.4Hz), 7.75 (dd, 1H, J=8. 6Hz, 2.4Hz), 
7.39 (d, 1H, 9.2Hz), 7.05 (s, 1H), 6.98-6.93 (m, 2 
H), 4.16-4.00 (br s, 2H), 4.01 (s, 3H), 3.18 (s, 3 
H), 2.58 (s, 3H) f 2.17 (s, 3H), 2.13 (s, 3H) ; 
MS (APCI, m/z): 465(M+1)+; 
HPLC (R) : Rt. =2.9 min. 
5 7 2) 

N-[4-(2, ^W-^ ^ 1 , 2-a] t fl y ^^-3--T 

;v)-f7/-;w-2->f;v]-N-(6-^ h^r^-ify 

-2- ( 2 /P-ji^/PT ^ J ) -T ir 

hT^ K 

[4- (2, 6-v>^ ^/V— r S 9 V [1, 2- a ] tT V i»-Z-s( >V)- 

✓ — /w-2->r a] -(6-^ h >- tr y y ^-3--y /i-) -r 
^ ^^mmM mmm 307) 1 2-^*7 * ^-2- 

^/W^^/PT ^ ^Srttffl L jlJfe^J 5 1 5 t ia«^S^S 

5 r t K i 9 *Eft^**»fc. 

[0 6 6 9] MS (APCI, m/z): 519(M+1) + ; 
HPLC (R) : Rt. =2.7 min. 

(**«5 7 3) 
N-[4-(2, 6-^7^ ^/W ^ ^/ [ 1 , 2-a ] tf y i^^-3-r 
/l/)-5 L r> f -/W2-^^]-N-(6-^ h^rV-lf y i/V-3- 

4 jv) -2- ( 2 -^/isfc y 4 ->r />-xf/P7 ^ y)-r-fe 

[4- (2, 6- v>p< ^/W>f ^ £V [1, 2- a ] tf y ^>--3->T ^) - 

f7^-;w2- r a]-(6-^ h^ri^-tf y v^^-3— r^)-r 

^ (H*M 3 0 7) ^ 2-*/Vib yy-4- 
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[0 6 7 01 MS (APCI, m/z): 522(M+1) + ; 
HPLC (R): Rt. = 2.2 min. 

(S8S&«5 7 4) 
[[[4-(2, 6-^f7l~f ^ ^/[ 1 , 2-a] tfy *J>-Z-4 

2-T ^ /-N-[4-(2,6-v ? ^ ^ £V [ 1 , 2-a] try 

fV) -*f~T /W] -N- (6-^ h * V- fcT 

y /u)-r-fe h r ^ k 3 mm& (g&m 3 7 

8) 4 0 0mg (0. 7 fclfifi]fiW*«:iD 
mLmi&W3 7 8<D7V-ft2 4 0mg£#fc o ZtliT 

r^yioo/ii t4-^f^75y try e^ftfeSEfi 

SrJQx., 2-> h*V^h*v^n**^~h8 1 m 
g (0. 5 9^^) &*Px_^jfi-T?3^K«tjf Lfco 

0:1.) -CflfiRU SEOft^*2 9 0mg4:ffc o 
[0 6 7 1] MS (APCI, m/z): 511(M+1) + ; 

HPLC (R): Rt. =3.0 min. 
mims 7 5) 

N-[4-(2, ^/Wf ^ *V [ 1 , 2- a ] fcT y ^-3-^ 

/V)-f7/-;W2-/f;V]-N-(6-^ h ^r^-t: 0 y v^V-3- 

(tert-^ h^f^/^^/W^^-T ^ /J-T-feT 1 ^ 
y * TV y K t Uttftl 3 0 7 <0ffr&4to«H£JH L*lfc« 
4 0 5 fcRI«KSlS*rtT4v^*IBfb-&«l*»*:. 

[0 6 7 2] 1H-NMR (CDC13) 6 : 8.38(s, 1H), 8.24 
(d, 1H, J=2.7Hz), 7.62 (dd, 1H, J=8. 6Hz, 2.7Hz), 
7.38 (d, 1H, 9.2Hz), 7.05 (s, 1H), 6.98-6.92 (m, 2 
H), 4.02 (s, 3H), 3.36 (s, 2H), 2.59 (s, 3H), 2.45 

(s, 3H), 2.13 (s, 3H); 
MS (APCI, m/z): 423(M+1)+; 
HPLC (R): Rt. =2.1 min. 

(3HE0I5 7 6) 
N-[4- (2, 6-v^ $ 1 , 2- a ] fcT y V-3--T 

/v)-^r:A- /w2->f/u]-N-(6-^ h^^-try 

^ /W) -2- [ ^ ?VW (7*7* ^-2-^ A"* -T ^ / ] - 

y KSrttffl LHJfefli i 2 8 1 mm (»«Etttr y s^sh- 

[0 6 7 3] MS (APCI, m/z): 569(M+l) + ; 
HPLC (R) : Rt. =3.4 min. 



(**0J5 7 7) 
N-[4- (2, 6-iV ^->T ^ 9 VI 1 , 2- a ] fc° y v^-3-^f 

K*rtefl!L5Hfc«l 2 8 £|RM (SKtttf y ^«lt«: 
toll US:) HS«Srff4v^«IMb-e*Sr#fc. 

[0 6 7 4] MS (APCI, m/z): 577(M+1) + ; 
HPLC (R) : Rt. =3.8 min. 

(3t*«5 7 8) 
N-[4-(2, 6-v^ 7^-4 ^^ > /[l,2-a]b°y v> V-3-T 
/V)-f7^- A--2->f /H-N-(6-^ h^V-tf y ^^-3- 
>f /U) -2- [ ^ fvU- (7" p '< /Ufr -7 S J ] -T 

ir hT^ K 

^JS#|5 7 5^>fb^i:^n^V-l-^/lx4>-yp^n y 
HttoBLlBMJl 2 8 fcn* (WKttttry ^v«ltSr 
ffi^Lfc) ^KJ»*fT«v^|B{fc-&*«r»feo 

[0 6 7 5] MS (APCI, m/z): 529(M+1)+; 
HPLC (R) : Rt. =3.5 min. 

mmms 7 9) 

N-[[ [4- (2, 6-v?^ fyw^ ^ ^/[ 1 , 2- a ] tT y v^^-3- 
^f;v)-f7^- /W2-- f /V]-(6-^ h^V-b°y f 

lfi«J 1 2 8 t Wfiv^^ n n * ^ Srffiffl L 
fc) K:£0fi:s^T4v^E{b^*S:#fc. 

[0 6 7 6] MS (APCI, m/z): 527(M+1)+; 
HPLC (R) : Rt. =3.4 min. 
(H*«5 8 0) 

^ y y-2-%;vi£ >m [ [4- (2, 6-^ ^^--r ^ ^ [ l , 

2-a]fc p y ^^-3-^/V)-^r>^— /W2--f/U]-(6-^ 
7^ K 

KSrttffl L*ffi« 12 8^1^^ (WKtt^^ nn^y 

[0 6 7 7] MS (APCI, m/z): 517(M+1)+; 
HPLC (R) : Rt. =3.2 min. 

^f-X^ V»[[[4-(2, ^ ?V [ 1 , 2-a] 

y ^^-3-r/^)-^ri/-/w2-^yH-(6-p< h^^>-t° 
y ^^-3-^/i^)-^/w^^/w]-y ^-/u-r ^ k 

[0 6 7 8] MS (APCI, m/z): 661(M+1)+; 
HPLC (R) : Rt. =6.3 min. 

mmm 5 8 2) 

N-[4-(2, f ^ ?Vi 1 , 2- a ] \f V Vls-Z-J 
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N-(6-> b*i/-b°y v?y-3--f/W)-Tir bT; K 
|^Stl0mlC^4. 3m 1 £JPx.6 0^2^ 
MSB* UfCo t©KK« 2 m 1 *Wm\ 5 7 9 
15mg (3 6W^n^) ^nn^y3ml 

•eft^Lfc. M> 

(^nn^y/^y-/V=l 5:1.) 

[0 6 7 9] MS (APCI, m/z): 451(11+1) + ; 
HPLC (R): Rt. =2.8 min. 

(H16«5 8 3) 
[4- (2, 6- */l~f ^ y^/l 1 , 2- a ] tf y ^-3-^ 

[4-(2, ;^V[1, 2-a]try i?V-3->f^)- 

f-r a-w /i/|-(4-y h ^ * ^/v) - r ; 

{bk*»£ 5 7) ^an y zf*f-;V3L* 

t;v&% UUffi^J 30ii HMlfcKJ&fcfi 1 * 5 r. fc fc «fc 

[0 6 8 0] 1H-NMR (DMS0-d 6 ) 5 : 8.41 (br s, 1H), 
7.43 (dt, 2H, J=2.2Hz, 8.9Hz),7.38 (s, 1H), 7.35 
(d, 1H, J=9.2Hz), 7.08 (dt, 2H, J=2. 2Hz, 8.9Hz), 
7.01(dd, 1H, J=2.2Hz, 9.2Hz), 4.00 (d, 2H, J=6. 2H 
z), 3.81 (s, 3H), 2.46(s,3H), 2.02 (s, 3H), 1.99- 
1.93 (m, 1H), 0.78 (d, 6H, J=6. 5Hz) ; 
MS (APCI, m/z): 451(M+H)+; 
HPLC (R) : Rt. = 4. 2 min. 

(mm 1 ) 

(2, 8-^ S #V [1, 2- a ] tr y 

( 1 ) l-(2, 8-i^ S y^/Ll, 2-a ] tf U i^y-3- 

3-^^/Wt°y ^y-2->f;U7^6 4 9mg (6. 0 0; 

U^e/W) , 3^nD^y^y-2,4-^+yO. 9 3ml 
( 7 . 8 0 ; y RWRIfck*-*- h y ^ A 5 1 4mg 

(6. 1 2 S V^r/V) Y*i/^9^Sm\\CW& 

/^/-/V=10 : 1) -CKWU l-(2,8-i^^^/>- 
>f S*V[l,2-a]tfy ^>-3-^/U)-^^/ V7 1 7mg 
( 6 3 %) Srftfc. 

[0 6 8 1] 1H-NMR (CDC13) 6 : 9.61 (d, 1H, J=6. 8H 
z), 7.24 (d, 1H, J=7.0Hz), 6.93(t, 1H, J=7.0Hz), 
2.82(s, 3H), 2.64 (s, 3H), 2.63 (s, 3H) ; 
MS (APCI, m/z): 189 (M+H)+ ; 



HPLC (N): Rt = 1.8 min. 
(2) 2-^n ; e-l-(2,8-^^f/M 5^/[l,2-o]tT 
y *Jl/-1r4 / yi-(2, 8-v^ f^^f ; #V[1, 

2-a]fc°y^y-3-^;V)-x^/y7 1 5mg (3. 80; 
y^e/u) &4 7%-*{b**S5mlK:S«PU 70t;tC 
JnHI»ft> *^196/zl (3. 8 0;yw) <7>4 8% 
-*{blc*K5iDl»»«r4 0»l«I-C«Tbfc. 

*-e«S»U fc**WW- b y 9 A -eft* U »«Sr»E 
B»*^"Cft»L*Bffc;'&«6 1 9mg (6 1%) 

[0 6 8 2] 1H-NMR (CDC 13) 6 : 9. 59 (d, 1H, J=6. 5H 
z), 7.32 (d, 1H, J=7.0Hz), 6.99(t, 1H, J=7.3Hz), 
4.38 (s, 2H), 2.89 (s, 3H), 2.66 (s, 3H) ; 
MS (APCI, m/z): 267 (M+H)+, 269 (M+H)+ ; 
HPLC (N): Rt = 2.2 min. 

(##t*J 2 ) 

(4- h y 7/v*vi * ?~;v-y^^;v)-^-jrV \sT 

( 1 ) s<^/>( /W3-(4- h y ^ fvW? zn^/U) 

4-MJ7/Vtn^f/VTxyy8. 86g (5 5. 0; 

y^e/v) SrTi? y>2 o omitcgsaiu ^^^/wy 

fti/7^-h7. 3 9ml (5 5. 0 ^ y ^e^) £^0 

/H?^U^^ > /^/^-3-(4- 1> y ^/i^n ^ J-jis-y^ 
^)-ft^T14. 2g (7 9%) Sr*ft»*i L 

[0 6 8 3] 1H-NMR (CDC 13) 6 : 12.84 (s, 1H), 9.13 
(s, 1H), 7.95-7.89 (m, 4H), 7.72-7.66 (m, 3H), 7. 

60-7.54 (m, 2H), 4.37 (s, 2H), 2.85 (s, 3H), 2.42 

(s, 3H) ; 

MS (FAB, m/z) : 325 (M+H) + . 

(2) (4-hy 7;l/^D^f;V-7xx;v)-ft!>l/T 
^:/W/W3-(4-h y 7/vto^f;w7s=;p)-ft 
^714. 2g (4 3. 5 ; y Srxh^tKn 
77y2 0 0mll:g))m *»{k"fby^A5. 24g 

(13 1; y^U) ^ttKI OmlJC«»Lfct)^S:aPx., 

eo , c-c2WfiBia»ufc. sw*iwb^hy »>A5. 2 

4g (131;!]^) ^ttK 1 OmllcStfLfcfccDSrini 

x., 6 0t-e8«p|iBtll*Lfco Krt?*K:l»3i 

-ea*L-C*Eft^*8. 97g (9 5%) S:«fe»* 

[0 6 8 4] 1H-NMR(CDC13) 6 : 8.47 (brs, 1H), 7.71 
(d, 2H, J=8.6Hz), 7.39 (d, 2H,J=8.6Hz), 6.28 (br 
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s, 2H); 

MS (APCI, m/z): 221 (M+H)+ ; 
HPLC (N): Rt = 3.5 min. 
3 ) 

4-t< y**st ~y i/fflm.i 5. og (94. o^y^t 

^) mv/rySr^^Aio. o g (132^ 
ft. ^^y-/^^#ur^E^#j3. 7 1 g (22 

[0 6 8 5] 1H-NMR (DMSO-d6) 6 : 9.46 (s, 1H), 7.4 

0- 7.10 (m, 2H), 7.22 (d, 2H, J=8.9Hz), 6.90 (d, 2 
H, J=8.9Hz), 3.33 (s, 3H) ; 

MS (EI, m/z): 182 (M)+ . 
(##0H) 

1- (2, *Vl~f ^ *V[1, 2- a ] t° y ^V-3->f A-)- 

U)fcH*fcEJ«*tTi\ «Efc**tr»fc. 

[0 6 8 6] 1H-NMR (CDC13) 6 : 7. 53 (d, 1H, J=8. 7H 
z), 7.40 (t, 1H, J=8.7Hz), 6.81(d, 1H, J=6.9Hz), 
2.76(s, 2H), 2.68 (s, 3H), 2.49 (s, 3H) ; 
MS (APCI, m/z): 189 (M+H) + ; 
HPLC (N): Rt = 2.6 min. 

{&m\ s ) 

(2, 6-v^ 7yi~f y- 

[0 6 8 7] 1H-NMR (CDC13) 6 : 9.57 (s, 1H), 7.58 
(d, 1H, J=9.2Hz), 7.38 (dd, 1H, J=l. 9Hz, 9.2Hz), 4. 
37 (s, 2H), 2.85 (s, 3H), 2.42 (s, 3H) ; 
MS (APCI, m/z): 267 (M+H)+, 269 (M+H)+ ; 
HPLC (N): Rt = 2.4 min. 

mm\ 6 ) 

2- ^n^t-l- (2, 7-v^ ^ 2- a ] t° y y y- 

[0 6 8 8] 1H-NMR (CDC13) 6 : 9.58 (d, 1H, J=7. OH 
z), 7.43 (d, 1H, J=1.6Hz), 6.91(dd, 1H, J=l. 6Hz, 
7.0Hz), 4.35 (s, 2H), 2.84 (s, 3H), 2.48 (s, 3H);M 
S (APCI, m/z): 267 (M+H)+, 269 (M+H) + ; 
HPLC (N): Rt = 2. 3 min. 
7 ) 

2-zf n (2, 5, 7- h y ^ 
^-3-^;P)-^;y2-7^-4, 



[0 6 8 9] 1H-NMR (CDC13) 6 : 7.32 (s, 1H), 6.70 
(s, 1H), 4.42 (s, 2H), 2.78 (s,3H), 2.47 (s, 3H), 
2.44 (s, 3H); 

MS (APCI, m/z): 281 (M+H)+, 283 (M+H)+ ; 
HPLC (N): Rt = 2.5 min. 
8 ) 

2-^f;M ^^^/[1,2-alfcfy i/>-Z-%/l'tf>8t* h 

2-* ^--r ^ ?v a, 2- a] tr y ^y-3-#/u#>*x?- 

;V I7f/V9 1 Omg (4. 4 6^^/1/) 
/HOmli^SU 2N-*»ffrJ-b y 3 4ml 

( 6 . 6 8 ^ y ^-/v) mu-c i . 5 mmmw& 
[o 6 9 o] ±ia-c#bnfcis*i. 2o g , i-tK 

P^^y/hy7/-;V6 0 2mg (4. 46^^ 
/I') , hy^^T^Vl. 86ml (13. 4^y^e 
/!/) &t*N, ^vwe Kn^^r ^ ^ 6 5 

2mg (6. 69^!)^) SrN, N- f;^/VA7 * 
Kl5mlKl»A?U Tkfrbfco 1-^^-3- 
fvi/T ^ / 7* tVV) ^ K&&£ 1 . 2 8 g 

(6. 6 8^y*/v) Srira*., 7k»£otffc££a&tc 

4mg (6 7%) £#fc 0 

[0 6 9 1 ] 1H-NMR (CDC13) 6 : 8. 60 (d, 1H, J=6. 8H 
z), 8.02 (brs, 1H), 7.57 (d, lH,J=8.9Hz), 7.28 (t, 

1H, J=8.4Hz), 6.87 (t, 1H, J=8.4Hz), 3.58 (s, 3 
H), 3.41 (s, 3H), 2.56 (s, 3H) ; 
MS (APCI, m/z): 220 (M+H)+ ; 
HPLC (N) : Rt = 3. 1 min. 

mm\ 9 ) 

2-:/n^-l-(2-> * #V [l, 2- a] feT y v>y-3->T 

(1) h(2^ f /M ^ ^/[l, 2-a] t° y ^y-3-^;v) 

2-p« ^ 2- a ] tT y $^-3-#/l'#>'»^ h 

^rWf;W7U f 3 12Dig (1. 4 2^!iW) £g 

LfCo ftft^f/W^e/i>A2. 8 4ml (2. 8 4^ 
y^e/K 1. OM7h7tKn77«) Sr5^B^ 
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^"^2 2 0mg (8 2%) £#fc 0 

[0 6 9 2] 1H-NMR (CDC 13) 6 : 9.89 (d, 1H, J=7. OH 

z), 7.64 (d, 1H, J=8.9Hz), 7.44(dt, 1H, J=l. 1Hz, 

7.0Hz), 7.01 (t, 1H, J=6.8Hz), 2.94 (q, 2H, J=7. 3H 
z),2.81 (s, 3H), 1.29 (t, 3H, J=7. 3Hz) ; 
MS (EI, m/z): 188 (M)+ . 

( 2 ) ±iB-C*# btltcl- (2- * % 7 7 [ 1 , 2- a ] t° 

y ^y-3--f M-7vAv-\-^s*:i%\^x&nm\ 

(2) <^«t£&f&£m\ 2-^n^-l-(2-^^/W^r 

^ *V[i, 2-a] f y ^y-3->f;p)-/p/N 9 y-i-ty$:# 

[0 6 9 3] 1H-NMR (CDC13) 5 : 9. 78 (d, 1H, J=6. 8H 
z), 7.68 (d, 1H, J=9.2Hz), 7.52(t, 1H, J=7.8Hz), 
7.08(t, 1H, J=6.8Hz), 5.17 (q, 1H, J=6.8Hz), 2.91 
(s,3H), 1.95 (d, 3H, J=6. 8Hz) ; 
MS (EI, m/z): 266 (M)+, 268 (M)+ . 

(mm 1 0 ) 

(6-y ^/w ^ 77\\, 2-a] try 

[0 6 9 4] 1H-NMR (CDC13) 6 : 9.90 (s, 1H), 7.61- 
7.51 (m, 2H), 4.34 (s, 2H),2.84(s, 3H) ; 
MS (APCI, m/z): 333 (M+H)+, 335 (M+H)+ ; 
HPLC (N): Rt = 2. 1 min. 

(mm 1 1 ) 

2-yn*-i-(2-y 3vu-6- h ]) 7 vM-n / T/v-j ^ 77 
[1, 2- a ] t° y v? y-3-^T )V) -31 * / y 
2-T^/-5-hy ^ fvW- tr y ^Srfflv^ 

[0 6 9 5] 1H-NMR (CDC13) 6 : 9.84 (s, 1H), 7.58 
(d, 1H, J=9.2Hz), 7.43 (d, 1H, J=8.6Hz), 2.90 (s, 
2H),2.63 (s, 3H); 

MS (APCI, m/z): 321 (M+H)+, 323 (M+H)+ ; 
HPLC (N): Rt = 2.0 min. 

(mm 1 2 ) 

2-/a : e-l-(6^ n v-2-* fvW ^ *V[1, 2-a] fy 

[0 6 9 6] 1H-NMR (CDC13) 6 : 9.82 (s, 1H), 7.62 
(d, 1H, J=9.2Hz), 7.49 (d, 1H, J=9.2Hz), 4.36 (s, 
2H),2.86 (s, 3H); 

MS (APCI, m/z): 287 (M+H)+, 289 (M+H)+ ; 
HPLC (N): Rt = 2.0 min. 
1 3 ) 

2-7 d (2-pt ^ y ✓ [l, 2- 0 ] tr y s^-3->r 

;V) -2- 7 m ^ywx ^ / y 



[0 6 9 7] 1H-NMR (CDC 13) 6 : 9. 81 (d, 1H, J=6. 8H 
z), 7.75-7.61 (m, 3H), 7.53 (t, 1H, J=7.8Hz), 7.43- 
7.27 (m, 3H) 7.08 (t, 1H, J=7.0Hz), 6.29 (s, 1H), 
2.92 (s, 3H); 

MS (APCI, m/z): 329 (M+H)+, 331 (M+H)+ ; 
HPLC (N): Rt = 2.5 min. 
(##03 1 4 ) 

2-/n^-l-(2^ fvW % 77[\. 2- a] V ^V-3-f 

J6*rfTV\ «lBffr&»*#fc 0 
[0 6 9 8] 1H-NMR (CDC 13) 6 : 9.79 (d, 1H, J=7. OH 

z), 7.69 (d, 1H, J=8.9Hz), 7.53(t, 1H, J=7.6Hz), 

7.09(t, 1H, J=7.3Hz), 5.04 (t, 1H, J=7.0Hz), 2.90 

(s,3H), 2.28-2.14 (m, 2H), 1.52-1.43 (m, 2H),1.00 

(t, 3H, J=7.0Hz); 

MS (EI, m/z): 294 (M)+, 296 (M)+ . 

1 5 ) 

^-3- * J-sV-l- (2- ?v W S 7 7 [ 1, 2- a ] fcT y 

%iMy7^;v-?7*isVj±zm^x, mm 9 1 mm. 

[0 6 9 9] 1H-NMR (CDC 13) 6 : 9. 79 (dt, 1H, J=0. 8 
Hz, 7. 3Hz), 7.68 (dt, 1H, J=0.8Hz, 8.6Hz), 7.53 (d 
t, 1H, J=0.8Hz, 7.0Hz), 7.08 (dt, 1H, J=l. 3Hz, 7.0 
Hz), 4. 80 (d, 1H, J=8.9Hz), 2.88 (s, 3H), 2.61-2.50 

(m, 1H), 1.25 (d, 3H, J=6. 5Hz), 1.04 (d, 3H, J=6. 
5Hz); 

MS (EI, m/z): 294 (M)+, 296 (M) + . 

{mm 1 6 ) 

2-7 n ^-1- (2- * S [1, 2- a ] -Y V*cJ V >- 

mm i kmm\cRfc*ft\<\ *Bfls**«r»fc. 

[0 7 0 0] 1H-NMR (CDC 13) 8 : 10.77 (brs, 1H), 8. 
14 (brs, 1H), 7.98-7.88 (m, 2H) , 7. 58-7. 48 (m, 2H), 

4.44 (s, 2H), 2.98 (s, 3H) ; 
MS (APCI, m/z): 303 (M+H)+, 305 (M+H)+ ; 
HPLC (N): Rt = 2.6 min. 

(mm 1 7 ) 

2-7x2^-1- (2- ^^/U-yf S£V[l,2-a]*y ]) V-Z-J 

^y^/yy-i-^vr^ysrfflv^ 

[0 7 0 1] 1H-NMR (CDC 13) 6 : 9.40 (d, 1H, J=7. 6H 
z), 8.73-8.70 (m, 1H), 7. 83-7. 79 (m, 1H), 7.74-7.68 
(m, 2H), 7.32-7.25 (m, 1H),4.41 (s, 2H), 2.98 (s, 
3H); 

MS (APCI, m/z): 303 (M+H)+, 305 (M+H)+ ; 
HPLC (N): Rt = 2.9 min. 
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1 s ) 

2-^n^-l-(2-^ y^~)\s-4 % *V[1, 2-a]tf 

5-7^ fcf U >"-2->< /U7 S ^ Srffl V NT , #%#J 1 

[0 7 0 21 1H-NMR (CDC13) 6 : 10.00 (s, 1H), 7.82 
-7.23 (m, 2H), 7.65-7.62 (m, 2H), 7.52-7.40 (m, 3 
H), 4.41 (s, 2H), 2.90 (s, 3H) ; 
MS (APCI, ra/z): 329 (M+H)+, 331 (M+H) + ; 
HPLC (N): Rt = 2.3 min. 

(##0IJ 1 9 ) 

2- h 9 ^ fvW^T ^ *V [1, 2-a] fc'y *J V-3-# 

[0 7 0 3] 1H-NMR (CDC13) 6: 8. 37 (d, 1H, J=7. OH 
z), 7.75 (d, 1H, J=9.2Hz), 7.42(t, 1H, J=7.8Hz), 
7.02(t, 1H, J=7. 0Hz), 3.52 (s, 3H), 3.46 (s, 3H) ; 
MS (APCI, m/z): 274 (M+H) + ; 
HPLC (N): Rt = 3.3 min. 

2 0 ) 

2-^D^-l-(2-h 9 7;V*n^^M S*V[l,2-a] 

fc° !J ^ >v) -3i ^ y ^ 

[0 7 0 4] 1H-NMR (CDC13) 6 : 9,70 (d, 1H, J=6. 8H 
z), 7.90 (d, 1H, J=8.9Hz), 7.67(dt, 1H, J=0. 8Hz, 
8.1Hz), 7.28 (dt, 1H, J=0. 8Hz, 7.0Hz), 4.65 (s, 2 

H); 

MS (APCI, m/z): 307 (M+H)+, 309 (M+H)+b ; 
HPLC (N) : Rt = 2. 1 min. 

mmi 2 1 ) 

2-^ n ^e-l- (2-7 =c % £V[1, 2-a] tf ]) 

l- (2-y * ~A->r ^ ^/ [i, 2- a ] tr y ^-3->r /w) 

[0 7 0 5] 1H-NMR (CDC 13) 6 : 9.75 (d, 1H, J=7. OH 
z), 7.79 (d, 1H, J=8.9Hz), 7.66-7.52 (ra, 6H), 7.17 

(dt, 1H, J=l. 1Hz, 7.0Hz), 4.00 (s, 2H) ; 
MS (APCI, m/z): 315 (M+H)+, 317 (M+H)+ ; 
HPLC (N): Rt = 2.5 min. 
2 2 ) 

*^V[l f 2-a]fcT y 

yi/)-3i^y y 

2, y^^Srfflv>r, (1) t 

[0 7 0 6] 1H-NMR (CDC13) 6 : 9. 15 (dd, 1H, J=l. 1 



Hz, 7.0Hz), 6.82 (t, 1H, J=7.3Hz), 6.63 (dd, 1H, J 
=1. 1Hz, 7.6Hz), 4.50 (brs, 2H), 2.77 (s, 3H), 2.60 
(s, 3H) ; 

MS (APCI, m/z): 190 (M+H)+ ; 
HPLC (N): Rt = 3.0 min. 

(&nm 2 3 ) 

N-(3-rir^vi-2-> ^fr-J ^ 2-a] try v^-8- 

Y/V)-2 f 2 f 2-h y 7sv*n-T± YT^ K 

^^y[l,2-a]b°y ^y-3-Y/V)-Ji^y ^ 1 3 3mg 
(0. 7 0 3 ^!)^) &*})*Jl/lmlbi??***# 

9/i 1 (1. 41; y^e/w) SriD*., 7k&lcotffc££ 

<Djk&l®}l 6 6mg (8 3%) *#fc 0 

[0 7 0 7] 1H-NMR (CDC 13) 6 : 9.47 (dd, 1H, J=l. 1 
Hz, 7.0Hz), 8.36 (dd, 1H, J=l. 1Hz, 7.8Hz), 7.04 
(t, 1H, J=7.6Hz), 2.80 (s, 3H), 2.64 (s, 3H) ; 
MS (APCI, m/z): 286 (M+H)+ ; 
HPLC (N) : Rt = 2. 1 min. 

(##0H 2 4 ) 

1- (8-T 5 ;-l-?xi ?vW * £V [1, 2-a ] tf 
y V-3->f A-) - 2 n *-:n ^ / y 

[0 7 0 8] 1H-NMR (CDC 13) 6 : 9. 04 (d, 1H, J=7. 3H 
z), 7.11 (d, 1H, J=7.3Hz), 4.97(brs, 1H), 4.39 (s, 

2H), 2.88 (s, 3H); 
MS (APCI, m/z): 346 (M+H)+, 348 (M+H)+ ; 
HPLC (N): Rt = 2.6 min. 
2 5 ) 

2- ^n ^-W;^^[l,2-a]b e y v^-3-^ ;wx ^ y 
1/ 

##^J1 (2) fcil^fcKJfcSrfi 1 ^ *8E{fc^»Sr# 

[0 7 0 9] 1H-NMR (CDC 13) 6 : 9. 61 (dd, 1H, J=l. 1 
Hz, 7.0Hz), 8.46 (s, 1H), 7.81 (d, 1H, J=8. 1Hz), 
7.58 (t, 1H, J=7.0Hz), 7.17 (t, 1H, J=7.0Hz), 4.38 

(s, 1H), 4.39 (s, 2H), 2.88 (s, 3H) ; 
MS (APCI, m/z): 239 (M+H)+, 241 (M+H)+ ; 
HPLC (N): Rt = 2.8 min. 

(###) 2 6 ) 

1- (3- y ^)\>-4 * ? V [ 1 , 2- a ] b p y V-3- ^ 71/) -3i * 

2- t^ y try ^^i:4-^o^-/<^^>-2,3-^v$r 
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m^Xs mmi (l) iB«lcK*MTv\ *Bfls£ 

[0 7 10] 1H-NMR (CDC 13) 6 : 7.92 (d, 1H, J=6. 8H 

z), 7.65 (d, 1H, J=9.5Hz), 7.23(dd, 1H, J=l. 1Hz, 

8.9Hz), 6.91 (t, 1H, J=6.8Hz), 2.80 (s, 3H), 2.74 
<s, 3H) ; 

MS (APCI, m/z): 175 (M+H) + ; 
HPLC (N): Rt = 2.7 min. 

(mm 2 7 ) 

2-yn^-i-(3-^ *f-)v-4 * yvu, 2-0] tr y v^-i-a 

$*svi2s<Dtt&m*m^x* mmi (2) tmmic 

[0711] 1H-NMR (CDC13) 8: 7.93 (d, 1H, J=7. OH 
z), 7.64 (d, 1H, J=9.5Hz), 7.31-7.25 (m, 1H), 6.93 

(t, 1H, J=6.8Hz), 4.81 (s, 2H), 2.82 (s, 3H) ; 
MS (APCI, m/z): 253 (M+H)+, 255 (M+H) + ; 
HPLC (N) : Rt = 3.0 min. 

(mm 2 8 ) 

1- (8-^Vi^/^*i/-2-^ *7l~f * *V[1, 2-a] b° ]) 

a^SKTl-(8-^V^/^^ri/-2-^ fvW ? £V[l, 

2- a]fc e y ^y-W^l-M^y 0 Omg (1. 7 8 

^y^e/w) SrJS*xh7fc Ko 77 5mlJc:»#pu 

-7 strait fc 0 y^^A (hy^/w/y 

M T*h*5. 34ml (5. 34^y^/K 1. OM^ 
h9tKo75V»tt) Sr3#BB-?*TL-7 8^-Cl 

mmwLtzo hy^f/^y;^P7>fKo. 903 

ml (7. £r*q;L 3 0»B«*Lfc a fiS 

[0712] ^fciifcRaESra^StTii*^ h y t K 
-f 5 K3 8 0mg (2. 1 4m^ y^e/W) Sr*Px, tK»(C 

ftlfc**/U=l : l) "CfjtSiU *1B{fr&» 3 4 3 mg 
(5 4%) £#fc e 

[0713] 1H-NMR (CDC13) 8: 9. 30 (dd, 1H, J=l. 1 
Hz, 6.8Hz), 7.47 (d, 2H, J=6.5Hz), 7.41-7.29 (m, 3 
H), 6.91-6.80 (m, 2H), 5.38 (s, 2H), 4.38 (s, 2H), 

2.89 (s, 3H); 
MS (APCI, m/z): 359 (M+H)+, 361 (M+H) + ; 
HPLC (N): Rt = 3.2 min. 

(mm 2 9 ) 



l-(8-t Kn^^-2-^f;M 5 *V[l,2-a] try 

l-(8-^<V^/W^^i/-2-^ */U-^f % [1, 2-a ] f y 

^^-3-^/^-2-31^/ ^2. 29g (8. 17^y^e 

/w) S:^^y-/W2 0ml(^«IU /<9 
(10%, 3 0 Omg) SrJDi, tK^IET (lfiffi) 21$ 

^^vv-CifcfrU MBffrMbl. 1 9g (7 7%) 

[0714] 1H-NMR (DMS0-d6) 6 : 9. 15 (d, 1H, J=6. 
8Hz), 6.98 (t, 1H, J=7.0Hz), 6.84 (d, 1H, J=7. 8H 
z), 2.72 (s, 2H), 4.38 (s, 3H), 2.57 (s, 3H) ; 
MS (APCI, m/z): 191 (M+H)+ ; 
HPLC (N) : Rt = 3. 1 min. 

(mm 3 0 ) 

l-(8-p< h *is-2-**/\^4 ^;/[l, 2-a]t'!)^-3- 

#%0tj2 9-e#btt/cft:'&ife2 o omg (i . os^y^e 

y *) i>T V* 9 >m 3 ml (10 yfSJR) £riD 

1 BJITOffl* Lfc. ^ftfrttfiESIBU #<b*bfc£§ 

/V) -e«f»U *Eft^*7 2mg (3 4%) &#fc 0 

[0715] 1H-NMR (CDC13) 6 : 9. 32 (d, 1H, J=7. 8H 
z), 6.91 (t, 1H, J=6.8Hz), 6. 77 (d, 1H, J=7.6Hz), 
4.04(s, 3H), 2.86 (s, 3H), 2.62 (s, 3H) ; 
MS (APCI, m/z): 205 (M+H)+ ; 
HPLC (N): Rt = 2.8 min. 

(mm 3 1 ) 

y v^-3--fA')-2-^ j v 

mm* ox'&t>fiit\\&®*m^x, mm2 8tm 

[0716] 1H-NMR (CDC 13) 6 : 9. 31 (dd, 1H, J=l. 1 
Hz, 7.0Hz), 6.98 (t, 1H, J=7. 0Hz), 6.84 (dd, 1H, J 
=0.8Hz, 7.6Hz), 4.38 (s, 2H), 4.05 (s, 3H), 2.88 
(s, 3H); 

MS (EI, m/z): 282 (M)+, 284 (M) + . 

(mm 3 2 ) 

l-[8-(tert-:/^/W^ *)V-i/y J 4 )V) 2-* *!V~4 
X ? / [ 1, 2- a ] y V )V) -2-^ ^ / V 

#%#|2 9-C»6>ilfcfb*«5 0 9mg (2. 68^!)^ 
/>) ^ |> y xf/PT 12ml (8. 03^!)^- 

/V) ^rN, N-^^f;v^7 5 K5ml(C®jS¥L7k» 
L^Co tert-:/^/WS^ ^/WS/' y ^ n y K8 0 8mg 
(5. 36?y^) SrlD*.*»^oJtfc**i«fe^ 
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U &|EHb£»8 1 6mg (Jt*W) fc»fc 0 
[0 7 17] 1H-NMR (CDC13) 6 : 9.39 (t, 1H, J=4. 1H 
z, 7.0Hz), 6.84 (d, 2H, J=4. 1Hz), 2.79 (s, 3H), 2. 
61 (s, 3H), 1.06 (s, 9H), 0.31 (s, 6H) ; 
MS (EI, m/z): 305 (M+H)+ . 

(mm 3 3 ) 

1 ) 2-^n^-l-[8-(tert-^^/V-^^ ^;U-i/y J 4 
;V) 3vW $ *V[1, 2- a] fc° y fr)-2~^ 

2) 2-^n^e-l-[7-^n^-8-(tert-^/Wi/^^/W 
>y/4 M 2-t 3vW ^ ?y [1, 2- a ] t° y >^ V-3->f 

1) 1H-NMR (CDC13)6: 9.37 (t, 1H, J=3.8Hz), 6.91 
(d, 2H, J=3.8Hz), 4.37 (s, 2H), 2.85 (s, 3H), 0.9 

1 (s, 9H), 0.30 (s, 6H); 

MS (APCI, m/z) 383 (M+H)+, 385 (M+H) + ; 

HPLC (N): Rt = 1.4 min. 

2) 1H-NMR (CDC13) 6 9.20 (d, 1H, J=7.6Hz), 7.13 
(d, 1H, J=7.3Hz), 4.34(s, 2H), 2.85 (s, 3H), 1.10 
(s, 9H), 0.39 (s, 6H); 

MS (APCI, m/z): 461 (M+H)+, 463 (M+H) + ; 
HPLC (N): Rt = 1.6 min. 
(##«3 4) l-(2-^ h*So*fyI~f ^/[1,2-a] 
fcT y i> ;v) -2-=r. ^ / V 

2-^ h^v^-N-tf y ^y-2-^/WTir ]>T ^ Kl. 2 7 
g (7. 64^!)^) OmllCftffL:/ 

n^r-feh^l. 7 4ml (11. 5 S V SrJq*., 
14«?IH/lD«iaH«Lfc. U 

ify-^g£:r^/VTi5fc#U MEfc£4fc5 9 Omg (2 0 
%) tttfco 

[0 7 1 8] MS (APCI, m/z): 205 (M+H)+ ; 
HPLC (N): Rt = 3. Omin. 

(#%#j3 5) 2-^n^e-l-(2-^ 

✓ [1, 2- a ] tf y y-3->f >^) -2-3i # ji/ 

&nmzA<ott&m*m^x, mmi (2) 

[0719] 1H-NMR (CDC13) 6 : 9. 70 (dt, 1H, J=l. 1 
Hz, 7.0Hz), 7.76 (dt, 1H, J=l. 1Hz, 8.9Hz), 7.56 (d 
t, 1H, J=1.4Hz, 7.0Hz), 7.15 (dt, 1H, J=l. 4Hz, 7.0 
Hz), 5. 17 (s, 2H), 4.63 (s, 2H), 3.48 (s, 3H) ; 
MS (APCI, m/z) 283 (M+H)+, 285 (M+H) + ; 
HPLC (N): Rt = 2. 2 min. 

3 6)1- (2-^/W ^ W[l, 2- a ] fc° V i?> 



[0 7 2 0] 1H-NMR (CDC 13) 6 : 9. 76 (d, 1H, J=7. OH 
z), 7.67 (d, 1H, J=8.9Hz), 7.46(dt, 1H, J=L 4Hz, 
7.0Hz), 7.01 (dt, 1H, J=1.4Hz, 7.0Hz), 3.15 (q, 2 
H, J=7.6Hz), 2.66 (s, 3H), 1.47 (t, 3H, J=7. 6Hz) ; 
MS (APCI, m/z): 189 (M+H)+ ; 
HPLC (N): Rt = 1.7 min. 

(mm 3 7) 2-^P^-l-(2-xf;Wxf * WLl, 2- 
a ] tf y v> ^-3— f ;V) -2-3i 

#%#|J3 6^fc-a*Srffl^T, ##0Jl (2) fcBJfiHi 
SJC«rffv\ *Bfb^*S:»fc 0 

[0 7 2 1] 1H-NMR (CDC 13) 6 : 9. 75 (dt, 1H, J=l. 1 
Hz, 7.0Hz), 7.72 (dt, 1H, J=l. 1Hz, 8.9Hz), 7.52 (d 
t, 1H, J=1.4Hz, 7.0Hz), 7.08 (dt, 1H, J=l. 4Hz, 7.0 
Hz), 4. 40 (s, 2H), 3.15 (q, 2H, J=7.6Hz), 1.52(t, 3 
H, J=7.6Hz); 

MS (APCI, m/z): 267 (M+H)+, 269 (M+H)+ ; 
HPLC (N) : Rt = 2. 1 min. 
(mm 3 8) 3-Ttf/W^/[l2-a]t'yv?y- 

N-fc'Uv? >-2-4 /W^^rif ^ y t Tisy K * 5vu 

[0 7 2 2] 1H-NMR (CDC13) 6 : 9. 60 (dt, 1H, J=L 1 
Hz, 7.0Hz), 7.79 (dt, 1H, J=l. 1Hz, 8.9Hz), 7.53 (d 
t, 1H, J=1.4Hz, 6.8Hz), 7.12 (dt, 1H, J=l. 4Hz, 6.8 
Hz), 4. 06 (s, 3H), 2.75 (s, 3H) ; 
MS (APCI, m/z): 219 (M+H)+ ; 
HPLC (N) : Rt = 2.2 min. 

*#«3 9) 3-(2-^n^-Tir^) — ( $Wtl,2- 

mm3s^nbtitz^m^m^x, mm\ (2) 

[0 7 2 3] 1H-NMR (CDC 13) 6 : 9. 56 (dt, 1H, J=L 1 
Hz, 7.0Hz), 7.85 (dt, 1H, J=l. 1Hz, 8.9Hz), 7.59 (d 
t, 1H, J=1.4Hz, 6.8Hz), 7.19 (dt, 1H, J=l. 4Hz, 7.0 
Hz), 4. 82 (s, 2H), 4.09 (s, 3H) ; 
MS (EI, m/z): 296 (M)+, 298 (10 + . 

(mm 4 o) n,n-^>^/w4-^^ w K-^o-xr 

5 K 

4-ft<)WK-£lfi8 0mg (O. 4 0 8 ^y^e 
/V) SrHTK^b^t Kn77Vl. 5mlic®«L, i 
MT'N, N-^/V5j<n/W^ S*V[1.2-a]0. 6 12 

%itl OOmg (0. 612^ V^r/V) (DtKO. 5 m 
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^X-ftS^fyl^&frU *IEft^ft2 0mg (2 2 

10 7 2 4] 1H-NMR (DMS0-d6) 6 : 9.84 (s, 1H), 7.5 
6-7.48 (m, 3H), 7.44-7.32 (m, 4H), 2.95 (s, 6H) ; 
MS (APCI, m/z): 224 (M+H) + ; 
HPLC (N): Rt = 4.6 min. 

K 

3 3%-=.7A>T$ >**JR*rfflV^T, ###J4 0£|^ 

[0 7 2 5] 1H-NMR (DMS0-d6) : 6 9.88 (s, 1H), 8.3 
8 (t, 3H, J=4.9Hz), 7.90-7.40 (m, 2H), 7.79 (d, 2 
H, J=8.4Hz), 7.53 (d, 2H, J=8.4Hz), 3.30-3.22 (m, 
2H),1. 11 (t, 3H, J=7.3Hz); 
MS (APCI, m/z): 224 (M+H)+ ; 
HPLC (N): Rt = 5.0 min. 

(##$J4 2) N-y h^v^N-y^W-^;^ Wf K- 

[0 7 2 6] 1H-NMR (DMS0-d6) 6 : 9.91 (s, 1H), 7.9 
0-7. 30 (m, 2H), 7.60-7.53 (m, 4H), 3.56 (s, 3H), 3. 
34 (s, 3H); 

MS (APCI, m/z): 240 (M+H)+; 
HPLC (N): Rt = 4.8 min. 
(##$14 3) (6-y h*is-V})i?y-3-4/l<) 

6-y b^-fy v^-3 — f/VT^y&RI^X. # 

[0 7 2 7] 1H-NMR (DMS0-d6) 6 : 9.52 (s, 1H), 8.0 

4 (d, 1H, J=2.7Hz), 7.69 (dd, 1H, J=2. 7Hz, 8.9Hz), 
7.67-7.40 (m, 2H), 6.79 (d, 1H, J=8.9Hz), 3.83 

(s, 3H); 

MS (APCI, m/z): 184 (M+H) + ; 
HPLC (N): Rt = 3.7 min. 

(##$14 4) (3-7;vtD-4-^f;i/-7x^) 

[0 7 2 8] 1H-NMR (DMS0-d6) 6 : 9.76 (s, 1H), 7.7 
0-7.30 (m, 2H), 7.40 (d, 1H, J=12. 1Hz), 7.20 (t, 1 
H, J=8.4Hz), 7.03 (dd, 1H, J=l. 9Hz, 8.1Hz), 2.18 
(s, 3H); 

MS (APCI, m/z): 185 (M+H)+ ; 
HPLC (N): Rt = 3.6 min. 
(##$J4 5) <;v)-*f- 



[0 7 2 9] 1H-NMR (DMSO-d6) 6 : 9.87 (s, 1H), 8.4 

0 (d, 1H, J=2. 7Hz), 8.03 (dd, 1H, J=l. 1Hz, 8.4Hz), 
7.46 (d, 1H, J=8.6Hz); 

MS (APCI, m/z): 188(M+H)+, 189(M+H) + ; 
HPLC (N): Rt = 4.0 min. 
(##$14 6) (3, 5-v ? ^h^v^-7x^)-ft 
!>U7 

3, 5-^ h^>-7xn;U7^*fflV^ 

[0 7 3 0] 1H-NMR (CDC 13) 6 : 7.74 (s, 1H), 6.40- 
6.35 (m, 3H), 6.15 (brs, 2H), 3.76 (s, 6H) ; 
MS (APCI, m/z): 213 (M+H)+ ; 
HPLC (N) : Rt = 4. 1 min. 

(##$14 7) (4-7*^-7*=^) - f * jr U7 

4-r-fe^-7a:^/vT5^srffiv^, ##$12^ 

[0 7 3 1 ] 1H-NMR (DMSO-d6) 6 : 10.02 (s, 1H), 7. 
90 (d, 2H, J=8.6Hz), 7.66 (d, 2H, J=8.6Hz), 2.55 
(s, 3H); 

MS (APCI, m/z): 195 (M+H)+ ; 
HPLC (N): Rt = 4.8 min. 
(##$14 8) (4-;/7/-7x^;l/)-WU7 

4-i/7/-7x^/v7-; >-&ffl^-c, &%W2 tm& 

[0 7 3 2] 1H-NMR (CDC 13) 6 : 9.31 (s, 1H), 7.19 
(d, 2H, J=8.4Hz), 6.95 (d, 2H, J=8.4Hz), 6.56 (s, 
2H); 

MS (FAB, m/z): 178 (M+H)+. 
(##$14 9) K-SA«»3i^ 

[0 7 3 3] 1H-NMR (DMS0-d6) 6 : 10.02 (s, 1H), 7. 
89 (d, 2H, J=8.6Hz), 7.66 (d, 2H, J=8.6Hz), 4.29 
(q, 2H, 6.8Hz), 3.38 (s, 2H), 1.31 (t, 3H, J=6. 8H 
z); 

MS (APCI, m/z): 225 (M+H)+ . 
HPLC (N): Rt = 4.2 min. 
(##$J5 0) l-[2-(l-^f/W^n7 P n tf/^W ^ 

[i, 2- a ] tr y ^>-3--r /w]-^^ y > 

(1) l-^f/w^p/n^y^yi fc 4 y^y- 

1 - y ^vu-S^ n^n/^y^yia. 19g, 1- 
tKn^y/MJ7/-;i/2. 15g (15. 9^: 

y^-A-) % *5<fctf2 -T^y VDitlsl. 5 0 g (1 
5. 9^y^e/W) , £x h7 t Kp77^3 OmltCigfi? 
U 7K^Lfc 0 1— :nfyW-3 — (^f/l/7^/7 p n 
fc^) ^ KMHfcltt6. 1 1 g (31. 9^y 
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* 



*y/i»*^=i : 1) TSMWU 

1. 7 5g (6 3%) Sr#fco 

[0 7 3 4] 1H-NMR (CDC13) 6 : 8. 27-8. 19 (m, 3H), 
7.72-7.67 (m, 1H), 7.05-7.00 (m, 1H), 1.49 (s, 3H), 

1.35-1.29 (in, 2H), 0.74-0.70 (m, 2H) ; 
MS (APCI, m/z): 177 (M+H)+ ; 
HPLC (N): Rt = 1.5 min. 

(2) l-[2-(l-y ^7Wi^n:/n S*V[1,2- 
a ] tr y >--3-^ ;p] -a: * y ^ 
1 - ^f/l/-:/^nyD/^i;;^yS tr y 

[0 7 3 5] 1H-NMR (CDC 13) 6 : 9.75 (d, 1H, J=6. 8H 
z), 7.67 (d, 1H, J=8.9Hz), 7.45(t, 1H, J=8. 1Hz), 
7.02(t, 1H, J=6.8Hz), 2.83 (s, 3H), 1.25-1.21 (m, 
2H), 1.00-0. 97 (m, 2H) ; 
MS (APCI, m/z): 215 (M+H)+. 
HPLC (N): Rt = 1.7 min. 

(###J5 1) 2-^n^-l-[2-(l-y^-^^n7 P nb° 
M -4 ^ ¥V [1, 2- a ] tr y v> v-3-f -x^yy 

[0 7 3 6] 1H-NMR (CDC13) 8 : 9.72 (d, 1H, J=7.0H 
z), 7.71 (d, 1H, J=6. 5Hz), 7.53(t, 1H, J=8.9Hz), 
7.09(t, 1H, J=7.0Hz), 4.83 (s, 2H), 1.59 (s, 3H), 
1.29-1.27 (m, 2H), 1.03-0.99 (m, 2H) ; 
MS (APCI, m/z): 293 (M+H)+, 295 (M+H)+ ; 
HPLC (N) : Rt = 2. 1 min. 

(###J5 2) l-(2-^ y^ntf/W^^i/Cl^-a]^ 
y M-2-*># y y 

3 4 tW«lilRJCS:m\ S*iaffc^»Sr#fc 0 
[0 7 3 7] 1H-NMR (CDC 13) 6 : 9.76 (d, 1H, J=7. 3H 

z), 7.70 (d, 1H, J=8.6Hz), 7.45(t, 1H, J=8.4Hz), 

7.00(t, 1H, J=7.0Hz), 3.70-3.65 (m, 1H), 1.48 (s, 

3H),1.40 (s, 3H); 

MS (APCI, m/z): 203 (M+H)+ ; 

HPLC (N): Rt = 1.7 min. 
(##0)J 5 3) 2-yp^-l-(2-^f V^n tVW 

[i, 2- a ] tr y v^-3-f ;u)-2-^^ y y 

[0 7 3 8] 1H-NMR (CDC13) 6 : 9.74 (d, 1H, J=6. 8H 
z), 7.73 (d, 1H, J=9. 2Hz), 7. 51 (t, 1H, J=6.8Hz), 
7.07(t, 1H, J=7.8Hz), 4.44 (s, 2H), 3.63-3.53 (m, 
1H), 1.48 (s, 3H), 1.47 (s, 3H). 

(#%#J 5 4) 1- (2-7* a \+A»-<f * *V [1, 2- a ] tT » 

y-3— r /w)-2-^^y ^ 



N-tf y i^^-2— T/V-^^T * KSrfflV^, #%#J3 4 

[0 7 3 9] 1H-NMR (CDC13) 6 : 9. 75 (d, 1H, J=7. OH 
z), 7.66 (d, 1H, J=8.9Hz), 7.45(dt, 1H, J=0.8Hz, 
6.8Hz), 7.01 (t, 1H, J=7.0Hz), 3.12-3.07 (m, 2H), 
2.66(s, 3H), 1.98-1.84 (m, 2H), 1.10 (t, 3H, J=7.3 
Hz); 

MS (APCI, m/z) 203 (M+H)+ ; 
HPLC (N): Rt = 1.9 min. 
(###15 5) 2-^nM-(2-7 P ntVM^/[l,2- 

a ] tr y v M -2-=. ? y v 

[0 7 4 0] 1H-NMR (CDC 13) 6 : 9. 75 (d, 1H, J=7. OH 
z), 7.70 (d, 1H, J=8.9Hz), 7. 53 (t, 1H, J=7.8Hz), 
7.09(t, 1H, J=6.8Hz), 4.41 (s, 2H), 3.11 (t, 2H, J 
=8. 1Hz), 2.05-1.95 (m, 2H), 1.19 (t, 3H, J=7. 3Hz). 

m^m 5 6 ) 

2-^n^e-l-(2-y ^*V[l,2-a]fc°y ^y-3-^ 

;V) -2-^i £ y i/ 

1- (2- y ?vi~ f ^ *v [ i, 2- a ] tr y ^ y-3->< /w) -2-^ 
*;^*m^x, (2) tra«^siS*tTV\ 

[0 7 4 1] 1H-NMR (CDC 13) 6 : 9. 73 (d, 1H, J=6. 8H 
z), 7.69 (d, 1H, J=8.9Hz), 7. 54(t» 1H, J=7.9Hz), 
7. 10 (t, 1H, J=6.7Hz), 4.38 (s, 2H), 2.87 (s, 3H) ; 
MS (EI, m/z): 252 (M)+, 254 (M)+. 

5 7 ) 

2- :/ n (2-y f;M s £V a,2- a] dey y y-w 
*y yy-w^r^ySr/s^-c, £#«i tunics 

[0 7 4 2] 1H-NMR (CDC 13) 6 : 7. 87-7. 70 (m, 3H), 
7.67 (t, 1H, J=7.3Hz), 7. 57-7. 50 (m, 2H), 4.45 (s, 
2H), 2.87 (s, 3H). 

(##01J 5 8 ) 
N-y^yw4-?-;t* W K-^yX7^ K 
4 0%-N-y^T ^ V*»ttS:fflV>"C % ##034 0£ 

[0 7 4 3] 1H-NMR (DMSO-d6) 6 : 9.88 (s, 1H), 8.3 
6-8.34 (m, 2H), 7.85-7.76 (m, 3H), 7.54 (d, 2H, J= 
8.4Hz), 2.78 (s, 3H). 
5 9 ) 

K-^y XT ^ K 

[0 7 4 4] 1H-NMR (DMS0-d6) 6 : 9. 90 (s, 1H), 7. 8 
9-7.74 (m, 4H), 7.53 (d, 2H, J=8.4Hz), 7.00-6.98 
(m, 2H). 

(##0J 6 0 ) 
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l-(2->?VW>f ;^/[U-a]fy * V 
<<>fi>-2,4-V*>l. 0 2ml (9. 99^^- 

/u) ^mmtmm t*<owL&mM ( v/v = 1/1, 8 om 

1) fc»*PU 0t:[C^Lfc o *^0. 5 2ml 
(9. 9 Sr5ftM-CiBTU Sffi-ClfiPM 

ft, E3*{b«*lS:«ffiaHBt (2 5t, 16mmH 

g) , 8jg (3^a^e-^<y^^-2,4-^y) 1. o 

[0 7 4 5] 2-T ^7 tfy v^O. 40g (4. 21 
^hy^AO. 36g (4. 2 SrAPx., £ 

0. 5 9g (8 0%) £#fc 0 

[0 7 4 6] 1H-NMR (CDC13) 6 : 9. 98 (dd, 1H, J=2. 2 
Hz, 7.0Hz), 8.72 (dd, 1H, J=2.2Hz, 4.3Hz), 7.08 (d 
d, 1H, J=4. 1Hz, 6.8Hz), 2.86 (s, 3H), 2.65 (s, 3 
H). 

6 1 ) 

[l,2-a]t?y ^ v^y-3-^^)-^^/ >- 

a*ft«T, i-(2-^^yw^^^y[i,2-a]t s y 

-3-^/W)-^^/^ (##^J6 0) 1 0 0mg(0. 5 7 

T S K 2 . 2 8ml (2. 1. 0Mfh7 

hKn77V««) *3#W-0*TU -78tt*l^ 
BSfftfc. hy ^f^y^u^ KO. 3 6ml 

(2. 8 5-;y^;v) srip*., 3o#m«#Lfco 

[0747] &biifzmm&, ^m%mr, i*ri^7 

W3K12 2ng(l. 14m^!J^i/) tti3 05) 

y*AT**«, &«£«ffie«u #e>ixfcaiiE*» 

IB{k^*6 8mg (3 6%) £#fc 0 

[0 7 4 8] 1H-NMR (CDC13) 6 : 8. 63 (d, 1H, J=4. 3H 
z), 7.33 (d, 1H, J=4. 1Hz), 4.33(s, 2H), 2.91 (s, 3 



H),0.44 (s, 9H). 
6 2 ) 

2-hy7y>tn^ ?vW ^ *V[l, 2- a ] 1*9 
4,4,4-h y ^/W^n-3-^^y-^^V^ ^f-yW ji^x 

/i^2. 4 0mi (i6. 3^y^) ^mmt^mti^ 

(Om&mt ( v/v = 1/1, 8 0ml) fc|ft*U O^iC 
MLt 110. 8 4ml (16. 3 ^ y */W) * 1 

5£WT*irFU SHft-Cl«FlRHt#Ufc. SlSgJRSrE 

*gL (2 5*0, 16mmHg) , fflt (2-^n^-4,4,4 

-hy7;i/tD-3-t^y-^yi ai^r/v^) 

2 . 6 6 g £#fc 0 ^?Sf±^SitT^coS^(-^ffl t 

[0 74 9] 2-T^/f7^1. 50g (15. 8^ 
y ^P) <D^ h **s^t 3 0ml 

M>*A1. 72g (20. 5 3 3**0 SrJDx., ^S. 
"CI 5$Hft#Lfc«, ±S»«t (2-:/P*-4,4,4-i>y 
y/W^-n-S-^-^y-y^^^^ ^^-r/U) 2. 6 
egSrjBTU 7 0 < t:-C3^Pflii#LfCo SJE&«»«r« 

ESMSLfco »b*tfcaHt*r*9A^n-rb^97-f- 

t»S!U (5»*^V:^**y=9 : 1) . ^fSft^ 
460. 8 9g (2 2%) £#fc 0 

[0 7 5 0] 1H-NMR (CDC13) 6 : 9. 34 (d, 1H, J=l. 4H 
z), 9.27 (dd, 1H, J=1.6Hz, 4.6Hz), 8.26 (d, 1H, J= 
4.6Hz), 4.51 (q, 2H, J=7. 1Hz), 1.46 (t, 3H, J=7. OH 
z). 

6 3 ) 

h y ^ ^y[l,2-a]tf9^V-3-*/^ 

fifv\ *BBft**«:»fc. 

[0 7 5 1] 1H-NMR (CDC 13) 6: 9. 26 (d, 1H, J=l. 6H 
z), 8.30 (dd, 1H, J=1.6Hz, 4.9Hz), 8.10 (d, 1H, J= 
4.9Hz), 3.52 (s, 3H), 3.48 (s, 3H). 

(###J6 4) 2-^n^-l-(2- h y 
^ [1, 2- a ] t°9 ^ /V) -3^2 ;y 

[0 7 5 2] 1H-NMR (CDC13) 6 : 9. 45 (dd, 1H, J=l. 6 
Hz, 4.6Hz), 9.42 (d, 1H, J=5. 1Hz), 8.39 (d, 1H, J= 
4.6Hz), 4.65 (s, 2H). 

(#%^6 5) l-(2-^^/W>f ^ ^✓[1.2-o]tf9^ 

'O'* V-2,4-^^1 . 02ml (9. 99^^ 

>\>) *\Bmtfcmt*<nm&®m ( v/v = 1/1, 8 om 

1) ^»*PL, O'CKftSPUt, ft^O. 5 2ml 
(9. 99 5!)^) ^rS^rfl-C^TL, MriW 
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mmkfc$$J§ZW£&ffiL (2 5^, 1 6mmH 
g) , £lg (3-^n^-^<^^^-2,4-^^) 1. 0 
2 g %Wc 0 

[0 7 5 3] 2-7^/1^7^1. 27g (13. 4 ^ 
<Di/t Y*\s^f^WL \ 0 m 1 \^m^^ 

mj^ai. i5g (13. 7 ^ y ^e/u) £*n;L g?a 
-ei 5#m l WLtz'&. ±&mm o-^n*-^^- 

2,4-i^V) &iSTU 7 o^-C3f$Ffllf#L*:o 

mmmzmmLtzo nbtitz.mm*jjyj±?v^y? 

1) , m^it-^mo. 14g (7. 6%) £#fc 0 
[0 7 5 4] 1H-NMR (CDC13) 8 : 9.52 (dd, 1H, J=l. 4 

Hz, 4.6Hz), 9.15 (d, 1H, J=l. 1Hz), 8.14 (d, 1H, J= 

4.6Hz), 2.86 (s, 3H), 2.68 (s, 3H). 
(##{&J6 6) 2-yp^-l-(2-^f;W>f^/[U- 

a]fc°7^-3-^A')-:x*/ > 

##«6 5<7)^»«rfflV^ ##«1 (2) £l^t£f£ 

EJES:?tv\ *E{fr&ft*r#fc 0 

[0 7 5 5] 1H-NMR (CDC 13) 6 : 9.49 (dd, 1H, J=l. 4 
Hz, 4.6Hz), 9.19 (s, 1H), 8.21 (d, 1H, J=4.6Hz), 
4.39 (s, 2H), 2.92 (s, 3H). 

(##0»J 6 7 ) 

l-(6-^^/W-T ^ £V[l,2-a] fr^/W5-^;H-x 
^7 yQ.Heterocycl.Chem. ; FR ; 16; 1979; 1201-1207) 
Srffl^T, (2) tPJ«^SJ5SSrm\ ^Eft 

[0 7 5 6] 1H-NMR (CDC13) 6 : 8.40 (d, 1H, J=4. 6H 
z), 6.98 (d, 1H, J=4.6Hz), 4.29(s, 2H), 2.76 (s, 3 
H) 

{&m\ 6 8 ) 
6-* p o-2- h y 7^n->f ^ *V[1, 2-a] fcT 5 

4,4,4- h y 7/^n-3-^y-^y Ti/y K ^ 
?Vl/ :c;*7Vl/l 5. Og (8 1. 7^y^6/V) £;jc4 
0mltES<kR*4 0ml|:»)lHfc o ^4. 2m 
1 (8 1. 7 ^ y <d 1 0 m 1 Eifcfl^StSSeSrS 
fflt?l«FMdMtr«T«, rafflft-Cl«rM«#Ufco S 

7K-eac^Lfc 0 #«w«r«*8i«w- h y 

0 0ml 5-^ n n-b° y v^-2-fVWT * V 

8. 75 g (68. i ^ y xtK«sto*c*^ h y ^ 

A 5. 72g (6 8. 15 9*^) SriDx., 14R#|RUn 



l) "CKMlLfc. #6ixfcttft«:iHl^<»»U 
>-B«:n?vM?asj*U *lBfk^«*r7. 76 g (iR 

$39 %) #fc 0 

[0 7 5 7] 1H-NMR (CDC 13) 6 : 9. 51 (dd, 1H, J=0. 8 
Hz, 1.9Hz), 7.76 (dd, 1H, J=0. 8Hz, 9.5Hz), 7.50 (d 
t, 1H, J=1.9Hz, 9.5Hz), 4.48 (q, 2H, J=7.0Hz), 1.4 
4 (t, 3H, J=7.0Hz); 

MS (APCI, ra/z): 293(M+H)+, 295(M+H)+ ; 
HPLC (R) : Rt = 5.4 min. 

mnm e 9 ) 

6-^ * n-2- h y 7/H*-n->r ^ ^/[l, 2-a ] fc> y 

[0 7 5 8] 1H-NMR (CDC 13) 6 : 8. 46 (d, 1H, J=L 4H 
z), 7.69 (d, 1H, J=9.7Hz), 7.38(dd, 1H, J=l. 9Hz, 
9.7Hz), 3.53 (s, 3H), 3.47 (s, 3H) ; 
MS (APCI, m/z): 308(M+H)+, 310(M+H) + ; 
HPLC (R): Rt = 4. 1 min. 
7 0 ) 

2-7^^-1- (6-^ n n-2- h y y/uXu-J * ^/[l, 2- 
a ] fc> V i? ;v) -3i # j i/ 

[0 7 5 9] 1H-NMR (CDC13) 8: 9. 78 (d, 1H, J=l. 9 
Hz), 7.84 (d, 1H, J=9.5Hz), 7.63(dd, 1H, J=1.9Hz, 
9.5Hz), 4.63 (s, 2H) ; 
MS (APCI, m/z): 341(M+H)+, 343(M+H)+ ; 
HPLC (R): Rt = 5.2 min. 

mm\ 7 1 ) 

6-7< fvW-2- h y y/lssfu-J * 2-a ] If V v?^-3 

5-^^/we°y v^V-2— r^T^ VSrMV^T, #%WI6 8 

[0 7 6 0] 1H-NMR (CDC13) 6 : 9. 23 (d, 1H, J=L 1H 

z), 7.72 (d, 1H, J=9.5Hz), 7.37(dd, 1H, J=l. 6Hz, 

9.2Hz), 4.46 (q, 2H, J=7.0Hz), 2.45 (s, 3H), 1.44 
(t,3H, J=7.0Hz); 
MS (APCI, m/z): 273(M+H)+ ; 
HPLC (R): Rt = 5. 1 min. 

i&nm 7 2 ) 

]) y/VX-u-' f **V[l,2-a]fy v^^-3 
[0 7 6 1] 1H-NMR (CDC 13) 8: 8. 16 (s, 1H), 7.63 
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(d, 1H, J=9.5Hz), 7.25 (d, 1H, J=9.5Hz), 3.53 (s, 
3H),3.46 (s, 3H), 2.36 (s, 3H) ; 
MS (APCI, m/z): 288(M+H)+ ; 
HPLC (R): Rt = 3.7 min. 
(mm 7 3 ) 

2- ^n^-l-(6-y^-2-h y y^ytn^ ^ ^^[1, 2- 
a ] fc° y *J ;V) -a: * / > 

##«7 2T?#e>ixfcft«*«r, (2) 

[0 7 6 2] 1H-NMR (CDC13) 6: 9.53 (d, 1H, J=0. 8H 
z), 7.78 (d, 1H, J=8.9Hz), 7.51(dd, 1H, J=1.6Hz, 
8.9Hz), 4.64 (s, 2H), 2.47 (s, 3H) ; 
MS (APCI, m/z): 321(M+H)+, 323(M+H)+ ; 
HPLC (R): Rt = 4.9 min. 
7 4 ) 

3- Tir^-2-^^-f 5 ^/[l, 2- a] try v>V-6-;*7 

mm& 8co4,4, 4- h y 7/w^-n-3-^-^y-^y 

[0 7 6 3] 1H-NMR (DMS0-d6) 6 : 10. 12 (dd, 1H, J= 
0.8Hz, 1.9Hz), 8.24 (brs, 1H), 7.99 (dd, 1H, J=l. 6 
Hz, 9.2Hz), 7.73 (dd, 1H, J=0. 8Hz, 9.2Hz), 7.65 (b 
rs, 1H), 2.75 (s, 3H), 2.61 (s, 3H) ; 
MS (APCI, m/z): 218(M+H)+ ; 
HPLC (R): Rt = 2.0 min. 

(mm 7 5 ) 

3-(2-^P*-rtf;U) -2-;< ^ ^/[l, 2- a ] tT 

y ^-6-#,M^&r s k 

##«l7 4"C»bftfcft^|fctr, (2) fcRHR 

[0 7 6 4] 1H-NMR (DMS0-d6) 6 : 10. 12 (dd, 1H, J= 
0.8Hz, 1.9Hz), 8.29 (brs, 1H), 8.05 (dd, 1H, J=l. 6 
Hz, 9.2Hz), 7.79 (dd, 1H, J=l. 1Hz, 9.2Hz), 7.67 (b 
rs.lH), 4.81 (s, 2H), 2.79 (s, 3H) ; 
MS (APCI, m/z): 296(M+H)+, 298(M+H) + ; 
HPLC (R): Rt = 2.6 min. 
7 6 ) 

I- (2- J h xi-s( % ?V [l, 2- a ] t° y V V-3-f 

5-- h a -try v^-2-^/w s ^StJHi^t* 7 4 

[0 7 6 5] 1H-NMR (DMS0-d6) S : 10.53 (dd, 1H, J= 
0.8Hz, 2.4Hz), 8.27 (dd, 1H, J=0. 8Hz, 9.7Hz), 7.86 

(dd, 1H, J=0.5Hz, 9.7Hz), 2.79 (s, 3H), 2.66 (s, 
3H); 

MS (APCI, m/z): 296(M+H)+, 220(M+H)+ ; 
HPLC (R): Rt = 3.4 min. 



(mm 7 d 

2- /D^-l-(2^f;W6-^ bP^ S£V[l,2-a]fc>y 

##W7 6-e»fettfcft-&ftSr##«i (2) tmm\c 

[0 7 6 6] 1H-NMR (DMS0-d6) 6 : 10. 50 (dd, 1H, J= 
0.8Hz, 2.4Hz), 8.33 (dd, 1H, J=2. 4Hz, 9.7Hz), 7.91 

(dd, 1H, J=0.8Hz, 9.7Hz), 4.90 (s, 2H), 2.84 (s, 
3H); 

MS (APCI, m/z): 298(M+H)+, 300(M+H) + ; 
HPLC (R): Rt = 3. 9 min. 

(mm 7 8 ) 

5-*^/l'-t 0 })i?>-2-'{/l'T*l/8. OOg (7 4. 0 

^f^x^r/wo. Og (8 2. o^y^O £2 

&m&6. lg (C*4 2%) #fc 0 

[0 7 6 7] 1H-NMR (CDC 13) 6 : 9. 40-9. 20 (brs, 1 
H), 8.25-8.05 (m, 2H), 7.58 (d, 1H, J=8.4), 3.98 
(s, 3H), 2.34 (s, 3H); 
MS (APCI, m/z): 195 (M+H) + ; 
HPLC(R) : Rt =3.1 min. 

(mm 7 9) 

3- Tir^/U-6-^ ^ iTVlh 2-a ] fc° y S^-2-# 

[0 7 6 8] 1H-NMR (DMS0-d6) 6 : 9.26 (s, 1H), 7.7 
7 (d, 1H, J=9.2), 7.57 (d, 1H, J=8.9), 3.96 (s, 3 
H), 2.56 (s, 3H), 2.40 (s, 3H) ; 
MS (APCI, m/z) 233(M+H)+ ; 
HPLC(R): Rt =3.6 min. 

(mm 8 0 ) 

3-(2-/n ; e-rtf;v)-6^ ?7l~f 5 *V[1, 2- a ] fc° 
y -^>--2-^yv^y^y^ m^x/U 

[0 7 6 9] 1H-NMR (DMS0-d6) 6 : 9.20(s, 1H), 7.84 
(d, 1H, J=9.2), 7.62 (d, 1H, J=9.2), 4.84 (s, 2 

H), 3.96 (s, 3H), 2.42 (s, 3H) ; 

MS (APCI, m/z): 311(M+H)+, 313(M+H) + ; 
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HPLC(R): Rt =4.2 min. 

mnm 8 1 ) 

2-yf y ?u fcVu-6-^ f7U-W 5 ^[1, 2-a] 'J ^-3 

-;*7 /Wtf y g§3i^/U3i * r As 

##{*J6 8^4,4,4-hU 7/^n-3-^y-y^U 

[0 7 7 0] 1H-NMR (DMS0~d6) 6 : 9. 08(s, 1H), 7.64 
(d, 1H, J=8.9), 7.40 (d, 1H, J=9.2), 4.37 (q, 2H, 
J=7.0), 3.74 (sep, 1H, J=6.8), 2.37 (s, 3H), 1.36 
(t,3H, J=7.0), 1.28 (d, 6H, J=7. 0) ; 

MS (APCI, m/z): 247(M+H)+ ; 

HPLC(R) : Rt =3.5 min. 

mm\ 8 2 ) 

8 1 x*nbfttc{k&®z&%M 8 1 rasi^KJC* 

[0 7 7 1] 1H-NMR (DMS0-d6) 6 : 8.23(s, 1H), 7.52 
(d, 1H, J=9.2), 7.11 (d, 1H, J=9.2), 3.54 (s, 3 

H), 3.43 (s, 3H), 3.32 (sep, 1H, J=6.8), 2.32 (s, 

3H), 1.36 (d, 6H, J=7. 0) ; 

MS (APCI, m/z): 262(M+H)+; 

HPLC(R) : Rt =2.5 min. 
8 3 ) 

2-yn^-l-(2-^ Vfu ^/U-j * ^/[l, 2- 

a ] \f y ^y-3-r /U) -3i ? / y 

[0 7 7 2] 1H-NMR (CDC13) 6 : 9.58(s, 1H), 7.62 
(d, 1H, J=8.9), 7.36 (d, 1H, J=9.2), 4.43 (s, 2H), 

3. 55 (sep, 1H, J=6.8), 2.41 (s, 3H), 1.48 (d, 6H, 
J=6. 8) ; 

MS (APCI, m/z): 295(M+H)+, 296(M+H)+ ; 
HPLC(R): Rt =4.0 min. 

#%#J8 4 (6-t Kn^rV-tfy 3 -4 fr)-*?* 

(i) 5-r^-fc o y^y-2-t^ 

7k?(f§tjHET, ^/^20ml fc:jg*¥ US: 5 hn- 
tf!J^y-2-ah-/H. 00 g (7. 14U^V) 
(C, 10%Pd-C (5 70mg) £i&-C3«MB8t 

5-r ^ /-b°y v^y-2-^— /uo. 93 9 g (94%) 

[0 7 7 3] 1H-NMR (DMS0d-6) 6 : 7.05 (dd, 1H, J= 
3. 0Hz, 9. 5Hz) , 6.74 (d, 1H, J=3.0Hz), 6.22 (d, 1H, 
J=9.2Hz), 4.25 (brs, 2H) ; 



MS (APCI, m/z): 111 (M+H) + ; 
HPLC(R): Rt = 0.78 min. 

(2) l-^^^/V-3-(6-t KndrV-t°y ^y-3-T 

5-r ^y-t°y ^y-2-^-^0. 74 g (6. 725; 

y*r/W) &ffll^"C\ #%«2 (1) ^HfllfcKJSSSrfi 1 
V\ SBfc&MU. 16g (6 3%) £#fc 0 

[0 7 7 4] 1H-NMR (DMS0d-6) 6 : 12.01 (s, 1H), 1 
1.65 (s, 1H), 7.97 (d t 2H, J=7.3Hz), 7.68-7.51 (m, 

6H), 6.36 (d, 1H, J=10.0Hz); 
MS (APCI, m/z): 274 (M+H)+; 
HPLC(R): Rt = 3. 1 min. 

(3) (6-fc Kn*i/-tT3 *J>-3-4A')-tt9l'T 
l^<lof>f >U-3-(6-fc Kn^v-f y ^^-3--Y/W)f- 
^WTO. 8 0 0 g (2. 93-;!lW) ^ffiVNT, 

#%WI2 (2) fcB«JJ:SlSSrfTV\ «Cfb#ttO. 1 

7 5 g (2 8%) %X.tz 0 

[0 7 7 5] 1H-NMR (DMSOd-6) 6 : 7. 89 (d, 1H, J=7. 0 
Hz), 7.64 (brs, 1H), 7.37 (brs, 1H), 7.34 (dd, 2H, 
J=3. OHz, 7. 8Hz) , 6.27 (dd, 1H, J=3. OHz, 7. 6Hz) ; 
MS (APCI, m/z): 170 (M+H)+; 
HPLC (R): Rt = 0.86 min. 

(##01 8 5 ) 

(6-^ fvwtT y AO-?*** 

[0 7 7 6] 1H-NMR (DMS0-d6) 6 9.66 (brs, 1H), 8. 
38 (brs, 1H), 7.76 (d, 1H, J=8. 1Hz), 7.20 (d, 1H, 
J=8. 1Hz), 2.43 (s, 3H); 

(##« 8 6 ) 

(6-31 h \f ]) *?i/-z-4,v) 7 % >&&m LT##$1 

[0 7 7 7] 1H-NMR (DMSO-d 6 ) 5 : 9.47 (s, 1H), 8.0 
2 (s, 1H), 7.67 (d, 1H, J=8.9Hz), 7.65-7.10 (brs, 
2H), 6.76 (d, 1H, J=9.5Hz), 4.27 (q, 2H, J=7.0Hz), 

1.31 (t, 3H, J=6.8Hz); 

mnm s 7 ) 

(2, 3- i? t K o y V [ 1 , 4 ] ^ 3f »--6— f /!✓) ^ !> 
(2, 3- v> e K n y ✓ [ 1 , 4] * is M7^> 

[0 7 7 8] 1H-NMR (DMS0-d 6 ) 8 : 9.65 (s, 1H), 7.6 
0-7.20 (br, 2H), 6.93 (s, 1H), 6.80 (d, 2H, J=8. 6H 
z), 6.73 (d, 2H, J=8.6Hz), 4.30-4.10 (br, 4H) ; 

(m%m 8 8 ) 

(3,4,5-hy^ F^^-7x^)-ft!)l/T 
(3,4,5-hy^ h^>-7x-/V)r^Sr«fflLt## 

«2 fcBIWfcRlStrtTftv^lWb'&ttSrWfc. 
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[0 7 7 9] 1H-NMR (DMS0-d 6 ) 8 : 9.71 (s, 1H), 7.8 
0-7.20 (br, 2H), 6.72 (s, 1H), 3.74 (s, 6H), 3.63 
(s, 3H); 

8 9 ) 

1) 5-t Kn^r^-^O'^y-Yy^ Ti/y K -O-vW 
3i^r/i/3. 62 g (17. 4^y^) Srtfyv^i 
5ml(:gJSfU 4&7kH^3m 1 £T#g;t^rei 4«FKI 

^Srftlx> l 0 %4£»*SSK. b y ?A 

irh^V-^y^/'f T5/yK 
4 . 0 7 g £#fc 0 

[0 7 8 0] 2) ##^J8 9 1) Ti#ibnfc5-rir h 
**s-<<ls 9 J <i v 9 Tisy K -O^/i" ni^r/V4. 
0 7 g*r»»^^4 OnllcStfU 1 0%»<9^*A 
-«*4 0 0mg*:iP*.**IETt?4l*R|«H*L^ 0 S 

J 4 T*/yK2. 6 6g*#fc, 
[0 7 8 1] 1H-NMR (CDC1 3 ) 6 : 4. 09 (t, 2H, J=5. 9H 
z), 2.41 (t, 2H, J=7.0Hz), 2.06(s, 3H), 1.76-1.70 
(m, 4H); 

9 0 ) 

5-(2-tert-:/ h*i/*^*^^-T"fe h*^)-^*^ 
St 

N- (tert-^b*V*/U#=/U) ^!)Vy3. 03 g 
(17. 3^y^v) SrJH*r Om 
UcStfU Sfi-CN, N-#/vtf ~/w>^f S 

2. 81g (17. 3^y^/W) fcDn*., 3 0»P» 
Lfc 0 5-fc Ti/y K ^ 

/V^i^-ryl/3. 00 g (14. 4 ^ y^/V) SrJDi, 

S^ff/i^Qx., 5%-OMci*!) ****** 

h y #c^~e, &fqA:fckrft 

- (^^*^/ft»3i^l/=2 : 1) -CfitSiU 5- (2-t 

^Xy"/V4. 6 2g (8 8%) £#fc 
#%#IJ9 0 1) -e#fettfc5-(2-tert-^h^5/*/V* 

Fd8 9 2) fclB«lCRlSttTftV^B{fc'&**»fc. 

[0 7 8 2] 1H-NMR (CDC1 3 ) 5 : 5.03 (brs, 1H), 4.2 
0-4.14 (m, 2H), 3.90 (d, 2H, J=5.7Hz), 2.43-2.38 
(m, 2H), 1.75-1.70 (m, 4H), 1.45 (s, 9H) ; 
9 1 ) 

4-b Kn^f^-^y 5/^ T^y K ^xA- 



[0 7 8 3] 1H-NMR (CDC1 3 ) 6 : 4. 13 (t, 2H, J=6. 2H 
z), 2.47 (t, 2H, J=7.0Hz), 2.06(s, 3H), 2.05-1.80 
(m, 2H); 

(##0U9 2) 

5-(2-tert-^h^r^/V^^W (s) T^-^t't 
T/l'fcN- (tert-y h^fi/^/^^-/^) -L-T^-^&r 

[0 7 8 4] 1H-NMR (CDC1 3 ) 6 : 5.08 (brs, 1H), 4.3 

5- 4.25 (m, 1H), 4.18-4.26 (m, 2H), 2.43-2.36 (m, 2 

H) , 1.75-1.68 (m, 4H), 1.45 (s, 9H), 1.38 (d, 3H, 
J=7. 0Hz) ; 

mnm 9 3 ) 

(6- h y 7/V^t2 * y v^-3-^/W)-^? 

6- h y yjviru * ^i/-tr y ^ ^Srttffl L 

[0 7 8 5] 1H-NMR (CDC1 3 ) 6 : 10. 16 (brs, 1H), 8. 
78 (d, 1H, J=2.4Hz), 8.36 (dd, 1H, J=l. 9Hz, 7. 8H 
z), 8.78 (d, 1H, J=8.4Hz),; 

mm\ 9 4 ) 

2- ^D^-l-(2-^f;V-8-^ ho->T 5^[l,2-a]try 

I) l-(2-^ f h n-^ ^ ^/[l, 2-a ] t° y 

3- ^;v)-x^/y2,4-^tyi2. 6ml (122^ 

*rH»ki(t*-* (1:1) 2 0 0ml \mML 
tK^T^H ;76, 2 9ml (12 2^!)^} <SrE& 

ft^S 10ml tcS#p Lfc*?££ 1 ffSKsWTjST Ufc 

saw- h y ^At^*i«, jm&MEamu mmt 2 

-r^-^hatfy^lO. Og (71. 9^y^e 
fV) Sr^p< h^rv^^l 0 0mlfc»<HU ftlfak*^ 

hy^A6. 04g (71. 9^ y^e/v) Srinx.7 ot: 
i-(2^ h n-^ [1, 2-a ] t D y ^y- 

I, i, 4 8g (JR*9%) Sr#fc 0 
[0 7 8 6] 1H-NMR (CDC 13) 6 : 10. 09 (d, 1H, J=6. 8 
Hz), 8.39 (d, 1H, J=7.6Hz), 7. 16 (t, 1H, J=6.8Hz), 
2.93 (s, 3H), 2.70 (s, 3H) ; 
MS (APCI, m/z): 220 (M+H) + ; 
HPLC (R): Rt. =2.9 min. 

2) 2-/n^-l-(2^f/W8-n hn^^/[l,2-a] 

try i^^-3-^/^)-^^/^ 

l-(2-^^/V-8-^ hn->T ^^/[l, 2-a] t°y 
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y 4 8 lmg (2. 19^U^) 4:4 7%- 

*^7K^5mi^^u, 7 0t:t:Mi, jysu l 3 

Ml (3. 8 0 ^ y^W) 04 8%-*ft7K^2ml^ 

i ^^-esr bfco h y * 

A7tc^«^ 10 0ml {C^4<5o*x.fc^, gf^rc^/v 

ffr&We 3 6 rag (9 7%) *r*fc. 

[0 7 8 7] 1H-NMR (DMS0-d6) 6 : 9.88 (dd, 1H, J= 
1. 1Hz, 6.8Hz), 8.56 (dd, 1H, J=l. 1Hz, 7.8Hz), 7.43 

(t, 1H, J=7.8Hz), 4.88 (s, 2H), 3.32 (s, 3H), 2.8 
7 (s,3H); 

MS (APCI, m/z): 298 (M+H)+, 300 (M+D+; 
HPLC (R): Rt. =3.5 min. 
(miW I) (/n-K*^*A*D 

F1l97W7±A'to£*\Z s 1 0 Omg 
CD^ft^JfeW 1 <Dit&® y 1 5 0mg<£>^ 
5 Omg ragCD^rT y 

CW(I«3) (fiftl) 

f®:Sot, 1 O 0mg<Dmi&Vi3<Dik&to* 0. 2mg 

2 7 5mg<OiWSfitt-fe/i/n-^, 1 1 mg (Df^ 
^Xtf9 8. 8mg (07^ h-X&m^XMi&fZo 

[0 7 8 8] aiifctrww-s. 
(mm 4) mum 

1. 5gfl% (DmM&UOik&m*. 1 0^ft% <0:/n 

(wm«5) mmi) 

5ml4 3 i-> 100 mgO»3(&fkLfc^«6ff!l5 0{k^*, 
1 0 0mg<D~f V y !>A^;U7K^i/^f/Vt;l/o-^, 5 

wg<o&&&Wti-hVV^ 1. 0g ©yyH^h-/HBHR 
(0#S(SS;fr) RtfO. 0 2 5ml co/^y vSr£#-f- 6 

CWNM6) (^y-A) 

10%^7;y>, 5%O^/^>'2 0 > 0. 3%<Dh 

^-y20M4i. 7%©7kd»fe*s 5g co^ y - 

j»y k i o ow<owtiMk Lftmmm e (Dit&mzMAt 
(mmD (* y-A) 



as) , (sasss) , ^y^nt 0 /^ y^x- h 
(ions) &tftfyy/w<-h (4 fifths) 

tttrftWU »»U ftvvT?«#L**se>, * (691 

#&) sriDi, ^y-A^si^-r^o 

OHM 8 ) (&*ffii£»J) 

300 (9 9iis) ja^ur, *«aa«srje!rt-5. 

CK*M 9 ) (**) 

3as«9«>ft*« (2Mr») , /Kyai^UViTy =3- 

A-4 0 0 (4 04*35) * #!Jxfk^!Ja-;H5 
0 0 (5 8fi«ffi) SrJDaT«*«(lfLfc«, &£PLT 

mmmwt lxhl-6 o (*0#®!^ ccl-24 

0) , HeLa (ATCC CCL-2) , U937 
(ATCC CRL- 1 5 9 3) , CaSki (AT C 

c crl- 1 5 5 0) &m^ito WHKfcttKTfc* 
~t%m\z v i/temtat w * p -^tfcK) * 1 0 %m 

2»lLfct><0S:JBV\fc o HL-60, U93 7 :RPMI 
16 4 OJgifi Ol&ffi^ifcK) , CaSki : MEMigi 
(^l/^tt®) , HeLa : DMEMigifi (^aft 
K) *T, **«2 6 9X«Slli«2 8 0O 

^^/V^^^-^^KIC^LI Omg/ 
m 1 WKfefftK Lfco - ©JSJK* 10%!> i^m^ikm^ 

tRPMI 16 4 Om^X^-T ZZt\Z± 5 4fg<7>& 

»«r3R«Srf^J!L, r*L*r 5 0 M 1 /^^fcft^ J: 5 

{^9 6 ^m/^jg^U- h (^-^>-^ . 

3 5 9 8) Cn = 3t^tf: a r<^^ ^^^/U 

*ii©«««l!:lB»**fc**r l 5 o » l /^/w-e^ 

ftU 5%C02, 3 7 < C^T"C7 2«fM»*Lfc 0 
««J»Ta, XTT/PMSS (lmg/ml 2, 3 
-¥7, [2 H^riy- 4 h P - 5 -^/U^^ai^ 
/I/] - 2 H - f h 7 / y ^ A - 5 W>f ^ !) K 

b Sr«F**lc*^Lfct>(^) 4t5 0m 1 

/!>x/V®DL, 3 7 < C-e2^4^rfl-T>^r^-<-h 

S^a^b, #T©a;ic£^*£»ftW£* (%) 4r© 

[0 7 8 9] (%) = (tifrssip • m^m 

tot *fr<D&ft&-mm#muv ^swwytBo xio 

0/ (^fr^^P'»^P^a:^P^^-«^ 

[0 7 9 0] M^ttaiaiw^ 
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[0 7 9 1] 



ED 5 0 (ng/mg) 



2 6 9 



2 8 0 



[0 7 9 2] 

[3&W<03«ft] #S8W0>E3IStiu ffitifc 



Hela 


1. 8 


U-937 


1. 2 


CaSki 


1. 6 


HL-60 


2 0 


Hela 


4. 8 


U-937 


4. 5 


CaSki 


5. 8 


HL-60 


4. 9 


Hela 


4 9 


U-937 


4 9 


CaSki 


7 2 


HL-60 


8 0 



(51) Int. CI. 7 

A 6 1 P 35/00 
43/00 
C 0 7 D 471/04 



10 5 
10 5 
10 8 



F I 

A 6 1 P 35/00 
43/00 
C 0 7 D 471/04 



10 5 
1 0 5 E 
1 0 8Q 



JCSC»fpJH Kl£»r 1 T S 2 #58-?- H&ft 
m^H5D p D Ji| KfcVT 1TI2 #58-^- H&tt 



(72)»W# «*■ «- 

JKJC*ft;HKiKHriTB2#58# = #t* 

F* — 4C065 AA03 AA18 BB06 CC01 CC09 

DD02 EE02 HH01 HH02 HH03 
HH04 HH08 JJ01 JJ02 JJ03 
JJ05 JJ07 KK02 KK03 KK04 
KK08 PP07 PP09 PP10 PP12 
PP15 PP16 PP17 PP18 
4C086 AA01 AA02 AA03 CB05 MA01 
MA04 NA14 ZB21 ZB26 
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